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(54) ANTAGONIST FOR GONADOTROPHIC HORMONE-RELEASING HORMONE 

(57)Abstract: 

PROBLEM TO BE SOLVED: To obtain the subject agent 
capable of expressing excellent curing effects for sex 
hormone-dependent diseases such as prostatic cancer 
or the like by bringing the agent to contain a specific 
aminobenzimidazole derivative. 

SOLUTION: This antagonist for gonadotrophic hormone- 
releasing hormone is a compound expressed by formula I 
[the ring A is a (substituted)phenyl: the ring B is a 
(substituted)cyclic group; R4 and R6 are each H, a 2-6 
alkenyl or the like; R5 is H, a halogen or the like; X is a 
direct bond or the like; Y is CO or the like] or its 
pharmaceutically allowable salt [e.g. 2-(4- 
methoxyphenyl)-5-(4pyrrolidinobenzoyl) 
aminobenzimidazole, etc.]. The compound of formula I is 
obtained, by reacting, e.g. a compound of formula II with 
a compound of formula III (LI is an eliminable group). As 
the dose of the agent, when it is used for preventing or 
curing sex hormone-dependent diseases, preferably- 0.1- 
approximately 1 00 mg as the effective ingredient per 1 

kg body weight of mammals is administered, usually once or divided into forth times a day. 
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umm 1 1 -»ic ( I ) 



I 



i^-xiis?Sor. ( i ) ( i i ) aifts^ 

Lr . ci-6 T;u^;ust?^y -4i l < i*v-a»* tL 

t>rt j:i^ci-6 r;u4^;us. ( i i i ) C2-6 r^u^— 
(i v) C3-7 v^PT;b^;uS. (v) /\py 

1- 6 r;u4-;u»r-^ y L < liv-a^^ttr uxt 

<fet^T 5 y SA^^>a«*t« 1 - 5 fia)a«»-ea«*ti 

Tt^TtJ:i^C7-i3 r^;u^;us. (v i) C 20 

2- 7 rJU3+v*;U7H::^;U»* : R^li ( i ) 

(i i) /\Py>lS-T-. (i i i) C^-6 TJl^^JU^X* 

^ y - 1 L < (iv-a»*4tTt^r tcfct^T s y a*fc 
ii/\p>f >/g^-e«»$*tri^rt»cfet^ci-6 t;u*;u 
(i v) ci-6 r;u3+*>s. (v) C2-7 r;u=i+ 
(v i) ci-6 r;u*;uaT?^y-t, 

L<ttv-a»*tirL>TtJ:l^TSyS. (v 

i i) ci-6 r;u*;uS*fc(iC7-i3 r^;u+;u»T?a 

(i i) Ci-6 T;U^U>II. (i i i) C2-6 30 
>r— U>«. (iv) Ci-6 TJU+UV-T 5 y*Jl/7K 
-;uffl. *fctt (v) Ci-6 T;u4^U>-:j-#v*;U/1? 
H^UTSyfflS^; YI*-CO-, -S02-. -NHC 

ci-6 T;u^L'>-;b;U7t^— ;ujg. C2-6 r^u^::: 

[Si«S2] aiA-e^**t«a»**LTi^T**t^7x 



Mb 2] 



40 



( i ) tK*®^. (li)-hPS> (iii) /\py 

ci-6 r;up+v«. ci-6 T;u*;ua 

T-^y - ^L< liv?-a»^ttTl^Tt,c*:C^7'5y 
S — TMBSttTSy *>l/7H^i/;US*5cfcl/C2-7 r 



a8i**trt^rt,J:i^ci-6 r;u+;uS. ( i v) /np 
y>IS^F-. ci-6 T;u=i^i/S. ci-6 t;u+>1/ 

s-e^y L < i*i>-a»**tri^r*,cfet^r 5 y 

5-7fljg<^T5yS. :/3;U7H+v;uSfccfci;c 

2-7 T^u^+v^^uTp— ^uftA^biSisti* 1 --5<ia>a 

^ftST*a«$^^Tt^Ttcfct^C2-6 r;u^--;us. 
(v) /\p^>ig^-. ci-6 t;uzi+vS. c 1-6 t;u+ 

;usfcj:i;ci-6 T;u+^us-c^y-t L<iiv-a& 

3F*i-Cl^Tti<fct^7'SyS;!)^baii4xS 1 --SfiCOaSS 
ST*aift$*tTt^rt«fet^C7-l3 T^;U+JUS. (v 

i) C3-7 v^7pt;u+;uS. (v i i) *;u7t<+v;u 
fi. C2-7 T;u=i+v*;u7t?— ;ua, C8-t4 r^ju+;u 
^+v*;u7t?^^i/S. ^fciici-7 Tv;uS. (v i i 

i ) /\p>r>is^-. ( i x) aftstur. ci-6 

^;uS. C3-6 v^pr;u+;uS. ce-io tu— 
fcliC7-l3 T^^u^^uas^Lxt^rticfci^TKKS (c 
CI?, ci-6 r;u*-;uS. cs-e v^pt;u+;uS. c 

/xpyviBT. Ci-6 T;u+;ua. ci-e r;ua4=-*>S. 
::^hPS. Ci-6 T;u+;uS'C^y-t L<i*v-a» 
^tvTt^rtcfet^TsyS. 5-7MattT5ys. > 
ryS. *^U7K^*>;uSv C2-7 r;u=i^v*;u7H— 

aaa-easistLri^rtcfci^) . cx) ci-6t;u* 

;u5^:l-S. C7-13 r^;u+^u^:l-S. ci-6 Tyu^yux 
)\^y^=-)u&^ C7-13 T^;u*^ux>u^-f — ;uS. c 

1- 6 TiU+;ux;U7t^— ;uS$fc(*C7-i3 t^^u^;^x;u 

7t^-;ua, (x i) Ci-6 7 ;U+;UX. C3-6*>^PTiU 

4=-^uS. C6-10 ru— C7-13 t^^u+^uS. c 

2- 7 7;u3^v*;u7H— ->uSte<*:r/ci-7 rv;uS*^t>a 

tf*L« 1 -2ffl<7)a8ia-C-ttt-P*La«**tTl^Tt J: 

i>r5yS*fci*J8ttT5ys. (x i i ) /\a^>m 
ci-6 r;u*;us. ci-6 r;u3+i/S. rsyste 

J:l/C2-7 r;ua+v*/U7t^— iUSA^bSlitt^ 1 --3 

sa)a»s-ca»aF*iTi>Tt«fei^c6-io ru->us. 

(x i i i ) vrys. ^tz\t (x i v) -^-ti^tic 

1- 6 r;u^;ua. ce-io tu— ;uS^^ciiC7-i3 r^;u 
+;uS-ea8l* *iT i^T t *k t ^ * ^u/ }\^&. * < 

L. R7i:R«^/><jg$LriBSfl^i«Lri^TtJ:l^] r 
( i ) ( i i ) — hPfi. (I i i ) /\ 

py>!S^. Ci-6 r;u=i+vS. ci-6 r^u* 
;uSr-^y - 1 l < l*v-a^ll**LTt^T t c*:t^7 5 y 

fi. 5-7aattT5ya. *;u7t?*v;uajD<ki;c 

2- 7 r;^a^'>:^;^7t<^J^S;^)^f)ig^^tt^ 1 ^smcom. 
MfeST»a^$tu-cc^T:*j:t>ci-6 r;u^;us. ( i 

v) /\py>JjiiF, 7K»». Ci-6 T;up^*>«. Ci-6 
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(v) y\a>r>Ig^. Ci-e T^Ua^^vS. Ci-e T;u+ 

S"ca«**trt>Tt«fci^C7-i3 T^ju+jus. (v 
i ) :^j;i/7f^^v;us. C2-7 T;ni+v*;U7K-;uS. 
C8-14 T^;u+ju:l-+*>*;u7H— jua. *fci*ci-7 r 10 

(v i i ) /\p^*>js^. (v i i i ) asss 

i:Lr. ci-6 r;u+iwa*fci*C7-i3 t^^u+^uS* 
^LTL^r^,J:L^*KS (cc-c. ci-6 r;u^;uSfc 
<fet/C7-i3 r^^u+^uaii; ^-tL-eti/No^f^is^. c 

1- 6 r)u+;us. ci-6 t;u=i+vS. ci-e r^u^yus 
-e ^ / - 1 L < ( 4 - a«i 2f *i r t ^ T ti J: I ^ 7 5 y a . 
5-7a«ittT5/a. vrya. *;u7K*->jus. c 

2- 7 T^u=i^v*;u7t-:-;i.SfcJ:LiJ^S^^S»iam28 

a36>bSiftL« 1 -5ffia)attaT«B8k$ttTi'r!&«»: 

l^) . (i x) c 1-6 r;u^;u5=-^s. C7-13 r^;u+ 20 
;u5=-:f». ci-6 T;u*;u;^ju:7-f — ;ua. 07-13 
^u^/ux^u^' ;uS. C1-6 T^u^^^ux^UTt^— juS* 
/cl4C7-i3 r^;u^;uA;i/7t^ii;ua, (x) ci-e 
+;us. C3-6 ->^7pr;i/+;ua. ce-io tu— jus. 
C7-13 T^;u+;uS. C2-7 r^uzi^i/^^UTp^JuSfc 

.cfet^ci-7 ri/;uS3b^6>ai**t* 1 --afflcDaftat?-?- - 

+t-€';frLaisistir i>r t ctt^T 5 y a^fciiSttr 5 y 
a. (x i) /\py>ia-f-. ci-6 T;u+^ua. ct-er 

;uzii\^->a, T5ya*5«fct^C2-7 r;^=l^*>*;^7H— 
;^a;6^t>a^^4^^ 1 -3<i(z>aaar-ajftstiTt>rt 30 

cfct^CMO T'J— ;ua. *fc(4 (x i i ) -ttl-P+iC 
1-6 T;U+;ua. C6-10 T'J— >l/a*fc{4C7-i3 Tv;u 

4=->uaT?aift $ +UT t^T t ck i^* ^ua. * ;u/ < 
^-Y^u^^va. :*;u/<y-<jua*fc(iou>r Kar*& 

[ii3^3S4] 8lBr*^^*L^>a»^*l-cl^T^,«fct^att 




CiC*, (4. ( i ) C6-12 r »J-;ua. ( i i ) 

^s^mmm^&^tzit ( i i i ) i^^sisifiimaia^^ 

TKSH^. ( i i) /\Py>S^. Ci-6 t;u=i+S/ 

a. ci-6 T;u4^;ua-e^y - 1 L < (±v-asi**fc 
i3^v*>u7t^-;uaA^t>ai*tt-5 1 --siicDaftaT'a 

»**tTt^T4. J:t^Ci-6 T;U+;ua. ( I i i ) Cl-6 50 



T;U34^i/a. Cl-6 TiU+iUar^y-t L<tti/- 
agl^?*lTl^Tt J:l>T5y afcJ:t/C2-7 TVUzi + v 

^;u;H-;ua)£i'bai£4x« 1 - sffioa^ax^aiik^ti 

Tt^Tt cfci^C2-6 t;u^— ;ua. (i v) /\P^»1 

Cl-6 T;U3+va. Cl-6 T;u+;ua. ci-e 
+;ua-e^y - t L < i4v-asi$*tTi^r tcki^r ^ 

y afccktj^*>u7H^i/;uaA^€>aiiti4 1 --siKDasi 
a-ea»3?HTi^Tt <fci^c7-i3 T^^u+;ua. (v) 

^;u;t^+ix;ua. C2-7 T^ua+v^^UTH— ;ua. c 

8-14 T7^U*;U:J-*i^*;U7H^^ua. *fcl*Cl-7 Ti/ 

;ua. (v i) /\py>js^-. (v i i) a»ai:L 

Cl-6 TJU^;ua. C3-6 v^PT;u*;ua. ce-io 

T'J— -/ua*tcl4C7-i3 T^>U^;ua*^LTl^Ttc*: 

t^*Ka (^w-c. Cl-6 r;u+;ua^ c3-6*>^7P7'iu 

^;ua. C6-10 r U— ;uafccki/C7-i3 T^;u+;ua 
tt. -tti-ftt/Npy^ls^. Cl-6 T;u+;ua. Cl-6 7 
>i/a:*-i/a. Cl-6 Tiu+;ua-e^y -t L < (**:x-a 
gl$tLTt^Tti<*:i^T5ya. vTya. *;U7t^+v;u 

afcci:i/c2-7 T;u=i**>*;u7t?-^ua3!>^&aii*t* i 
'-5®cDa«a-cagi$tiri^Ttci:t^) . (v 1 i 

i ) Cl-6 T;u+;u5=-:i-a. C7-13 r7;i'4^;u^:*-a. 
ci-6 t;u^;ux;u'7-< — jua. C7-13 
3?-f — ;ua. Cl-6 T;u+;ux;u7t^— ;ua*fcl*C7-i3 
T^;u4=-;u;^;u7|^— ;ua. (i x) ci-6 T^u^^^ua^e 

^y-t L<l4v-a»s^^•ct^r^,J:l^T5ya. - 

hpafc«fct/C2-7 r;u3*i>*^U7K— ;i/a;&^€)ai**t 

^asiar*aji^*:txTi^-ctcfct^ 07-11 T^}—)\^-h)v^ 
a»aT*ag^*H-ct^r4,cfct^rsya. sittrsya 

*ycliOl-7 Tv^UTSya. (x) •^•tL-F*iCl-6 

*jua. 06-10 r u— ;ua*fci4C7-i3 r^^u+iuai* 
*va. *>u/^!/-f ;ua*fc(*';?u-r Ka. sfci* (x 

[i««S5] R^ R2fcJ;l/R3/)^ l^-X(4M>to 
T. ( i ) TK^ia-T-. ( i i ) /\Py>IS^. Cl-6 T 

;ua+va. Cl-6 r;u+;uaT-^y ~tL<i4v-a 

»$tLTL^r*,j:i^Tsya. *;u7R+i/;uafc«fci;c 

2-7 r;ua^v*;u7t?^;ua;J)^^aii;h.^ 1 -5<ioa 

gfcaT?asi**tTt^Tti<fci^ci-6 T;u*vua. ( \ \ 

i ) :^;U7H^i^;ua. C2-7 r;u=i4^v*;U7K— ;ua. 

Sfcl*Cl-7 Ti/;ua. ( i v) /\Py>Ig^. (v) 

asiatur. 01-6 r;u*;ua*fci*c7-i3 r^;u+ 

^ua^^LTi^rt J:L>7KKa (cc-e. Cl-6 

;uafc<*:t/07-i3 r^;u+;uai*. -^-ti-fti/xpyvis 

01-6 T;u^;ua. Cl-6 T>U3^va. ci-e 

^JUa-C^y - t L < lii>-agfe**t-Cl^Tti<*:U>7' S 

ya. *;u7K^i/;uai3cki/C2-7 T;ua^v*;u7K— 
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. (v i) Cl-6 T^U+^U^sfS. C7-13 Tv^U 

+;u^:l-Sv ci-6 T^u^^ux^u'^-f — ;i/S, C7-13 r 
^;u+;ux;u:7>r ii;us. ci-e T^u+;ux;U7t^^^uS 
*fci*C7-i3 T7;u+;u:^;u7t^-;us. (v i i) c 

1- 6 T;u^;uS-e^y - t L< i*v-a^$*iTi^Tt 

-;usA^ &aiiti4a«ST*agi * tix i^r t ck c 

-'2<i(Das4»tfa»aF*in^Tt,j:i^7'5 io 

/S. aw*T 5 y fciic 1-7 Ti/^UT 5 yx. (v 

i i t) -tix-f^xci-e T^U+;US. Cfr-ioTU— 

C7-13 T ^;u^;i/S-eaei* *iT i>t t cfc i^* ;u 
fcli'i7U^KS. (i v) ~ haST-fe^lSStJS 

( i ) TKmm^. ( i i ) aSlSi: LT. Ci-e 7)U=^ 

2- 7 r^Ua+*>:^ib7H— iUS^^LTt^Tt cfcl^Ci-e T 

;u^;uS. (i i I) /\py>jS^. ci-6T;uzi^v 
a. ci-6 T;u+;u»fc«ki/ci-6 T^u+yua-e^y -t 
L < i*-:?-asi**iTu^r * j:i^r s y S3b> t>si**i^ 
1 '-5<ia>aas-eajftsti-ci^T^cfct^c7-i3 r^;u 
4^;ua. (i v) C2-7 t;u=i^s/*;u7K— 

«<Dttja$ij2»7t^;u* >ttai 7t^>u^ >fgtaa»jo so 

mo 

[O O O 1 ] 



ffl*i:ttBa*iia7h^U^>**aj*^U^> [GhRH CGonado 
tropin releasing hormone)] tatKMi^M't^o 
[0 0 0 2] 

^>(TRH)fc'6L>iii4ja*ia!t7n)u^>ttai7n;u^> 

^> CLH — RH (Luteinizing hormone releasing ho 
rmone) ] timiti^] tji^oniEtmmtsHXl^ 

GnRHjStaf^ffl^W-r^l^^:^5^KttC0<b 
Un*. wo 9 7> 2 1 7 0 3. WO 97/21 
7 0 4, WO 9 7/2 1 707, WO 9 7/2143 
5. WO 9 7/4 4 O 3 7. WO 9 7/44041<i:^* 

[0 0 0 3] Tsy ^>X-f 5 

L"CI*. «^tfKhim. Vys. Energ. . 2L. 38-44 (198 
7) . Khim, Volokna. 18-21 (1986) fcJ:t/Khim. Volo 
kna, 14-17 (1985) |C5 — Ov^-f 5 ^ - 2 - 

(4-K>y>r;uTsy :7x -;u) ><>X>r=yv/— ;u 

)!>^;Khim. Volokna, 18-21 (1986) (CS-'OvZ-f^U 
T5y-2- (4-^>V>r;ur 5^*7x11;^ K>X 
S^^'y— ;um»*6)b< ; Khim. Vys. Energ. . 21. 38- 
44 (1987) . Khim. Volokna. 14-17 (1985) 
»^<b^. 24. 501 (1967) (c 5 V^-T ;UT 5 y - 
2-7x=.^UK>X-f 5^!/— ;UA^ ; Khim. Geterosik 
I. Soedln. , 975 (1983) Iz5- (4-^hP^>:/-< 
;i/) T5y-2- [4- (4-— hP'Oy-f^U) T5 
y :7x=.;u] -<>X-< 5 ^ry-;uA^ ; 1#BHBa47- 15826 
Iw2- (3. 4-i;:^;U7H+v3?x^JU) -5- (4- 

*;u7t?+i/K>*y-<;ur5y) K>x-f syy— ju/i< : 

IndianJ. Chem. , Sect. B. 22B. 146 (1983) ic 2 - 

[4- (4-r 5y ^>*y-r;u) T5y:7x^;u] -s 

;UT 5 y -OX^r S ;UA< Med. Paraz 



J 
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itol. Parazit. Bolezni, 44. 316 (1975) IC2- (2. 
[0 0 0 4] 

^fi. simcDS^tt. f^ffl(Di*«itt. ftisiizjtj-r^ss 

[0 0 0 5] 

1 ) -»iC ( I ) 




ra-X(*»35:oT, ( i ) ( i i ) B8IS<!: 

t^Tti**:l^Ci-6 T;u4^Jl^a. (i i i) C2-6 r;Kr— 

;ua. (i v) C3-7 i/^;pr;u+jua. (v) /\py 

ci-6 r;^^^^^. ci-6 T;u^;uSt>c^t/c 

1- 6 T;u*ji^»T?^y - 1, L < i*v-a»*tiri^Tt 

2- 7 T;m^i/:*;U7K-;uS^ : R^ii ( i ) tK^is^. 

( i i ) /\P>r>lS^. ( i i i ) Cl-6 T)\^^)i^&V 

- 1 L < i*y-B»**iTi^r t cfei^T 5 y »*fc 

li/ \ p >r >ll^T*a8l * *tT l^T t <^ c 1-6 T 

(iv) Cl-6 r;u3+*>*. (v) C2-7 t;u=j+ 
v*>iU7H— iiuS. (vi) Cl-6 r;u^;uST?^y 
L<i±v-a»**irt^r4,cfei^r5ys. *fci* (v 
i i) Cl-6 T;i/+;uS*fc(iC7-i3 T^;u+;uS-ea 

«*tlTl^Tt«*:l^*;U/<^-CJUa£ ; XI4 ( i ) fi^ 
(i i) Cl-6 T;U+U>SI. (i i i) C2-6 T^l/ 

^-u>jB. (i v) ci-6 T>u^u>-rsy *;u7t? 
-^u«. (v) Cl-6 r;b+u>-:j-*S/*;u7K 
— ;uT5y®* : Yii— CO — . — S02— . — nhc 
ci-6 r;u4^u>-*;u7K— >usa. C2-6 t;u^:=. 
u>-*;u*-;u«*fc(*ci-6 T;u+u>«*^-r] 



[0 0 0 6] 2) HA-e^^tV-Saei^ttTt^Tt J:t^ 

10 CS*. R\ RfifccfctfR^I*. H-Xtta^C-^T. 

(i) TK^JS^. (i i) — hPS. (i i i) /NP^ 
tKKS. Cl-6 TJU3:*^i/S, Cl-6 T>U+;US 

5-7aattT5ya. *;u7H+v;uSi3«fez/C2-7 7 

a»**t'Cl^-Cticfet^Cl-6 T>u+;uS. ( i v) /\P 

V>m^. Cl-6 r>U3+i/S. Cl-6 t;u4^;u 

a. 5-7flasttr5ya. *;u7p*v;us*>j:r/c 
2-7 T^up^^'*>u7t?-;usA^t>ai*ti^ 1 -5fia>a 

SiS'ea»**iri^Ttic»:t^C2-6 tju^—)\^&. 

(v) /NP-t^>Jl-?-. Cl-6 T;U3^vS. Cl-6 TJU^ 

;uS*>«fei/ci-6 T;u^;uSr*^y - l < v-a» 
$*Lrt^r*«ki^T5/S*>?>atf*i« 1 -slKoasi 

5- eaifta?*iTi^xti<*:t^C7-i3 t^;u^;uS. (v 

i ) C3-7 i/^7Pr;u+;uS. (v i i ) *;u7tc+v;u 
C2-7 t;u3^v*;u7H— cb-m t^;u+;u 
:t^i^*;U7H-JUS. *fcl*Ci-7 Tv;u». (v i i 

i) ,Nay>/i^, (i x) aj^^SiiLT. ct-6 r;u 
30 C3-6 v<7PT;u^;bS. ce-io ru— ;uS^ 

fcttC7-i3 T^;u4=-;ua**Lrt>rt<*:i^7k»S (c 
z-e. Cl-6 t;u^;uS. C3-6 v^pr;u^;uS. c 

6- 10 r u— -ii<*teJ;t/C7-i3 T^Ju+^bXii. -tti-Pti 
/\py>JH^. Cl-6 T^u^Ji-S. Cl-6 t;u3^vS. 
-hPS. Cl-6 T>i/*;uS-r^y-tiL<iiv-aSfe 

7y|£. *;i/7H+v>u». C2-7 r;u 3+ v*;u7t€—;u 

aiftS'easi**i'ci>Tt cfci^) . (x) ci-6 t;u^ 

40 ;u^3t-a. C7-13 T^;u4=-;u^3j-s. ci-6 t;u+^ux 
;u:7-f :i:;uS. C7-13 T^;u^^ux;u:7 ^ :i.;uS, c 

1- 6 r;u+;ux;u7^— ;i/SSfcttC7-i3 T^;u+;i/;^;u 
;t^zi;us, (x i) Cl-6 t;u^;uS. C3-6v^pt^u 

*;U». C6-10 T'J— -/us. C7-13 T'y)i^^Jl^&. c 

2- 7 T;u3+i/*;u7H— ;u»*>J:tXci-7 T*>;uSA^&a 

(iti-s 1 -2^^a>a^ST-e4^-^'+taft^*tTu^TtJ: 
L>r5ys*fci*«ttr5y». (x i i) /\p>f>is 
Cl-6 r;u^;us> ci-e r;u:3^i^S. TsySfc 
j:i/C2-7 r;u=i^v'*;u7H— ^uftA^^ai^tt* 1 --3 

50 fia>a«*"ca8i*+iTi^Tti«fci^c6-io ru— 
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(x i i i) iyTJm. mtzit (x i v) ^tl^HC 
[0 0 0 7] 3) RK R8fc<fct;R9A<. 

or. (i) *mJl^. (i i) -hPS. (i i I) 

/\p>f>ia^, tKKS. ci-6 Tjm+s^a. ci-6 r;u 

2-7 T;u3:^v:^;U7t?~;uS/)^t)atf*t'5 i -sfioa 
v) /\ay>lS^. tKKS. ci-6 T;u=J^e/S. ci-6 

(v) /\Py>ilT-. Cl-6 TJU3:^*>S. Cl-6 T>U^ 

>i/SfcJ:tf ci-6 T;u+;us-e^/ -ti L < I4v-a» 

ST*a»**lTl^Ttc*:L>C7-i3 T=yiV^}\^&. (v 
i) *;U7R**>;bS. C2-7 T;ua*i/*;U7K— /US. 

C8-14 r^^u+^u^j-^^i/^ii/Tt?— *fciici-7 r 

(v i i) /\P>r>IS^. (v i i i) agiS 
<tL-c. ci-6 T;u^;uS^tciiC7-i3 T^;u^;uS* 

«fci;c7-i3 T^;u+;uSi*. -€-*L-P*i/NPy>iaT-. c 
1-6 T;b+;uS. ci-6 t;u=j^vS. ci-6 7;u^;uS 

t^) . ( i x) ci-6 t;u+;u^;1-*. C7-i3 tv>u4^ 
^u^^S. ci-6 T;i/+;ux;u:7-f — C7-i3 

, fcttC7-l3 7^JU4r^UXJU7t^:z;U*, (x) Cl-6 r^U 

C3-6 i/^7PT;u+;ua. C6-10 r';— ;uS. 
C7-t3 Tv^u+;uS. C2-7 T;U3 4=-v*;u7t^— 

a, (x i ) /\py>is^. Cl-6 t;u+;u«. Cl-6 r 

T5ySfc<kt/C2-7 T;ua4-*>*;U7H— 

^us*^&a(i*t« 1 -3^i<Da«s-c?a«**^Tt^rt, 

J:l^C6-1o ru— ;uS. (x i i) -ttt-FHc 

1-6 t;u4->uS. C6-10 TU— ;ufi*fcttC7-i3 T^;u 
^;uS-c?agfe * +tT l^T t <fc t ju/ <^ -< * < 



Ad: 

[0 0 0 8] 4) aiBT'jF$*iSaSl$*iTl^Tt J:t^ 

nb6i 




ca*. JBB' tt. ( i ) C6-12 r ;us. (id 

10 L : Ri. R2fccfet;R3|±. 1^— XI^SfeoT. ( i ) 
tK^I^^. (i i) /\Py>l®^-. Ci^6T;U=I+v 

a. Cl-6 r^u+^uar^y-t L<i±v-a»a?ttT 

^^tlTl^Tt, J:l^Cl-6 T;U^;US. (i i I) Ci-6 

T;ua*i/S. Cl-6 7;u+>bS-e^>' -ti u < (4v- 

a«^*iTl^r^, j:i^T5yst>j:t/c2-7 r^ua+i/ 

Tl^rt»J:l^C2-6 r;U^— ( i v) /\P>r>ia 

20 Cl-6 T^na^s^S. Cl-6 T^u^-^uS. ci-6 r;u 
*;uST?^y -t, L< iiv-a»**t"CC^Tti«fei^TS 

a-ea»$*bri^rticfet^C7-i3 r^;u^;us. (v) 
*;u7H**>;u». C2-7 T;u3+i^*;u7p— c 

^us. (v i) /\py>isT. (v I i) asisiiL 

T. Cl-6 T;U^;US. C3-6 PT;U^-;US. C6-10 

7 u — ;us^ fcii C7-13 T ^ ;u4^;uS^^ L -c t^r 4i <*: 
i^tKKS (ccr?. Cl-6 T;mr;u»> C3-6->^pt;i/ 
30 ^;us. C6-10 r ;uafc<*:i/C7-i3 r^;u^>us 
14. **i-f*i/Npy>ia*. Cl-6 r;u+;uS. C1-6T 

Cl-6 t;u+;uSt-^/ L< I4v-a 

SfcJ:i;c2-7 7';u=i^-^*;U7t^^JUS;!)^^Stf+t'S i 

-siicoafts-eaa^iixTt^TtKfei^) . (v i i 

i ) Cl-6 r^u#;u^^S. C7-13 
Cl-6 t;u+;ux;u:7-<— C7-i3 T^;u+;ux;u 
■7^— ^bS. ci-6 T;u+;ux;U7h— ;uS*/=f4C7-i3 
T^;u+;uxji/7n— (i x) Cl-6 T^u+;uS-e 

40 ^-/-t L<(4ix-a»**tri^'rt J:L^7SyS. - 

hPSfcc*:i/c2-7 r;u3 4^v^;u7t^— ;ua7!)^^ai4tt 

*a»S-ea» a? ttr i^r tct C7-i i r u — yu^K 
— ;uSfcci:t/ci-6 T;u^;uSA^t)aii*i^ 1 -^2,m<r> 

a»aragiaF*i-cL^r4,j:L>T5ys. fflttTs^s 

*fci4ci-7 Ti^^ursya. (x) •€-*L-Fttci-6 t;!/ 
C6-10 T'j— ;uS*fci4C7-i3 7'^;u^;uS-e 
a^ 2f *xt l^t t «»: * ;u/ -f ± ;u/ <^ -< ;u;f 
^vS, ;^;u/<v/Y;uS^ycii't7U-r KS. ^fri* (x 

i) ^hPX^^L. Ri it R2<i:3b<ia^LTaSi^iaL 
50 TU^-Ct>J:l^] ■ea**t'&Ji|Bl ) lB«<Z)ttK*!ia*;i. 
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[0 0 0 91 5) RK R2fccfci;R3;{)<. m-x\tm:U 

oT. ( i ) TKSJa*. ( i i ) /\Py>ll-¥-. Ci-6 
T^Ua+vS. Ci-6 rJ\^^)\^^V=Ey-tL<{tiy- 

C2-7 T;ua4-*>*;U7K— ;uSA^e»aii*L4 1 --sflcD 

i i) *;U7t?*e/;uS. C2-7 T;u=ii^-i/*^U7K:=.;u 
*fcliCi-7 Ti/;uS. ( i v) /\py>ll^. 
(v) a»ai:LT. Ci-6 TJU+;U»*fcttC7-i3 T 10 

y>Jl^. ci-6 Tju+^us. Ci-6 r;ua:*-vS. c 
1-6 r^u:^;u»-e^y -*iL<i*v-atftS*tri^Tt, 

«kl>T5yS. *JU7H+ix;uS*5cfclXC2-7 r;un4=-i/ 

Tl^TtJ:l^) . (v i ) Cl-6 r;U+>U^:tS. C 

7-13 T^vu+^u^^fS. c 1-6 t;u^;ux;u 7^ -<^;u 
C7-13 r5;u*;u:;^;u:7-f — ;us. ci-6 r;u+;i/ 

x;U7fx-;uS*fcl*C7-i3 T^;u+;u^;U7f%-;uS. 20 

(vi i) Ci-6 T;u+;ua'C^y--tiL<iiv-asi 
$*iruTt«kt^T5ys. — hoSfccfctf C2-7 t;u 
a+v:^;i/7K-;i/S36^t>atf*i«>a»s-ea»stLri^ 

rti«fct^C7-ii TU— -;u*;u7f5— ;u*fcJ:tf ci-6 

+;us;5^batf*t^ 1 '-2<i<7>a8iST-a^*tLTi^T 
t<*:i^Ts>'a. sattr 5-/fi*fci*ci-7 tv^uts 

ys. (v i I I) '^*t-6ttci-6 r;u^;uS. C6-to 

r u— ;us*fci*c7-i3 7^;u^^uat?a»a?4xTi^T 

v^-f >uS*fcii'>u-< KS. ( i v) -hPS-e 30 

6) R^fccfei^Rfijd^ m-xitmu-ox. (i) 

( i i ) mt^&t LT. ci-6 r;u^;uST?^y - 

tL<l*v-a»**tTl^-CtcfeU^T5-/a. 5-7a 

attT5/«. *;u7t?*i^;us*fcttC2-7 T;u=i+e/ 

(I i i) y\py>Ja-?-. Ci-6 '7;Ua+*>S. Ci-6 T 

;u+;us*><i;i^ci-6 r^u^^us-c^y - t L<l*v- 
a»**trl^r4l<fel^7'5-/S36>&a^<*^* i --seo) 40 

ajftS"cag^$*i-ci^Ttcfct>C7-i3 T^;u^;uS. $ 
fcl* (i v) C2-7 T;ua^v*>U7t?-^uST?fc4±E 
1) lB«a)14Si$iiait7t-WU^>ttti37t^;u^>iSfitSiJ ; 
[00 10] 7) R^tSJ:lfR^f}<^mm^V&i>±K, 
1) 8Etta>1tBS9ll»t7t^;U%>ttU7t^;u%>IS^»J : 

IB 1 ) fBtta>«ta»l : 

1 O) tt*;U^>ttStt«ftA<tt7^;U^>«#tt«T-fc 50 



4±ffi9) EK(Z>iStS»J; 
afiT'fc4±ffi1 O) EKcOlStaffl; 

1 2) tt7t^;u^>ttc#14^S7!)<fiiLfigm:*;^. ^Srt^ 

^'smm^tzit&mm^^&v&i>±^9) ek(d 
1 4) ^»mmmsimv^b^±K^) Kvtom^mizm 

[0 0 1 1] *Bfliiffl»*-efflt>«b*i«#«fflisicot>r 
vmm^. i&mm^. mmm^^f-. B^^mm^uiii^mi' 

x^ju. :^pe;u. -rv:^pe;u. :^5^^u. ^v:^^ 

*:i-'<>^;i/. tert-^>^;K l-y^;u^^;u. 2 

tfJK v^^i/ju. l->^;u^>^;i/. 2- 

>^yuK>5^;u. 3->^juK>^;u. i.i-vy^;u:^^ 

^^;u^^;u. i,3-i;y^;u:?^;u. 2.3-i;y t;u:^^ 
ju, 1-x^;u:?^;u. 2-x^;u::fT;K l-x^;u-i-> 
^;u^p i-x5^;i.-2->5^ju:^p e;^^^ifA<*lf 
bH. ^»:;!)^7?t>^;u. x^ju. :^pe;u. >rv:^Pbf 

Lc^o rc2-6 r;u^xjusj <tLni. m^\t\d=- 

;u. 2-:fT-x;u, 3--:?-T-x;u, i->-5=->u-i-:^p'<x 
ju. 2->-?=-;u-i-:^p^x;u, i->^>u-2-:?p^x 

2->^;u-2-3^P^x^u, 1-^>t-x;k 2-'<>t- 
xju, 3-'-^>7^x;u, A-'Ot-x^k 1->5^JU-1-::^7' 
x;u, 2->^;u-l-3^-rx;u, 3-> -f-^U-l-^^-rx^K 1- 

>^ju-2-:^Trx;u, 2-y ^;u-2-::;^T-x;u, 3-^^>w-2 

-:^t-x;k l-^+izx;u, 2-^+-trx;u, 3-^+-trx 

4-^:*-trx;u, 5-^+-bxju. 1->5^;u-1-'<>t- 

xjU, 2->^;U-l-^>7^x;i/, 4->^;i'-3-'<>-rX 

;K 2-x^;b-l-;^i^x;uftifA<*rf «cA^T?te 
x;k t«j;k >f v:^p^x;b, 2->^;u-i-:^p^x 

;Ufti:(DC2-4 TJU-yx;uS3b^»* Ll>o rc3-6 P 

t;u^;1/Sj <tLTii. ffll>Ltfv<7P3^pe;u. v/^7P 
:^^;u. v<7PK>^;u. v^^p^^v;U3S:ifA<^if e> 
*i4o rc6-io r'j— ;uSj tLTi*. i5fl^if:7xx 
ju. 2-:^:75^;u3S:i:/)<^if JSA^-ct, 

:7xx;u)b<»*Lt^o rc7-i3 t^;u^;uSj it Lr 
(is -W^iS^vv^u. :7x^>^;u, 3-37xx;u:>'Qe 

t Ku;u?^c*:i:A<^if t>tL. 3ti:/)>-e^'<>v?;u. :7x:^^ 

[0012] rci-6 T;b3^v»J tx^xit. ffilici* 
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h+v. >rv:^h+v. sec-::fh^i/. tert-3f h + 

i-v>5^;u:/h+v. 2.2-v/^;i/:?h+i/. 3.3-i;y 

2-x^jU:^h+i/3a:i:3!)<^tf &tt. tt*^ 
T*t> h^v. xh^v. :^P7K^v. ^vJuif.^ 

[0 0 13] rc2-7 r;u=i+v*;U7Kx;uaj i:LT 
3^P7K+v*>U7Kx;i.. >r v:?P7tt:^v*;i/7HxjK 3^ 

C2-4 r;up+v*;u7t?x;uSA<»*Lc^o rcs-u t 

/<u»j;w. e/<p-f;u. ^+ity-f ^ujfeitftDc 
1-7 r;u*y ^;us ; W^tfr^ u p-<;k > u p 
-f;K ^Phy-<;u. v^p hy-<;u5fe<!:a)C3-7 r 

^p::^^>^;U7Kx;us. p^>^ >:b;U7ff-;u 30 
v^7P^^^-y->*;U7p-;uS<j:i:<DC4-7 v^7PT 

[0 0 14] rci-6 7;u+ji/ST*^y-t,u<iiv- 

^uStLTi*. ±.lBLfc rci-6 t;i.+>u»j iti^fiKo 
t (D;b<^if &*i«o ci-6 T;u*;u»t?^y L < I* 

i^^^uTsy. x^^uTsy. i;x5=-;uT5y. 40 
:fpe;uT5y. vz^pe^ursy. ::^^;uT5y. v 
^^>ursy. N-x^;u-N->^>ur . N-y 
^ju-N-3^p tf;ur sy . N-x^;L.-N-3fPtf;u 
r^y ?S:i:;5<^if t>tt*o rssttr^ySj tLxit. 

^;U7t^'jy. i-tf^^vy. i-/^-t KPT-tfex^u, 

K «; x;u3S: 36<^lf f> tt^o r 5 - 7 ft^ttT 5 y Sj 

'jy. i-e'<^i?y. t KPT4f ex;^ ep— 50 



1 L 4<i^*-r* 5-7 M.(D^mm^mm&t<mf 

\/'J;U. 1. 2. 3-^^-9-vT^/'J;U. 1. 2. 4- 
rt-^-t^-vT^/U^U. 1. 3. 4-:i-4='-9-v7yU;K "7 
^•tfzL^U, 1; 2. 3-5^TixTyj;U. 1. 2. 4- 
rf^TiyT\r*J)U. 1. 3. 4-^Ti/Ty'J>U. 1. 

2. 3-huryu;Us 1. 2. 4- h'JTy'j;u. T- 

e^vx^u. hUTi^x;u*i:<if;b<^(f e,ti«o rci-7 

cw rv;ursys<7)»ja3a:0ii<t LTi*. cq^LiST-t 
"f-juT^y. -^pesj-x^i^r^y . 'Ov^-r sy <f 

[0 0 15] rci-6 T;u+;u-f-:J-Sj . rci-e t'^u* 
;ux^u'7-f x;usj fccfet; rci-6 TiU^;ux;u7hx;u 

fij icfcct-Sci-e T;u4^;ui: LTli. ±IBLfc rci-6 

T;U+;uaj <!:(^»0!)ta)A<*lf f>*L«o rc7-i3 T=y 

rc7-i3 r^^u^^ux^UTt^x^uaj lcfcit-5c 
7-13 yyJl^^JUtLXit^ ±ELfc rc7-i3 rv^u+^u 

[0 0 16] -«sc (I) aAt?^**L4 rssi* 
*tTi>"cticfei>:7xx;usj fcfci^r. :7xx;us±(D 

SftSt LTI*. ( I ) X hPS. ( i i ) /\P 

ST*^ y - 1 L < (*e;-a»**t-ci^Tt <*:t^T s y 
2-7 T>i^=i+v*;u7Hx;i/a;5^e>atf4i4 1 '-5<ia)a 

i ) /\P>r>lSiF. *KS. Ci-6 r;U3*vS. Ci-6 

T^u+^i/S-e^ y - t L < i*i?-a«*tiTi^r t j:t^ 

i;C2-7 r;Ua^v*;U7Hx;uS36xt>atftL4 1 

a)aSlS■Ca^ll$ttTl^rt,ctl^C2-6 T^U^x;uS, 
( i v) /NPy>lS-?-. Ci-6 T^US+vS. Ci-6 r^l/ 

4=-^bSfc«kl/ci-6 T^u^/uST^y-t L<ttv-a 
»*4x-ct>rt<fcc^T5y s/j^ibSistL-s 1 -5ffla>a 
«s-ea«aF*fCi^Ttcfct^c7-i3 T^;u+;us. 

(v) C3-7 pt;u^;uS. (v i) :^>i/7p^vju 

C2-7 TyUS^V^^UTt^X^Ua. C8-14 T^^U^JU 

:i-4re^*;u7Kx;us. ^ytiici-7 Tv;ua. (v i 

i) /xpy>jg:f.^ (v i i i) aSlStLT. Cl-6 

T;u*;ua. C3-6 S/^pr;u+;uS. ce-io T'U— 
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(cce. ci-6 r;u+;uS> ca-e v^pt;u+;uS. 
C6-10 ru— -^u»fcJ:i;c7-i3 -t-tv-f 
ti/Npy>JS^. ci-6 t;u+;uS> ci-6 T;un^i/ 
-hPS. ci-6 r;^+;^S-e^y-t,L<l*i/- 
vT^S. *;u7p+i>;us. C2-7 r;u3*v*;^ 

snoa^s-easisti-ci^-c^icfei^) . (1 x) c 

1-6 T;U+;U^:J-». C7-13 T^;u+;U^:j-S. C1-6 T 10 

ft. ci-6 r;u*;u;^;b*— ;us*fci*C7-t3 t^>u+ 

;UX;U;^zl;uS, (x) Ci-6 T^U+JUS. C3-6 i/-^ p 
7;U4-;Uft. Cs-10 TU— -/L'*. C7-13 T^ju+;uft. 

C2-7 r;u3^v*;u7H— ;uSfccfcr/ci-7 tvjuSA^^ 

<*:i^r5ys*/i{*attr5ys. (x i) /\py>ia 
ci-6 t;i/^;uS. ci-e r;ua+vS. 75ySfc 
C2-7 T;ua+v*;U7K^juSA>e»aii*i-& 1 --3 

®a)a»ST*a8is+tTt^TtcfeL^C6-io tu— ;us. 20 

(x i i) i^T^a. (x i i i) ^tl^tlC 

1-6 t;u^;i/S. Cfr-io tu— ;uS*/c(*C7-i3 t^;u 
*;uSt?a8l * ttr t^r <fe * ju/ -f * < 

[0 0 171 aiA-e^*tt4 ^g^ft$^^rc^Tt 

$^-r*«^. ctLb<DaBlS)^)<st^lc^s^■r'5ci:lc 

)b<a»»i:}^fiR-r*«©ffll4:Lrtt. «ie«-<> K- 
5^U>v:J-+i/K>-if>, Kp^>*/:7^>. ^> 
-<>y5=-:r:?x>. -f V^>y^:J-3?x>. -J^P^ 

:7x-^ua±a>a»si: Lr±2Lfca«as 1 --sffl 

[0 0 18] ilA-e*$*i4 ra8fca?*tTl^Tt<*:t^'7 40 

[<b7l 




( i ) tK^H^. ( i i ) - hPft. (ill) /\P^ 
■e^y -*L<tti>-a«**tTL^T*cl:t^T5y». 50 



5'-7aSSttTSyS. *;U7t?+*>;USfcJ:i;C2-7 T 

;H3^i>*;U7H-;uS;!)^biS(S+i'5 1 -sfflcoa^ft-c 
a»*ttTi^r*«ki^ci-6 "7;u+;u«. ( i v) /\p 
y>JlT-. tKKS. ci-6T>U3+vS. ci-6 r;u*;u 
&x*=Ey -t L < lii^-asi* tiTuxt cfei^r sy 

2-7 T^u=i+v*;i/7H— ;uS36^t>aiitL4 1 -s^ioja 
B^S-c*ajft**iri^Tti J:i^C2-6 r;u^— 

(v) y\py>JS-¥-. Ci-6 TJUa^vS. Ci-6 r;b^ 

;bafe<fet;ci-6 TJiz+^usT*^/-* L<(*v-a8i 

S'^a«**iri^T*,cJ:l^C7-i3 T^^U+;i/S. (v 

i) C3-7 pt;u^;uS. (v i i) *jU7tc+v;u 
ft. C2-7 r/ua*v*;u7K=.;uft. cb-u t^;u*;u 
;f+v*;U7Kzi;uS. *trl*Ci-7 Ti^^uft. (v i 1 
i ) y\P>r>lg^. ( i x) aSlfti: LX. Ci-e TVU 

+;us. C3-6 *>^?pt;u+;uS. cmo ru— ;uS* 
fc(*C7-i3 r^;u^;uft$*Lrt^-ct«fci^7KKft (c 
c-e. c 1-6 7 ;u^;uft. C3-6 v^pt;u^;uS. c 
6-10 r u— ;ufttec>:?/C7-i3 r^^u^^ufttt. -^-tt-Ftt 

/\py>lg^, Cl-6 T;U4^;Uft. Cl-6T;U3^vft. 

-hPft. ci-6 r;u^;uftt?^y-tL<iii^-S^ 

S4lTt^Tt«*:t^r5yft. 5'-7MaH*T5y ft. V 

T^ft. *;u7fi+*>juft. C2-7 T;ua+->*;u7p— ;u 

ftfe^c»:t;#Mm3^$s^ismsift/)^^ii(£4i^ 1 -seo 
a«ft-ea»**trt^Tt,ci:i^) . (x) ci-er^u* 
;u^^S. C7-13 T^^u^^u^:^"ft> ci-6 
;u:7Y— ^uft. C7-13 r^;u4-;ux;u7-r — ^uft. c 

1- 6 7;u^;uxjU7t^::i;uft*frliC7-i3 r^;u^;ux;u 

Tfx-^Uft, (x i) Cl-6 TVU^^bft. C3-6 i/^PT^U 

+;uft. C6-10 T'J— ;uft. C7-13 T7^u+/i/ft> c 

2- 7 r;up+v*;u7H— ;uSfc«i:t/ci-7 rv;uft*^^a 

ii*ii> 1 -2<i(Da»ftT?-?-*i-etLa8i**trt^Tt<fc 

l^TSyft^/iliJSWTS/ft. (x i i) /\P>r>]S 

ci-6 r;u^>uft. ci-6 r>U3^vft. rs^ftfe 

<ia)agfeft-caift*4x"Cl^T4i«>:l^C6-io T'J— ^us. 

(x i i i ) i/ryft. *fci* (x i v) -ttt-ettc 
1-6 r;u+;uft. C6-10 T'J— ;uft*fc(*C7-i3 r^^u 
+;uft "casi * ttT l^T t <fc L^* ;u/ <^ ;uft. * JU/ < 

[00 19] ZC-e. R^t R8itA<Jg^-r4C^:l:ic*: 
>. 'Oy^;*-:7x>. V^>*y^:r:7x>. ^P> 
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[0020] R\ R8fccfci;R9(*. W$L<li. 

xi*»3SoT. ( i ) ^mm^. ( i i ) - hPS. 

' ( i i i ) /\py>ll^-. tKKS. Ci-6 7)\^z}^iy 

ci-6 r;u+;ua"e^-/ - 1 l < i*v-S8fe* *tT 

+;uS. ( i v) /NP^vig-?-. tKKS. ci-6 T^ui3 
ci-6 r;u+;u«-e^y - 1 l < iii>-gfii* 

7;u>r— (v) /\py>ll^. Ci-6 T;ua+*> 

1 -5ffl<Da»s-easi**fci^-c*i<*:t>c7-i3 t^ju 

^^US. (v i) *;U7H^i/;uS. C2-7 T^urj^-v:^ 20 

fciici-7 rv^us. (v i i) /\py>isT-. (v i 

1 i ) a»ai:LT. Ci-6 r;u+;ua*fctt C7-13 r 

^;u+;uS*#LTt^rt,<*:t>*KS (::::"c?. ci-e 
r;u+;uafccfei/C7-i3 T^>u+)ufii*. -ttv-f+i/NP 
V>m^. ci-6 T^mryi/S. ci-6 r;u3+i^». c 
1-6 T;u^ji.ST?^y - t L<tii;-ag^^^^TL^rt 

7H^^>;US. C2-7 r>u=i**>*;u7tC:=.;uSfc<*:i;^M 

^^sfiMft%iafi^'&a(f 4x<& 1 - siKDa^^ia-ea^ 30 

aFtlTl^rtckl^) . (I x) Ci-6 t;u*ju5=-:J-». 
C7-13 T^;u^;b^;J-S. ci-6 T;u^;bXji/:7-r — ;u 

a. C7-13 T^^U+/UX;U7Y— iUS. Ci-6 r^u+^L' 
X;U7fx-;ua^frliC7-i3 T'y)V^J\^7.Jl^7\s=.)\^&, 

(x) Ci-6 T;u4->ufi^ C3-6 *>^7pt;u+;uS. c 

6-10 TU— C7-13 T^JU^;US. C2-7 7';U3 + 

v*;u7H— ;uStecfet/ci-7 Ti^>uS3b^t)atf*i-& 1 

2 <Ba)a«s-e* ti^^*ia« ^4^rl^rt«fcl^T5/s 

*fcl*attT5yS. (x i ) /\P^>1S^. Cl-6 7 

;u4^;us. c 1-6 4=^ i/fi. r syafc<fet/C2-7 t 40 

a»*tixL^T4i«fei^c6-io ru— ;ua. *fci* (x i 

i) -^tL-^^ixct-e rju+;us. C6-10 ru— ;uS*tc 
(* c 7-1 3 T 5 ;u+;i/»-caSfe * *tT t t cfc t ;u/ <^ 

10 0 2 1] -«ic ( I ) «B-e^**L-5 rs«* 

6-12 Tu-;ua. mmm»m^&ts^xs4mmm»mm 

»)b<*lf6*L4„ KC6-12 TU-^uSikLTI*. «iltf 50 



vu. -rsyyg;u. e^yj;u. i, 2. 3-:^-^-9-i; 

TV'j^K 1. 2. 4-:J-^1^-vryj^U. 1. 3. 4 

-;l-+-9-vri/';;u. -^^if— yu. 1. 2. a-^rv 
Tv/'j;u. 1. 2, 4-5^rvryj;K 1. 3, 4- 
^rvrv^u^u. 1. 2. 3- h'jTv^'j^u. 1. 2, 

®^*-r * 5 7 M<7)»sis*aaa«a» : «iti*^ 

>v/:7^-;u. -r v^>v^:7^— ju. [b] 
v+yu^u. e/>y.g;u. ^-/^-^-u- 

[1, 2-b] fcf^V^P [1. 5-a] 

[1. 5-a] euvJK ^^yy [1. 2-b] eg 

^z^-)\,^ -(^9^J [1. 2-al 1, 
2. 4-h'JTyP [4, 3- a] ^'ivJU. 1. 2. 

4-hgryp [4. 3-b] e'j4ri;-^u;s:ifa>. a 
■r 4 2 att* fci* 3 atts=s«iiii^«i*J83S: ^t^mf e> 

^;t.7t^g -^i/. -^^^j-^^UTt^g-^K tf'^^v— ju. ep 

»*L<(*c6-i2 Tg-;uafcj:tK3?sis«mas. * 
e)ic»*L<i*c6-i2 rg— ;us. 4*ic»*L<ii:7x 

[0 0 2 2] aBT?^$ti* rasisttri^rt jzt^ai 

( i ) /\Py>l^^. Cl-6 r;U=l*V». Cl-6 T)\^^ 

;uST*^-/ -4, L < iie;-a^$+tri^r t cfei^T s y 

fi. *;u7H^v>uSfc.fci/C2-7 r;u=i^v^;u7t^— ;u 

a36^^af£4x'& 1 -setDa^ft-eam^^xTi^T^j: 

L> Cl-6 T;U^;US. (i i) Ct-6 T;U=l^i/S, C 

1-6 T^u+^us-e^-/ -4iU<i*i>-a»*tt-ct^-ct 
cfct^r 5 y t/C2-7 r;u3^*>*;u7H— >i/*A^'b 



atf*L4 1 --5 <i(DiB»»-cB»**Lr turtle*: t>c 

2-6 t;u^—;uS. (i i i) /Npy>lS^. c 1-6 t;u 
ci-6 T;u+yu«. c 1-6 T;u+;uST?^y — 

C2-7 T;u3+i^*;u7t^— ;uS. C8-14 T^;u+;u 

:J-+*>*;u?H^;US. *fcl*Ci-7 Ti/^US. (v) y\ 

py>is^. ( V i ) ajaSit LT. ci-6 r;u+;b 

C3-6 i^{?ar)U^)\^A. C6-10 TU— -ii/S^fcl* 
C7-13 T^;u+;uSSWL-ci>rt J;t^*KS (cc 

"C. T)U^)\^&. C3-6 v<7PT;U+;US. C6-10 

>f>JK^-v Ci-6 T;u+;b». Ci-6 T;ua+va. c 

cfct^rs^s. vr>'a. *;u7H*v;uSfcckt/C2-7 

T-aft^ttri^rt J:t^) . (v i i) c 1-6 t;u^;u 
C7-13 T^^u+^u^^-S. Ci-6 t;^+;uxju 
37>r— C7-13 T^;u^;ux;u"7-f — ;uS. ci-6 
T;u+/ux;u?t^— ;i/S*fci4C7-i3 r^;u4-;ux;u7^r: 
;uS. (v i i i) Ci-6 T'yu^^uS'C^y-t L<(* 

y-a»S*tTt^Tt<*:t^7 5y«. -hP»tecJ:t/C 

2-7 r;i.3+v*;u7R=.;us*x&atf*L-6a8is-ea» 

$*LTt>rt cfci^C7-ii T'J— ;u*;u7K:=.;uSt>**:t/c 

1-6 r^i/'^^us/i^&aif^i^ 1 -2ea)esiS'eBm$ 

^^Tt^rt<*:l^T5y attr SyS^fcfiCl-7 7 

(i x) ^tL-FttCl-6 T^U^^bS. C 

6-10 T'J— ;us*fci*C7-i3 r=7)i^^)\^&vm.tktstix 

;U/<!/>rjU»*fctt'>U-< KS. tecfctf (x) HHPS 
[0 0 2 3] BSB-e^$*t^ ^agl$+lTl^Tt 

izifea^r. Slttfi;b<2{ia>a^fi$«-r^ 

ii^. c:tt^(DaS^SA<SlMc|S^"ri)C<!:lCc*:orai 
S-fl^figLTL^Ttcfcl^o C(D«fc9l::att»)!»^a«»i:iK 

i/t KP'<>y^:j-7x>. ^7P^>. -5?P-7>. 

e%pTffi3^&eic i -2@(qci-6 7/u^;us 
[0 0 2 4] ae-e^stt-s ra»s*LTi^T4,<*:i^ai 

[^b8] 




C^e*. ms' it. ( i ) C6-12 TU— ;uS. ( I i ) 
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L; R^ R2fcci:i;R3|i. l^l-XliS^tfoT . (i) 

TKtRS^. (I i) /\py>ll-¥-. Ci-6 r;ua^i/ 

Ci-6 r;u^;uS-c^/ L< l*v-a»3FtiT 
c^rticfet^r 5 7 :^^U7t<+v>us*>cfei^C2-7 r;u 

^zl+v:^;^7KIl;^S/)^bS^^*^^ i - 5<i(DaSIST-a 

ft3?4lTl^rt<fel^Cl-6 T;U+>Uft. (i i I) Ci-6 

ajftSixTi^r tickler 5 7 Stej:t;c2-7 r/ua+v 

10 i3)U7f^=-)\.mir^^m\i*i^ 1 - 5li(Datt£T?aSl$ti 
Ti>Tt«fei^C2-6 r;Kr— ;uS. ( i v) /\oV>m 
ci-6 t;U3+*>S. ci-6 t;u+;uS^ ci-e y^u 
+;us-r*^y - 1 L < iiv-ajS*ttri^Tt<kt^r 5 

ST*aS^$+iTi^T:t<ti^C7-i3 T^;t/^;uS. (v) 
*;u7H+v^uS. C2-7 T^U3+S/*;u7t^— >us. c 

8-14 T^;U*;U:1-^*>*;U7H— *frl*Ci-7 T*> 

ji^s. (v i) y\py>i®^. (v i i) aiftStL 

cir6 t;u+ji/S. C3-6 v^pr;u+;us. ce-io 
20 T'J— ;uS^frttC7-i3 T^;u^;uS^%LTi>rt<fc 

Ci-6 T;b*;ua. C3-6i/^PT;u 

^;uS. C6-10 T*J'-)i^&tS^lfC^-^z 7=y)V^}\^& 
I*. ^-*l^^*t/NPy>IS^. Ci-6 T;U*;US. Ci-6 r 

^ua*->S. Ci-6 T^u*;u»-c^y l < tts?-a 

Si3J:l/C2-7 TJU3+i/*;U7R— JUSA>&atf4x* 1 

'-5^i(Da«sr*a^^l*nTl^Tt<fcl^) . (v i i 

i ) Ci-6 r;u^;u^:<-a. C7-i3 r^^u^^uf'^t-S. 

Cl-6 T^U^^UX^U^^^ — C7-13 T^/U4=-^l/XiU 

30 ^-fnyi/fi, Ci-6 t;u^;ux;U7^— ;uSSfci±C7-i3 
r^^u+^ux^UTt^— iuS. (i x) Ci-6 t;u*;i/S"C 
^y-^>L<l*v-asi^tl•cl^rtcl:t^rsys. - 
Kpate<fci;c2-7 T;n3*e/*;u*:=:;u»/»^&atf*t 
-sas^S-casi 3f:*xt i^r t c*: c7-i i r — ;u* ^u?!^ 
— ;uSte<fci/ci-6 T;u^;uS3b^ibaii4x* i -2110) 

* fcii c 1-7 Ti/^uTsys. (x) c 1-6 r;u 

*juS, C6-10 T'J— ;i'S*fci*C7-i3 r^^u+ius-e 

40 *;i./<!/^;ua*fcf*';7u-r ks. (x 

[0025] ZZt?. Ri<tR2<tA<JS^-r'5>C<t(rJ: 
^>^/:7^>. KP'<>V^^:!j-:7x>. -J7P>>, 

ctibOBSlis afepitfe^jfiiaici -'2flcDci-6 

50 [0 0 2 6] fiSB' -e^apti-sce-h T'J— -/us. ^# 
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«>SattSi:LT«ll^LfcC6-i2 TU-yuS. ^Sl&Sm 

[0027] RK R^tS^lfR^it. »*L<fi. 1^- 
XliS^iroT. ( i ) TKmm^s ( i i ) /\py>ll 

ci-6 r^i^a+S/S. ci-6 T;u*;uS"e*y-t L 

Sfccfctf C2-7 r;u3+i/*;u7K-;u»;&xe)aii*t4 1 10 
'-5ffl<Dag^ST*aSS3?^^TL^t:tckc>C1-6 t;u+;u 
( i i i ) *>U7H+v;u». C2-7 r;ua+v*;u 

7P-;US. ^fc(*Cl-7 TvJUS. ( i v) /\Dy>ll 

(v) a»Si:Lr. ci-6 T>u4^>ua*fciic 

7-13 T7;U*;ua**Lri^rtJ:l^7KMS (CCT?. 

ci-6 r;u+;uSfcJ:i/C7-i3 t^;u+;uSi*. -t+t^^ 
tt/\ay>JB^. ci-6 T;u+;ua, ci-6 r;ua+-> 
Ci-6 TJU+^uS-e^y - 1 L < liv-aSI$4xT 

»$ttri^rti<*:t^) . (v i) Ct-6 T;U+^Uf^:j- 

C7-13 T7;u*^u^;f*. ci-6 T;u#;ux;u'7-f 
— C7-13 T^^i'^-^ux^u:?^— ci-e t;u 
*jux;i/7t^:^;uai*fcttc7-i3 r^;u+;ux^i/7|^— ;u 

(v i i) Ci-6 TJU^>US-e^y-ti L<lii^- 
.a»**LTC^-Ctcfel^7'5yS. -hP»fccfct/C2-7 

T;u=i+v*;u7K-;i/SA^t,S«*L^a^ST*a»*+i 
r t^T ti J: L> C7-1 1 T u — ;U7H— .fc C i-e 

r5y». (v i i i) -t+t-rtt c 1-6 r>P+;u». c 
6-10 T'J— ;uS*/c(iC7-i3 T^;u4^;uSr'a^*ttr 

^U/^y^^USSfctt't^U-r KS. (i x) ^hD 

[0 0 2 8] (I) •^a*tt-5<k^1&li. »*L 
<(i-«i£ (II) 
nb9] 

( i ) 7k*lj8T-. ( i i ) /Nny>ia^. Cl-6 TJU^ 

+vS. Ci-6 T;u^;usr-^y - 1 l < i*v-ajft$ 

*LTt^-C*<t:l>7 5y«. *JU7R^i/;U»fc<*:t/C2-7 

-caaaFttTi^TtcfcL^ci-e r;u^;ua. d i i) 

Ci-6 t;u3^£^*. ci-6 t;u*;u»"C^-/ — ti L < I* 50 



y-asistfci^Tticfci^rsy a*j<fei/c2-7 

$*tTi^Tt«fcc^C2-6 t;u^— ;us. ( i v) /xpy 
vj^T. ci-6 r;ua+vS. ci-6 T^u^juSfccfct/c 
1-6 Tju+;i/S-e^y-iL<iiv-a»**tTi^rt 
cfci^TsysA^&stfti* 1 -5<i<;)a»S"ca«$tt 

Tt^■C4lckL^C7-l3 T^^U^^US. (v) *;U7t^+v;U 

C2-7 t;u3*v*;u7K— ;uS. C8-14 r^;u4^;u 

:j-+v*;U7t^*-;uS.^/cl*Ci-7 Tv^US. (v i ) 

/\py>il^. (v I I) aSiStLr. ci-6 r;b4^ 
jUS. C3-6 v<7ar)U+>uS. C6-10 TU— ;uft^fc 
(iC7-i3 T^^u+JuSS^Lri^rtcki^TkKS (cc 
T?. ci-6 t;u4-;uS. C3-6 v-J7dt;u^;uS. C6-10 
-;uS*>J:t/C7-i3 rv;u4-;uStt. -tti-fix/NP 
^F»>IS-?-. ci-6 t;i/*;u». ci-e c 

1-6 7)\^^J\^&V=Ey -ti L < l*v-aift**tTt^Tt 
J:l^T5>'a. i/T-Za. *;U7|C:*-i/;uStJc*:tf C2-7 
T;uzi:^v*;U7t^-;uS;«)^bSlS*i'5 1 5ll(7>aaS 

■ca»**tTi^rt j:tM . (v I i I) Cl-6 r;u+ 

^p^^l-S. C7-13 T^;u^;u5^:tS. Ci-6 t;u^;ux 
;i/^-f-;u». C7-13 r^;u*yux;u:7-f — ;us. c 

1- 6 r;i/*;ux;u7t^:i.;us*fc(*C7-i3 t^;u+^ux;u 

(i x) Ci-6 T;U+;uST*^y -t L<l* 

i>-a»3F*tri^r*«fei^T5ya. -hPSfcj:tfc 

2- 7 r;up4^v:^;i/7H-;uSA>t>a«tL-5a»S-eaft 
* tur i^r * cfe C7-1 1 T 'J — /u* ;u7t?— ;uafccfc c 

1- 6 7)[.=^j\.mti^i^mi^H^ 1 -2<i(Da»aT-a»* 
ii-ct^-c4<fci^7'sys. attr s*fc(*ci-7 7 
*>;uT 5 y ft. ( X ) ^ti^ti c 1-6 T^u+^u*. c 
6-10 yu— ;bS^f::iiC7-i3 7'^;u^;uST?a»**LT 

;u/^y-<;uS*fciiOu-< KS. (x i) zihP 

[0 0 2 9] R4fcJ:tfR6|i. l^-Xtta^CoT. 
( i ) tK^S^. ( i i ) aiftSt LT. Cl-6 r;i/+ 
;uST?^y L < l*V-agi$*tTU>Tti<tel^T5 y 

5-7aaittT5y». *^i.7H:^->;us*fci*c 

2- 7 r;u3+*>:b;b7H— ;u*S*LTt>Tt<fct^ci-6 r 
;u+;uS. (I i i) C2-6 r>Kr— ;uS. (i v) c 

3- 7 v^PT;u^;ua. (v) /Npy>l^^. Cl-6 T^u 

Cl-6 r;u^;uafccfci/ci-6 t^u^-^uSt?^ 

y-t L<(*v-agl^FttTl^rt 

(ftt-s 1 - siitoaftS-caft^tiTt^r tic*:i^c7-i3 

T^^u4^;HS. (v I) C2-7 r;up**>*iu;t« 

— ;US*7i^L ; R5(*. ( i ) 7i(.Mm=F. ( I i ) /NP 

V>m^. (i I i) Cl-6 T;u+;u*-e^>' -t»L< 

(iv-aS&^tlTl^Tt cl:t^T5y£*t-(*/\Py>® 

^^■ca^*4xTu^T4,«fci^ci-6 r>u^;us. ( i v) 
Cl-6 7';ua+vJS. (v) C2-7 t;up^*>*ju*— ;u 
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( V i ) ci-6 r;i/+^u»"C* y - 1 u < i*v-fi 

g^^?^^Tl^Xt cfcl^TSy *fc(i (v i I) Cl-6 

[0 0 3 0] R\ R^tS^lSR^it. l^-XI*m^j:o 

( I ) 7K*ia^. ( i i ) — hPS. ( i i i ) /N 

2-7 T^Ua^i^^^UTK-JUXA^ibatftl* 1 5<la>S 10 

JftS"ce»$tiTi^Ttc*:i>ci-6 t;u+;uS. ( i 
v) /\p>f>/g^, TkKS. Cl-6 r;u=i+vS. Cl-6 
T;u^;uS-c^y -4i L < liv-aS&^4^Tl^T t <t 

(Da»ST*Hgia?ii-ct^Tt<i:i^C2-6 t;u^«;uS. 
(v) /\Dy>ia^. Cl-6 T;i/a+i/S. Cl-6 t;1/+ 

* tvT t^r t J: i>T 5 y &ai*ti* 1 - 5 fflflosfik 

ST*a»3?ttTt^Ttic*:U^C7-i3 T^JU^^US. (v 20 

i ) C3-7 i/^PTyu+;ua. (v i i ) *;u7t?:tv;u 
C2-7 r;u3*i^*;u7K— ca-u r^;u+;u 
;j-*v*iU7t^— ;uS. *yiiici-7 rv;uS. (v i i 

i ) /\Dy>is^, ( i x) aaSiUT. Cl-6 t;u 
^;uS. C3-6 v-:7dt;u^;uS. cs-io T'J— ;uS^ 
fci*C7-i3 T^^u+JU»**Lrt^rtcfec^*K» (c: 
c-c. Cl-6 t;u4^;uS. cs-e v^pt;u+;uS. c 
6-10 T'J— ;u**>«*;i/C7-i3 -tti-Ftt 
/\py>ja^. Cl-6 r^b+^ua. ci-e r^un^i/S, 
-hPS. Cl-6 r;u^;uS'C^y-4iL<iiv-a» so 
^4^TL^rtJ:l>r5ys. s-TflHSttrsya. 
rys. :^;u7t^+v;us. C2-7 r;u=i*v*;u;t^— ;u 

aSISr*a^* tt■Cl^Tt,c*:l^) . (x) Cl-e T^U^ 

C7-13 r^^u+^u^^j-S. Cl-6 t;u+;u;:^ 
;u:7-f C7-13 T5^u+;u:^;u'7-f — ;uS. c 

1- 6 t;u^>u::^jI/7^— ;uS*fc(4C7-i3 t^;u^;u;^;u 
7tx:z;us. (x i ) Cl-6 T;u+;ua. C3-6 ^^out)\^ 
+;uS, C6-10 TU— ;uS. C7-13 T^;u^;uS. c 

2- 7 t;h3*v*>U7K— ;bate,fet/ci-7 7v;uS;b^e)a 40 

1 - 2 iK^aS^S-C-^H-f *La8^3F4xT L^T t J: 

u^rsya*f;=i±jatt7 5ys. (x i n /\p>r>is 
Cl-6 r;u^;uS. Cl-6 r;u=j+vS. TsySte 
cfci^C2-7 r;u3+v*;u7tt— ^uS/i^ibStf*t* 1 -3 

ffl<DaiftS"ca»**tTi>rt,j:i^c6-io ru— -ii^a. 

(x i i i ) vTyS. (x i v) -ttt-ftiC 

1-6 C6-10 TU— Jl/a*fcl±C7-13 T^^U 



li ( i ) J8^*< ( i i ) Cl-6 T;U+U>ffl. ( i i 
i) C2-6 T^U^— U>tl. (iv) Cl-6 T;U+U>- 
T'Sy *;U7H-jHi. $fcl* (v) Cl-6T^U+U>- 

:i-^v*;u7t^-;ur syn^^L : Yii-co-. -s 

02- . -NHCO-. Cl-6 t;u+u>-*;u7H—;u 
C2-6 r;u^— u>-*;i/7H— ;uffi*fci*ci-6 t;u 

+ L/>ffi^^L ; as' li ( i ) C6-12 r u-;i/S. 

( i i ) "^mm^m^Si&^tzit (Mi) i^^stsits^ 

< 1 OliTK^H^ia^CDSrfey. 5- (4-T5 

y^>y^;u) r5y-2- [4- {4-Tsy^>y 
-fju) Tsy:7x— ;u] K>x-< sy*y— ju. 5- (3 
_/7PP-6~t Kp4^v^>v^^;u) Tsy-2- 
(4-- hP:7x— ;u) ^>X-f syy— 5- (4 

hP^>\/-<;U) 75^-2- (4-:=.hP3^x^ 

^U) K>X-r5yy-;u. N- [2- (1, 3-vt:K 

P-1. 3-y:l-*i/-5--f V-Oy^^— ;^) '<> 

X^syy— ;u-5--<;u] - 1 . 3-vtKp-i. 

3- v:*-+v-5— < V-<>!/:7^>:^;U7P+-y-S Kfc 

cfei;2- (3. 4-i;*;U7H^*>:7x-;u) -5- (4 

-^^UTH^^v'Ov^-fiursy ) ^>x-<syy-;us 

[003 1] (I) fccfci; (II) R^fccfci; 

R«l*. H-XI*«ftoT. ( I ) 7K*ia^. ( i i ) 

a»S<h:Lx. Cl-6 T;u^;uST-^y-t L<liv- 
agl*tl-cl>rt cfcu^Tsya. 5-7fiHSttT5y 

^;U7K^v;uS^fc(*C2-7 T)\^z:y^\y±)\^ifs-)\^ 
»S*L'Ct^Tt»J:t^Cl-6 T^W+^US. (i i I) C 

2-6 r;u^— ;us. (iv) C3-7 i^^nT)U^)\^ 

(v) /\n^>m^. Cl-6 r^ua+vs. Cl-6 r 
;u+;uajDj:t/ci-6 T;u4=-;ua-e^ y L< i*v- 

ass$*tTt^Ttcfel^Tsys;^)^^a(^tl^ 1 -siico 
agia"ea»a?*LTc^Tti<*:t^c7-i3 r^;u4=-;u». * 

(v I) C2-7 r;U3^v*;U7K— o R* 
fccfct/R6|i. »$L<I*. l^-XliS^foT. ( i ) 
tK^JI^. (i naSlS^LT. Cl-6 r^U^r^USl? 

^y-tlL<l*v-a»s*^rt^Tt<fcl^rsys. 5 
--TftHlttTsyS. * ;u7P*v>uS*fcii C2-7 Tiu 
=1 ^ ;U7K— ;uS * * Lri^"Ct«fct^ci-6 7';u^;u 
(I 1 i) /NP^^H^F. Cl-6 T;ua+*>a. c 
1-6 T;u^;uSfc«*:i/ci-6 r;u^;uST*^y L < li 

i^-a»**iri^rti<fcL^r5ya;6^e>aif*L4 1-5 
^la)aJl^ST'a8^aFttrL^r^lJ:l^c7-l3 

^^cii (i v) C2-7 t;h3+v'*;u7K— ;i/a-efc 

3FC»lc»*L<l**fRlS^t?fcfto 

[0032] -jiftit (I) fcjci; (II) R5|i. 

( i ) ^mm^. ( i i ) /Npy>js-T-. ( i i I ) c 

1-6 r;i/^;uaT?^y l < (ii^-as^^tLTi^r t 
J:t^r 5 y s^yci*/Npy >i^^T-agfe**tr i>Tt 

C 1-6 T;U4-;ua. (i v) Cl-6 T;i/3^S/a. 
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(v) C2-7 T;u=i+*>*jU7p— ;us. (v I) ci-6 r 

sys. Sfci* (v i i) ci-6 T;u+;uS*fci*c 
7-13 T^;i/^;uST'B}ft$ttTi^Ttcfci^^;u/^^-f ;u 

[0 0 3 3] ( I ) fccfct; (II) X(i ( i ) 

( i i ) Cl-6 7)\^^[y>m. ( i i I) C2-6 

t;u^— u>ffi. (iv) ci-6 T;i/+u>-T5y * 

(ct-6 TJU+u>-NHCO-) 
(v) Ci-6 r;u+u>-:l-+i/*;i/7H-^uT5y« 

(Cl-6 7;U+L/>-OCONH-) Stt-To ClCl'C, 

rci-6 r;u+u>jiaj . rci-e T;u+L/>-T5y * 

;U7tf-;Uffij teJ:t; rci-6 7;i/+U>-:l-^v:b;U7H 

'v+ixu>3Si:A<?fif &*i4o rc2-6 t;u 

EL^i rc2-6 TVU^x^bSj Avis> Hia>**IS-T-^Bit 

So 

[0034] -«a (I) fecfctf (II) YI*-CO 
-S02-. --NHCO-. Cl-6 T;U+U>-*;U 

7t?-;uffi (Cl-6 r;U+U>-CO-) . C2-6 7;u^— 

u>-*;u7Hx;uffl (C2-6 r;u^xu>-co-) * 
fciici-e r;u4-u>sa£^-ro cc-c. r ci-6 t;u* 
u>-*;u7Kx;naj teckt/ rci-6 rju^u>«j ic 

fclt-SCi-e T;U*U>i: LTIi. ±EX<t L'C<5I1^L 
/=Ci-6 T>U*U>i:l^«(Dta);b<*lf &*i4o *fc. 

rc2-6 r;u^xu>-:^;u7Hx;u$|j (c^3itsc2-6 r 

;u^-L/>tLrtt. ±EX t LTffil^LfcC2-6 r^u 



>r X u > <t P « 0) 4i I f t> *t « o 

[0 0 3 5] -MfxC (I) Vm$*lhit^^<Dm^^\Z 

&t(of&. mwtMt(Di&. ^m^t<Df&. 

>5:<!:a)7';U*'J±®*S^ ; T^USxr^^AS ; r>^x 

e=i'J>. x^ty-;urs>. vx^ry 
N. N' -v^>v;ux^u>vTH>^>:i:i: 

I*. BfK. hg:7;u:*-pftK..:7-7-^w 

20 m. p-hj\^JL>7.)\^n'^>mu^t<D^t^mfh>*i^o 

;b^x>. Uv>. :!|-;ux^»S<bfi:(Dia/)<^if »=>*t 

«o -ttSe (I) vmtStl^it^^^tzit'tiD^t^^n 

[0 0 3 6] JUT. -«!^ (I) r*S$*LS^b^!ta<7)S! 
30 jt^SlcotNTSiBB-rSo ( I ) T*S$*t-5<bSia 

ttctilcm-rS*jilCcfcoTaia&-rSCi:;i)<-e*4o 

[itis^ 1 ] 

[^bi o] 



I 



(III) 



(IV) 

(a)-Y— 0— (IV') 



(I) 



(^4?. ISA. aiB. R5. R6. Xfecfet/YliW 

E<t:f^Sa^^L. Lili^KS^^-To ) 

[0037] Ll-e^SttSWKSitLrtt. /\P>f> 
: /\P<7*>l9^-e 1 -3fiSg^$ttri^Tti«i:l^C 
1-6 TJl^^Ji^T.jUTtx-ji^zf'^iyB (fim. > ^ >x;i/7t^x . 

:t^->. h U :7;U:^P ^ ^ >;^;U7h— ;u:t-^v/^) : /\ 
Py>Jl^-e 1 -4<iag|*4x-Cl^Tt«fel^C6-l0 T'j 



p- h;UX>x;U7t^x;U:J-+i^, p--:^P^K>if 

*) ; /\Py>jl^T?1 -'3ffla»**t-Ct^-Ct,J:t^C 
1-6 Ti^;U:j-^i/S (#1. T-bh^*>. :^P e;*-x;u;l- 
+ hU3?;U:i-PT-fe h+vH) ; /\P^*>IS^-C1 

'-3<lB8i**Lrt^T4.J:i^C2-7 T;m+*>*;u7Kx 

2, 2. 2- H';-5^PPx h^^v^yUTttx^u^f^^-v 
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[0 0 3 8] it^^ (I) its mPtiifA^On^TiZ^ 
it^m (III) tit-k^ (IV) ^itit^^ (IV) t^JE 

it. mz.iiBtikyif.mi- h U -i; A. atK*** 'J 't? Al|<7) 
*llXI*T;i/*U±H*)a«. «*«7KM<b'*-h«J';7 
'J 't? A. TKm^b* 'J ^Umo^T}^^ 'J *JSX(iT;U:ti 'J 

±s&jia)7Km^bia9o:)ftittiafi ; ^ixtf h u x^'^ur 
4- (vy^;uT5>') eg v>^a>^»fliT5 

1. 5-vTife-><7D [4. 3. o] y:^-5- 

x>. 1. 8-i?r-»f ei/^^p [5. 4. 0] '^vt^* 

-5-x>. 1. 4-vT-»f ei^-i^n [2. 2. 2] ;f 

±£3SS:a>ilJ^. ^iLIf 1 : 13^i:t^L1 : 1 OCDilJ^ 
fflfitt. -fb^l*! (IV) Xli^b^ia (IV) IZ^LT. 1 

-1 oa«. w*L<i*i '-4as-efc«c -ibdia (I 

V) xii^b^ia (IV) <;)fi6fflfitt. ^b#1& (III) 1^ 

[0 0 3 9] Z<DJ5l6-ei±. ig^lglZlSCTStt^bfflSffl 

ju. -i7PP^Kx^;u. ^7PP^K-< V3^pe;K ^p 
P^K2. 2, 2- h»J^7PPx^jHfa)«lietf/\P<r 

>S^=--ei -'3ffla^**vTt>Tt«*:l>C2-7 ^PP4^^ 

»T;u+;uxxi^;i/g : «ietf^pp^S^>v>u^(D 



(III) 



(a>-WCO (V) 



C8-14 ^7 PP:*^MT7^U*;Uxx-r;uS ; W^tfS^i^^ 

(ivT^y U >Kvx^;u^a)vr / U >Kx;;^7";uS ; 
<5iJ^liH^1b'J >^(7)/NP>y>^b 'j »i<h*A<^lf btu 
3Jttib#J(D{$fflai*. <b^!a (IV) r::«LT. i- 

1 oafi. »*L<(ii -4^aT?fc^o sitii. sfE 

^cSi^e$&^^$^^l^iSKllJT*^Ta::i:A<»*Lt^o c 

<D«fc 5 tmWkh LTI*. W^liTK ; ^ J 

x^y— n-:^p/<y — -< v:^p/^y— ;u^a> 
10 r;u3— ;Hi ; fi«i5.ii^>-tf>. h;ux>. :*^i/u>^ 
a)9ISKat<b*^3i: ff!l^iiv<7PP>5r>. ^qptI^ 
;uA. 1. 2-i;^7PPx$r>ifa)/NPy><bK<b*« 

fPa<b*«S ; fifUxtf vXf^;ux-^;K ^ t KP 
:7^> (THF) . v:t'^i^>^(Dx-^;uS ; 0g^lS 

vK (DMSO) ^(DA;U7t%+v KIS ; fflliLlSN, N- 

e;>5^;u7|^;uAr5 K (dmf) . n. N-i/y^>u7 

20 -tr hTS K (DMA) IfOKTS ; Cq^lSKKx^ 

ju. KK:?^;Hf (Dxxt^^us ; ffli^tf h u x5=-;ur 5 
<f<tfA<^if e>*i*o c*t&a>»j«i*mar-ffli^-sztt 

7tl*1 : 1-1 : 1 OCDSIJ* (SfiJt) -rS^LTfflt^ 

rt«^l^o SfCiSSli. -3 0-'2 0 0"C. »*L<I* 

-1 o**c^ft>Lffli^tcSaa>»^<tift"efc'So sickm 

li. ii^i 0^?^d:l^L3B. «^*L<Ii1 0»^^l^L 1 
30 2^ra@ST'&^o 

[0040] — jfia (I) ICfcl^TY;b<-NHCO-"e 
fc^^b^143(i, mT<D [$Sljajfe2] iCcfcoTMig-r-SC 

[»ig^2] 

[<b 1 1 ] 



I 

(I-l) 



(it*. aiA. HB. RfifccfclXXIiilrgBi: 
[004 1] <b^!B5 ( I - 1 ) (i. ffiS(D#ttTXtt* 

ftftTlc. <b^«5 (III) t^b^tt (V) *JSl6*-ti-* 

c<tiCcfcy»ag-r^;it;!i<-e*^o -ib^ia (v) ott^ 
^b^!|Si (III) i^jucsjur. o. 5-6^ 

;K »^L<liO. 5'-2^^ur-fc>5o :am<i:LTIi. 
^If^tt'&o «Sa)ffi^&li. 1b$«9 (III) f=»L 50 



T. 1-1 O^a. »*L<I*1 -4^aT-fc4o JEFS 
Ll^o :L<!>^oUmSkt\.Xit. JilBLfc [SStititi] 

■e«ffl**t«»»ti:ip]»<;)ta)/i^^if i^H-So sjcas 

(A. -3 0-2 0 0'*C; »*L<(i-1 O'C^Cl^LfflL^ 

L3B. $f^L<l*1 05^^^^:l^L1 2^ragST*fe^o 
[0 0 4 21 [a*iS}t3] -»5S (I) |:itet^XSSA36< 



I 
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iz^^mM&Tt. 2) tt!«<D?¥flET3lf*l^?¥ttTt?(7>* 
MTK^^bl^lCcfc^^Tc. 3) mtt. *14X(*r;u^U14 

7c. 4) «^bm:za^S11K#aTT'(7)t K^vXCct 
/<^v';;A-K^xiiffi<b/^5v';;A^a>/^^v^ 

A^Mift : K4bd&3ll«a«»«(Da^9g 10 

ttaa>ttfflai*. isft^b^iftizWLT. o. 0 1-10 
oaa%. »^L<i*o. 1 -2 ome%-efc-So 

il7ca)|»IZfflt^e^^«7K^<DE*(*. 1-300 

aiE. »^L< lii -6 oSE-efc-So ^BTk^^biaic 

-y^^u. ft<b-*v^;u. KK-^v-y^K ffi^b-*v^;u. 

7KK<b-'><r;K «K-*y^;u. Kib- 

^b^JtaA<^if t>tL§o *^7K^^bJBg<hL-Cli. 15y 20 
cfeiaTclwfci^T. ffi». xXjDcfci;«Hba-:x.X 

(Dttfflei*. IS»<b^1ftlZ»LT. 1-2 0afi, »* 
[0 0 4 3] t K^S?>lCj:«a7ca)IBlcffll%t>*l-5tt 

1bm-aa)<$ffifi(i. s^^^b^JKglwStL-c. o. ooo 
I'-iaa. »*L<tto. 00 1-0. lafiTis* 

1-2 0aa. »*L<l±1-5^g-C«»'5c Stc 30 

>. +'>u>^a)SSfiiia<b*«a;«^iS'N:^-9->. 

□/N:*.-9->lp(7)ffiS]K<b7K^S ; 
vx^;ux— i^h^t:KP:7^> (THF) . i; 

:j-+-y->^a)x— T-;ua ; m^iiT-t h>s ^^;ux5^ 
h >^0^ h >S ; r -b hx h 'J ;Hl<ox k 

U^US:«S.liN. N-i/>*^;U5t^;UAr5 K (DM 40 

F) . N. N-v^^;urir hT5 K (DMA) ^CD^ 

1 : 1^^:L^L1 : 1 OCOSJ^ (fiSJt) "CS^Lrffll^ 
■CtJiC^o SltaStt. -3 0-2 0 0*^0. »*L<I* 

-1 o'c^^:c^Lffll^fc?s^ga>^^^^i&-e&^o ^mmm 
2^m@ft-efe^o 50 



[0 0 4 4] [«jfiJfe4] (I) ICfclxTR4*< 

r;u+;us. *;rcf*2) Tsys-cH»3?*LfcC7-i3 r 

(I) \ztsl^xmA^tz\tmBfi<mts^&tLx^) 

7K^i>;uS> 2) rsys. 3) r5ys*fc(i*>U7tc 
+v;uSx*agi**Lfcci-6 r^b^^uS. 4) rsys 

fi. 5) Tsy sr*s»$+ifcC7-i3 r^;u+;us^^& 
■r«<b^1»tt. z*LC>cDTsys*fc(**;u7K+v;uS 

[0 0 4 5] CCT% TSy SOftSISct LTIi. 

>h»J;i/> h+v*^u?Hxju, i-^5^;u-i-(4-ez7xx 
;i.)x h*i/*;U7Rx;u, 1-T4^-7>^;u:i-4=-v*^U7K 
x;u, h'j^PaTir^^K K 'J PT-b^>U. o- 
X h P :7 1 x;UTi25^;i., 2. 2. 2- h U P P x h+S^* 
;U7Kx;u, 'Ov^U^^v^^l/TtCx;!., p-xhP^>i/ 
;u:j-+ V* ^i/7Kx;u, 2. 4- V ^ p p ^ > v;u;i-+ ;u 
7Rx;u. -f Vxa^x;u:^-:^i/*;U7Px;K 

p-f ;u<fi:/)<^tf f>*i^o *;U7t^+v>uScoftEIS 

[0 0 4 6] T5yS*fcl**;U7K+*>;i:a<D«ES<0 

. 1991. U- r>K it^X. -f><7. xjL 
— 3-/7 (T. W. Green et al. "Protective Groups in 
Organic Synthesis" . John Wiley & Sons. Inc. New 
York) U (cieao):*;* Xfi-^ttlcm ISfc:^^* (z<fc o 

T- h7 3f^;UT>^x':?A:7jU:j-'J KlCcfci^rat. 

K. x;^^;^/.^i:^^ID*«'«•r^-^aw^#::5 
a(D-OT?fty. flWilIftert-:?h*v*;U7|Cx;u. p- 

+v*;i/7Kx;u, 9-r>hU;u>« h+v*;U7Kx;u, 1- 

>«^ju-i-(4-e:7xxju)x h*^x*;u7px;K i-ry 

T5y»3Si:<DW«Slc:fflt^€>ti-6. KCD»*Lt^«i: 
>x;u7h>ift, p-h;ux>x;u7t^>K^f<!:a>^a^ ; ^ 
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[0 0 4 7] ^si^cfe^:^;*!*. miz^i>y5yitmm\z 
o^^uiio'j >mT)\^± *)±m 

if a>«a«S : XI* h 'J > 5^;i^r 5 h 'J x^;uT S 

^;u^;u7t^ u 1, s-i^r-tf a [4. 3. o] y >- 

5-x>, 1.4-i;r-»f ev^P[2.2.2]:t-^^>. 20 
T-tf e i/^ □ [5. 4. 0]-7-'!; >7^-fe if a>:&ttiaS35: ii: 

[0 0 4 8] T&Ttiz^^yjmt. ffil^tf h'J^pnr-tr 

2.2,2-h'J^PPX h+i^*;U7t^— ;K 
*ix*;U7Hx^K P-- hP^>i?;U:l-*v*;U7t?x;u, 
2, 4~v^ P p^>v;i.:f^v:^;U7t^^;u, ^ y-zxj-- 

ho t K^s;>icc*:«»^;ii*. ff9^tf:7^p>r;u-e^SI 

«o KK/^^^'t^AlZckS^att. «^i*ru;uxx7^ 40 

[0 0 4 9] [SSlataS] -fift^ (I) ICfcl^rIgB?^»< 
mSISt L-CC2-7 T;U3^i/*;U7Kx;uS*fcttC2-7 

;u»a)«a/) Wcf 4 ^b^lft * X X 7^>i.S«-r * c ic cfc 



O. 1 -1 Oag. »*L<ttO. 5-4SaT*fc'6o 

ci-6 TJi^^—Ji^tLXit. «»J^(f ^ ^y—;u. x^y 
»i - 1 o^^u-efc-Se ci-6 T;m— ju^?gjs 

p>^>. ^pp7^;uA. 1, 2-v^ppx^i>i|a> 
/\py><bK<b7kms : Cllxif ^+-t^>. ^Zf^ V 
^ P^+-9->lfa)iS«lK<b*ma ; iM^lSvx^jUx- 

7^h^tKP-7^> (THF) . i^Jf^^-y-^^O!) 

X— 7";US ; «^Ifr-tr h>. >t5^>ux^;i/>r h^lia) 
^ h >a ; mz.\triz hx h y ^U*<Dx h U iua ; «il 

5=-;ux;u7^^i/ K (DM SO) ^a)x;u7^^vK 
Sl;ffililliN. N-v^^;U7t^;uixr 5 K (DMF) . 

N. N-i>>i5";ur-tr hT5 K (DMA) ^(7)^r s K 

S ; ffil^tfitKx5^;i., mM:^^Ji^^(DJL^^j\.mt<m 

1 : Iftl^LI : 1 00)91* (SgJt) T*S*LTffll^ 
Tt<*:l^o -3 0-2 0 0°C. L < I* 

-1 o**C3^^:t^Lffll^fcjS«a)3^^#Jfi•r?fc4„ jric^m 

[0 0 5 0] [SJjfijie] (I) icfci\TBaB3b< 

«5F*tfc.ci-6 TJU*;ua**-r«<b*«8ii. c*if><D 
<b*fe **D7K»«-r 4 C <i: ic cfe o r isiifi-r 4 C )b<-e * 

*o mmz^ -flft^ (I) lZfcl^TR4?b<:^;^;n^v;^ 

a-eggiSF*Lfcci-6 r^u+^uSTffe-s^b^iKgtt. co) 

* ;U7H4-*>^US/»< C2-7 T^Uii ^-V* ;U7Rx;uS"e fc« 
^b^ia ^ iJD7K«^«-r ^ Z i: U J: o r SSatf hZti)<V^ 

T. O. 5-1 O^fi. »^L<li1 '-4^flT*fc'5)o 

»*Lt^o C(Dcfco«:»«ti:Lrf*. CDxIiTk : Willi 
>7pa7t^;uA. 1, 2-i/^PPx^>^<Z)/\P'y><b 
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=y\i\^ny^> (THF) . v;f+-9->l|cDx— 

^;u;^;U7t^^v K (dmso) lf(D;^;u;t^+v ks ; <M 

itfSN. N-S?>^;U7tx^UAT5 K (DMF) . N. N 
-v>^;U7-tr hTS K (DMA) moMr^ KS ; 

^tfft»x^;u. »»3^5^;u^(Z)x;^7^;ua3b<^if 6>ix 

H 



10 



I 



(1-2) 



0^?^d:t^L3S. »*L<I*1 0^j^^^:t^L1 2^raSS 
[0051] -jift^ ( I ) V'mt^tl^it^^it. WiTO 



R«'— L« (VI) 



(I) 



(iC*. aA. BIB. R5, Xtecfel/YttfldffitH 

sa^. L2iiatt«s*. R6' I* (i) esiSitLr. 

cfe l^Ci-6 T;U^;ua. (i I) C2-6 TJU^x;uS, 

( i i i ) C3-7 v^P7^;u+;uS. ( i v) /\D>r> 
ci-6 r;u3+^*. ci-6 T^u+^uS. ci-6 r 

tcfct>C7-i3 T^;u+;uS^^-ro ) 
h;ux>x;U7t^x;u;l-4^v, p -::fD^'0-lf>x;u7h 

a y 1 - 4 fiSSl $ *tT l^T t <^ L^St^JS 6 - 

[0 0 5 2] C<DJRJC(*. «aa)SaTfZfTt)tt4o ift 

i^tta>^(D;b^^lf btL^p ttficDftffiSI^. 1b^1«l ( I 40 

-2) IZ^tLT. 1-1 OSa. »SL<li1-4^a 

So SiKSJSl*. -3 0-2 0 0*0. »*L<I*-1 O 
**C<*:ixLffll^/c»K<DS^#iaT-a&So S/SB*raii. ii 
«1 0»3St^L3H. »*L<I*1 0»«CI^L1 2^^ 

[0 0 5 3] [SSliftifeS] (I) ^z:fct^ralAA< 

i: LTCi-6 t;u*;u». Ce-io tu— ;u»^f= 50 



iiC7-t3 r^;u+;u»t?-€-n-etiBSl*tfCi^TtJ:i^ 
(i. za)ci-6 t;u+;uS. ce-io tu— ju»*fci*c 
/ ;i.S* I* * ;u/ ^ y ;uaA<* ;u7t^+ v;i.S-r? 

S^b^ife*. ^: HNR12R13 (^43^ Rl2 |*7K^j^ 

ci-6 t;u^;uS. ce-io T'J— ;uSSfcl*C7-i3 
T^^u+JUS* ; R»3|***JS^. Ci-6 t;u+;u». 
C6-10 TU— C7-13 T^;u^;uS*fc[*S-N R 

HT. Ci-6 r;U^;uS. C6-10 r'j— -;uS*tr:i*c 
7-13 r'7JU^J[^&^:7ik-t) ^Tjk-t) -eS*tt47 5>S 

a>«fc^«?SJ«i:LT:ii. -tlBUfc [ffijtai] -cffiffi* 
LTtt. ±i3Lyc [isifiai] -effiffl**i-5att<b»i<t 

!|»iz«Lr. 1-1 oaa. »*L<iii -4aa-c& 

So iSJSaSli. -3 0-2 0 0°C. »*L<(i-i o 
^C3&:t'Lmi'fc}3j£a>3k^f^ifi'C&So J&JC^NI;^. A 

«1 O^J^dTl^LSH. Jff*L<i*1 0»*U^L1 zmW\ 

m&x&i>o 

[0 0 5 4] [J!5ga9] -«a (I) lCfctx-CaiB3b< 
4-e^'J v-^U-CfcS^b^l^li. C(7)4-e'^UvX 

^l^lcjbMtS^r S y S3£><«S$ttfc^b«1«;b^^«BIS$f» 

^•rsc<bfcj:yssjjS-rsc<!:*<-e^So ^;i-c% -^a 
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4^v^>v;u^;u7t?^;u. P-- hP^>v;^^;^7t^— 
^*v*ju7K-;k 2.2.2-h'J^pax h+v:b;U7H- 

-1 - (4- e -7 X -;u) X h + S/* ;U7Rx;u, 9- :? ;u^- U - 

[0 0 5 5] [itifi^lOl ±IBL/c [Stii^9] 
t>ttfc-»S (I) lC*>L^TJ9B;b<4-e'<'J vxju-c 

[0 0 5 6] [siiS^ 1 1 ] -»sc ( I ) iztsi^xms 

CO (^*. Ri6i4ci-6 TJu+^uS. C6-10 r'J— -^u 
7-13 r^;u^;us-essi*tiyi:'!7U-f KSr-fe^^b^iBj 

VtizLX^oZtt^X^io 

[0057] [$»j£it1 2] ( I ) (Zfcl>-caB 30 

A<S»Si:LTT5>'a$:&-r-S<b*1»*. S : Ri^ - 
COLl (^*. Rl7|iCi-6 T;U^;US. C6-10 T'J — 

X. c(DTsy »A<ci-6 rju*;us^ ce-io t'J— 

S"C-$i«>^b^!ta*<S5tiS*ti4o C<DJSICI*. ±ffiLfc 

[00 5 8] [SiSiSlS] (I) lCfct^r«lB 

;b<S»»t LTCi-6 r;u+;U^:*-»*fcl*C7-i3 r=y 40 

ca)ci-6 r;u4-;u-5=-;fS*yc(*C7-i3 r^;u+;u 
i*ci-6 Tyu+jux^UTh— ;ua*fciiC7-i3 r^;u^>u 

r*&*^b^i^A<ai3g*tt^o mitit. K^bSjcD^^^STiz 



5>T^f<»:A<^(f btiSo K^bSiJOflgfflSl*. ISS4<b^ 
tell::**Lr. O. 5- 1 oafi. »*L<l*0. 9-3 

h;i/x>. :^FSxU>^(D*S»iaWb7KfRS:«5ll* 
v^pp>^>, ^auTtsji^A. 1, 2-v^PPx^ 

>*a)/\py><bK<b*«S;ffll*tf^*-9->. 

v^P^^-9->^<7)ffi«]St<b*«S : «q:^l*vx^ 
;ux— T^h^tKP^^^^ (THF) . 

>I|CD^ h >S ; T-tr h X h U )\.m(0- h U ;b 

fi;«X.tfN. N-i;>^^U7|^JUAr 5 K (DMF) . 
N. N-v>5^;UT-b hT5 K (DMA) ^(DKT 5 K 

Ji ; «S.tf»»x^;K K»:^5^Jl.«<7)xxi^jUS3&:i: 

i>L. ^tz&m\ze&cx:zmi>A±ii&M(Dm'^. mKii 

1 : l^fL^Ll : 1 0(7)9)^ (fiSit) T?;*l^LTffll^ 
rt<*:L^p SfCSffil*. -3 0^2 0 0°C. L < I* 

-1 o"c«i:i^Lfflt^fc?SJ8a)ajaf*iS-eft^o sis^ra 

it. ffi«5»/d:i^L3H. »*L<l*5»^ft^L 1 2^ 
[0 0 5 9] [Kit;* 1 4] -ttxC (I) ICfcl^ralB 

1) /NPy>S^. C6-10 T'J— ;US. > h+v. /<> 
v;u;*-+v. tert-:/h+v. 2-> h+vxh^i/. 
^^;i.5^3r3S:i:;5iNbai*ttfc 1 -4flia)a»SS*LT 

Ci-6 T^U+^US. Ci-6 T;ua**>», Cfr-io T'J 

— ;us&i;x h PSA^^al^ttfc i - 4<ia)a»s*« 
Lri^-ct«fei^C7-i3 T^ju+>us-easi**Lfc7KKS 

T* fe ^ ^b^l^ ^flttSa-r C i: ic J: y Siat "T * C ;!)<T- 
*Plt». K>4f>x;U7h>M. p-h;ux>^;u7|>>M 

a>mm»tji^:S:mi^i>y5^ : m?L\iw«iy»m\z^i>s 
7t:^\tiimm7t\z^^y5m ; m^nmitw^. ram^b^ 

iiihtl^o ^Jt}^S,it. -3 0'-2 0 0*'C. »^L<li 

-1 o"c<j:i^Lffli^fcSj«a>^^f^iS-efc*o StSKM 

2B$M@JST*fe'&o 

[0 0 6 0] ±IE CSSliSai] - [a{JSl*14] IZfct^ 
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[0061] ISLTIC. [KitiS 1 ] ~ mj^m 1 4] iz 



^mi*i^it^<lil (III) CD5*.. R6A<7K^/l^-C?&-5 
^b*«B (1 11-1) I*, it-^^ (VII) $il5c-r.5Ctlc 

Hbi 31 



(HI) 



(III-l) 



f) 

[0062] [J14E^Sii^2] ^/=, ±8B [Sliti^l] 



itsSl] -e^#t,ttfc<b^!K) (III-l) (DT5yS5 
«BILXi#€>ti.S<b^1ft (lll-T ) iz [SijgjfeT] 
i:l^«l-L-Cft^«j (VI) OL>-C? [Sgitife 

4] tmmzLXTiy&oiskmm^9^^-ri>:Ltiz^ 



lcfcl^Tlf^4i:Urfilffl^4^-5•(b^i|a (III) 0)3*.. 20 nbl4l 

R^i><ji(.i^m^&i9yx^nt-^<iss (in- 2) i^. imn 

B E*' 

urn -.1 rf'^s^r^ . ^ (m 



(IlI-l) 



B*'^ I 1 



K fii 9 




I 

<III-1') 



1 

(IIl-l") 



(III- 2) 

(^*, BIB. R6' *5J:t;xi*«rJHi:l^3R 

2.4-v^;pp^>v;u;J-+v*;1/7H-;K -<>Xt K'J 
;U:*-+v*;U7H:::;K 2.2.2- KU^ppx h^iz:^;U7t^ 



v^-fev/X" . 199U y— T>K ^> 
X. >r>^. -ZL— a— ^ (T. W. Green et al. "Pr 
otective Groups in Organic Synthesis" , John Wiley 
& Sons. Inc. NewYork) ^^*lc8Btta>:^i£3lli-ettlc 

[0 0 6 3] [llil4SSlj&^3] ±IB [ll«4SSii&^1] 

t^^m^^Wi^v&nt^m (VI I- 2) 1*. R4/)<7KS 

m^Xh^it^^ (VII- 1) t-A : R4' -L2 (S 
L2ttffiltBtl^KS$. R4'' I*r6' tl^SS*^ 

[0 0 6 41 [l^*4iU3S>i4] ±IB [Jl*4S8it/^ 1 ] ic 

teorisftt Lrfl6fflS4x'&^b^!|& (vii) <7>^*». a 

B/»<e«ai:LT7KK»*^r'S^b^!|ft (VI I -4) 
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I*, C<D7KK»*<1) /\py>JHT-. C6-iorU— ;u 

1*2) /\py>is^. ci-6 r;u+;ua. ci-6 

4 iKDSBiS* * LT i^x t ck C7-13 T ^;u^;uST* 
8«l$ttfc;K»fir*&€»<b«ia (VI 1-3) ^MftB-r 

±lBLfc [SjSjS 1 4] tmmizLXliibti^o 
[0 0 6 5] [ll»K3g;*5] ±IB [I^«883t}i4] V 

i#?)*Lfc<b^ia (vii-4) li. fflacDsaTic. ss: 

L2- (CH2) mCOORl2 {^ip^ L^\tmUt^lSi» 

a»St Lrc2-7 T;u=i+v*;u7H-;uST*a»$*L 

(VII-5) ^Slii-r4C<!:A<r-#-5o CCDJSJCI*. ± 

[0 0 6 6] [IS^^»jga^6] ±iH [ISS^SSiSji 3 ] \Z 

(VII) 0)5 R'^t^r^ y&(D%m&x &i>it^ 
(VII- 1' ) ;b^t>«aa*»^'r'&c^ic<ky 



hU^ppr-tzf^ju. hU:7;u:j-PT-tr^/u. T-tr 

^-^v^^utH— ^u. P-- hP^>v>^:i■*i^*;u7H— 
KU;U:i-+v*;U7t-Ci::;u. 2.2,2-hU^PPX h + v* 

>^;u-i-(4-e:7xxij;u)x h+v*;u7Hxju. 9-y 
^ >^;u;J-+ V * ;U7t?:^;u^f if CO * ;u/ — h ^ H^fig-r 

[0 0 6 71 ±15 [JS3|E*SSla&)i 3 ] lzfcl>r Sit 
<b^«!l (VI 1-2) I*. UIT(D [IB»SSlifia7] IZcfeo 

20 xijm&^tiho 

[^brs] 



NOs 



(VIII) 



(IX) 



*NBR 



4' 



R*''^ 1 



R 



4' 



<VII-2) 



[0 0 6 8] *-r, -(b^!^ (VIII) A^t> 
31 i:l^»lzLT. -Ib^ia (IX) ^aiiaL. oixf. ^b 
(IX) i:^b^«j (X) 4:$J5JC*#T. fc^lft (VI 

1-2) ^iSit-r^o <b^«3 (IX) t\t^^ (X) ita) 

SKI*. «itlix— . . ^ 

*>/t'!?>X4o hi" 1981^. i;3> ':7-ru— 

T>K +h>X. -f><7. xzL— a— <7 (A. Weissbe 
rger. E. C. Taylor. "Chemistry of Heterocyclic Co 
mpounds. 40 Part V\ 198K John Wiley & Sons. In 
c. . New York) XI*xA. T—}V. t=U— :^b>. 'tV'v 
/sKP>. 53. 457-464. 1997^ (M. R. DeLuca eta I.. 
Tetrahedron. 53. 457-464. 1997) <t*lcK®CO:^;i 

[0 0 6 9] JiSELfc [SSlaS^n - 41 ^ 



^^f^b^ia^^it Lrffli^rt<k<. z.(j>^oUi!^t\. 
ri*. (I) -caitti^b^iacDffit urfis^L 

;ill - [iSij£;i1 4] teJ:^: [/S#*SS{i£;i 1 1 \M 
40 3|4Si3&^7l rzfea^TSift^tt'&fb^lftf*. 

I@a^b. HISS, ^pv h^^^:7-<-3S^*ic<fcoTSi6 

-H»«Lr2feXSfCfflLxTti*:<. SICS^«5<Z)** 
[0 0 7 0] (I) T*aS*t-6<b^«9fc<fci;-E'tt 



(22) 
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-t^-y-^. -<5i. 't^i/. 't?^, :/^r. -y-^UJtf 

[007 1] ZZICtel^T. 

— D-vjutfh— •T>:^>. a<b7^>::^ 

ifib+t^c ^-^monmumtLxit. m^itait^^ 20 

—X. *;U7f^^v><5=-;u-tr;up— X. *;U7K^v';^5^^u 
•tr;up— x-^ hU-^ix. laSirvup— X, as, d-v 
>-h— hu/\p— X, ir4^xh«j>. 
t KP4rv::^p tf;u-tr;up— X. tKP^v:^pe;u> 
^;u-tr;up— X. ?H'jtf— >uepu K>3S:i:*<^lf <btt 

mmm<D»mfsimtLx\t. m^nm^m. mms f 

>:^>. *;u7H4^v-?t^;u-bJUP— X. *;u/t^+v>5^ 
>Hr;up— x*;uv'!7A. ^px*;u>p— x-^ h'J't? 

«a«ffit KP+*>::^Pbr;u-tr;up-x?S:if3b«^ 

If btlio 

[0 0 7 2] «»la)»ii)S:«i: LTtt. «iltfait^ 

a— ;u. ::fpeu>^fua— d--7>x| — ;k h 
Lx/\p-x, SJ&SK^>v;u. x4!y— ;k h'jxr 

5y^*>. auxT^p— ;k hux^jy — jursv. 40 
nmumt LXits 15q^(SX7^T'J;uh'jx^y— JUT 

hxOA. X7^T';>K^'j-fe'j>^fi:a)#®JStt 

:^;U7H^i>p^5^;u-lr;up— x:^ h »J'!7A. >t^;Hz 
;up— X. t Kp^S/-?*^;Hz;up— X. t KP^i/x 
^;u-b;up— X. t Kp4-*>^p tf;u-tr;up— x^cifO) 50 



urtt. fflilifi^b-^ h U 't? A. -yg-truv. d-t> 
xK-;u. D-v;uei — K't7ffi/d:ir;!)<^if ^tt 

So istmm(o»mumtLx{t. mK\i'j>Mi&. mm 

[0 0 7 3] R6B»Ja)»ja?ij:ClI^ LTIA. fiq^li/^^^f 

;i/e>K3S:^;6<^lf btiio ffiK<b»J<7)»a3S«!lt LT 
1*. -MxliffifiS^ffi. Txzi;ut*>^ia*i:/)<^lf t>4x 

nnzp^ji^. ^>iS^U^) sSifA^^lf e>*t*o -B-^ffl 
(D$?iS^d:ffil<i: LTI*. tW^lil^^v:^ U >:M- 'J OA. ^ 

[0 0 7 4] Sillflj£i|^a>»iii$<!: LTI^. 0ltx(fi£Si|. 
^-^^zivm (v:7 h*:^-lr;u. v-<{7P*:^ir;u&# 

iSP84 ;^<|:t;;^ltSi| ({». iST;:£3tfliJ. ^m^^9A 

«^ificfci>TiamcD:^.^. ff!l^tf0*ISIS:^i^l5®a)* 

fi<I*K3g}il:ioi>Tl¥a-rSo 

[0 0 7 5] cfliLtf. ftpsiji*. wjafi£»i:i. mxim, 
wm ^m, sis. 7^>:>'>. D-^>xh-;u?s 

it*) . ffiii^J (M. :^;U7t^^v>^;u-b;up— x*;uv 

^J^tsiii) s i^^n («. Qf<b7^>:^>. r^er^ 

A, *;U7t<^i>^5^;u-izJi/P— X. tKP^v3^Plf;u 
•tr;UP-X. tKU ex;uePU K^/cfif) *fcttjt3?ffl 

-^JU^. X^r 'J>^vy:t-v't7A. tK'Jx^U 
><fij=l-;|.6 0 0 0<f^) ^Sif^aiAQLTttSSfigf^ 

li^ttco^^-r? 3 -T- >^-r -5 c i: rz J: y Sifi * tt-s o 

K3-^<>yS»J«l:Lrii. ff(l^li®itS»K TKiStt 
:7-r;uA3— T--f >ysS»J. JBj8tt:7-r-*uAa— x-r > 
^«jl^^^;uA=i-i^-<>>/it»j/cfif*<^if t> 
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t Kp^v::''pe>u-?«^;H2;UD— X. t Kp^vx^ 
;Hz;i/P— >-^;ut KP+*>xf=';u-tr;up— x^Sif 

tKU^-E K^^-y he (flSfi&«) , p-A:7t 

[0 0 7 6] m:^^y ^ j\^J^^-^^ xfmmtLx 

it. «7Llit KP+S^:^pe;u>^;u-b;i/P— X y9 

U— t KP+i/^P tf;i/-;^5^;HrJUP— X T-feT- 

— h. *;u7H^v^^;ux^;uiz;up— 

S^S3?^;uK-lr;up~x?Sii:co-bJUP— 

•J^— LD C5j--< Kv4^*V hL-3 0D5 5 (BS 

s c^>rK^^*yhs . p-A37T;uvaD 20 

tt. 0!l^tfx^;Hi;up— A^i:ifa>-b;up— x^iSiJ^ 

^ : Tsyrju+^u^^r^^u u— h37K';"7— Rs 

C:S--< K^^^y hRS . P-A^^Tyu-T 

[0 0 7 7] astffjtt. *jai3c»*»«»i («. tKuv 

;u^— h8 0, 7KU:j-^vx^u>®<bt^v»6 0 3S 
if) , 7Kgx^L/>^ij3— *;U7H+i/^^;u-fe;u 

P-X. T;U^>^:hhg'i7A^t<bf) . ffiSSJ 

^;u/^5^>. ^^pe^u/^^'O. K>-:;;ur;u3— 
^u. ^7 p p T^^r y -ju, :7xy-;u35:A:) . 
(«. ffl^b-^ h 'j 't^A. ^'J-bU>. D-^>xh- 

(w. IIS*. iSM^ffi*. 'j>yjuia^) s>4 

SBiBfc'&t^tt¥L^b-r^C^(zJ:ysji£3:;tx 
hg'l7A. Bta:^ h U 'I? A^) . SSffJ (Cq. t hJflijS 

[0 0 7 8] -flft^e (I) vmi*lhit^^^fzit't(D 



St8l3R«*Ji:Lrffiffl'r«Zi:A<-e*«o *«B-Ha)ttBa 

v^ho ^:*0^a>ttSg$i]S[7^;u^>tttt37t^;u^ vesta? 

[0O7 9] *:^B^a)tt8i$i|aJ;^;u^>ttaj7h;t'^>tS 
(*a : 19i^(Dmm. mm : *S*)fiK^Oi@®<i:iflcJ:or 

fey. -«a (i) -castLi^b^is^fcii^cDii^M 

izm^^H^f&t LT. ffi«lKlO. 1 -*tj3 O 0 0m 

g. »*L<I*«?I0. 1 ooomg. 

L<i4o. 1 -iKii oomg-efcy. c<Dfi^Ji«ia 

1 -4[51lz5^ltTa-^-r4Ci:3()<M*LU>o ttBgfflS/l^ 

»a (I) T?«aF+t«<b^!Bg*fcl*-t(DlBg&Wlc|^S* 

tl-SffitUr, JiS*?l0. O 1 -1^12 0 Omg. 

<i4i?jo. 0 5-1^11 oomg-efey. co^asiift— 

H 1 '-3lHllz:«'ltTa-5--r^Cit;!)<ll*Ll>o 
[0 0 8 0] *ilM(Ott8gwa[7t^;u^>tttii7t^;u*>fS 

Kay>aiJ*fcli6txx hPy>»l<t»fflLTt J:i^o 

— jatta)jfii*-f-x hXT-p>iQSa>J:# (3?ur— s 
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I*. -r7t^X'7T5 K(lfosfamide). UTF. TKUT^ 
^ v>(Adr iamycin) . ^I^P'^-Y vXPeplomycin) , i/ 

;^ ^ >(c i sp I at i n) ^(Dit^mitm t ^mm^ts 

lophospamide). 5-FU. UFT. yhU^-b— h(Me 
thotrexate). T K'J TV-f i/>(Adriamycin). h 
■7>rix>C(Mitomycm C). ^-T h+-9-> hnXMitoxan 
trone) >S if 0<b^S,^»J itltBSMa^t^^U^ >ttai7t-N>U^ 

[008 1] 14Bg*iJSt7^;u^>«mi7h;u^>efii^JfcJ: 

«a*<t ht?fc«a^. (I) T*as*t«<b^ia 

Sia«J*o. o 1 -1 oossasfflt^tilickt^o 

[0 0 8 2] 

immm^ j^tiz. ummis^xfrnmrn^mn' 

0 

H 

la) 5-- ha-2-(4-- ha^x-;u)^>X-< 
=ik 

4-::iha-1.2--7x-U>i;r5>(3.1g)i: hUx^;u 
75X3. lml)(Z)T^ t KP37^XTHR (lOOmD^g^a 
^*<b4-^ hP^>y-r;K3.7g)*inJiL. Sai?12B#Pa 

W«5(4.2g)tfct,lc+5/U>(150ml)(t>. -BftURSSK 

ffi L r # t> Si* ^ -f V 3^ p e;ux— 7=- ;u - ^ ^-1:^ > 
T?j5t;tLr. aE<b*iai*Slfe@*t:(4.7g. Jtt*82%) i: 

1 H-NMR (DMS0-d6 ) 6 : 7, 85 (1 H. d, J=9. 1 Hz) . 8. 1 9 (1 H. d 
d.J=9.1 and 2.0Hz). 8. 48 (4H, s- 1 i ke) . 8.57(1H.d.J= 
2. OHz) . 

lb) 5-75y-2-(4-75y :7x— ;u)K>x^ 5^V— 
ik 



(IR) h;H*ft?tFTIR-8200PC*fcliB 
*^?felR-810^ffit^-C^I'l^Lfro Kfflta^lli (NMR) X 
h;U*. iH-NMRI*/'Cgr>vx5z:-200 (Varian 
Gemini-200) (200MHz) "Ciil^L. T*h^>^;Uv^ 
>*rt«Bami:L. <Sfil (ppm) "CS^Ufco ^H-NMRa)<b 

*>3fU>^/S» (J fit) ^^Lfco JilTCDBS-^^ 

s : iyX/iy^y d : -S^-^U*:/ h. t : hU:^U*y 
q : i/'7;UT-*> d d : ^yjl^^^iy*:/ d 

:?p-K 

*>r;u [pi;u^r>bh9385 (Merk Art 9385) . 
>;i/^^7;Uh 7734 (Merk Art 7734) / (^^U^ttS!. 
20 *H) ^fflt^fco ^'cffc. JilTa>%l*^S5L3Sl^KyMa 
b>h$^L. M;ai*0'-2 S^tJ^^-To 

[0083] 1 
5- (4-x h P /<> JU7 5 y ) -2- r4- (4-^ h P K > -7 

^ ;u) 7 s y :7 X X jul K 5 » -y-;u^^m 
[^bi 6] 



0 




• HCX 



##efl1a) -eWfcftftlft (4. 7g) ON. N-v^ ^;U7h;i.A7 
S K(DMR (}50m\)m}&^m^i=7iyOM.Btmim^^: 
0.94g)*JlDS.. *«»HaiTSaT?15ftWl3bN#*1ffco 

H<bL. x-7^;u-e25fe?*Lfco ffi*fifc«a*THFcfe yse 
S L-C. SlH^b^«3^;ifelifeSS^(3. Ig. JR^84%) t LT 

1 H-NMR (DMSQ-d6) <^ : 4. 79 (2H. brs) . 5. 46 (2H. s) . 6. 45 
(lH.dd.J=2.0 and 8.5Hz), 6. 60-6. 65 (3H, m) . 7.16(1H. 
40 d.J=8.5Hz). 7. 73 (2H. d. J=8. 6Hz) . 

Ic) 5-(4-x KpK>V^^;u7 5y)-2-[4-(4-x hPK 

> -7>r ;u) 7 5 y :7 X zi jui k >x>r 5 ^ 

##fflllb) -effy-c^b^ifel (1 . 1 g) <h h U X5^;U7 5 > (1 . 7m 
l)a)DMF(20ml)?&SS^ffi^b4-x hP^>v;K2,0g) StK 

,^Lfco »&*tfcHi*i:lN*K<b:^hU';7A7k»«(20m 
D^^^y— ;u(50mi)icAn^. so^^^^iraHftSSSL/io S 
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mp>300**C 

Tc^^J-flrfiS C27Hi8N606-HCI-0.2H20i: Lr 
ttWfiS (%) :C. 57.65; H. 3.48; N. 14.94 

mmm (%) :c. 57. eo; a 3.50; n, 14.86 

1 H-NMR (DMSO-de) 6 : 7. 47-7. 66 (2H. m) . 7. 99 (2H. d. J=8, 
8Hz). 8.16-8.26(7H.m),8.40(2H,d, J=8.8Hz). 8.41(2H, 
d.J=8.8Hz). 10.58(0.4H.s). 10. 64(0. 6H. s). 10.80(1 
H.s). 10 

[0084] 2 
5-(4-r £ y K> ;U) T 5 y -2-r4-(4-T 5 y 

##ffliic) T*»fc<b^«8 (1. og) a)N. fhi>j^^)\.ns)UJxT 

5 K(DMF)(20ml)?§;«--10X/<^v'!7AKm(50%-&7K: 0. 
1g)Sin7t. 7K^SfflaTMaT*4.5^M36>**-tffco « 

S«L. *?I2 0%>^-/-;H±mK (4ml) SJto^ 

fco «rtt4l»$^»L. it»x5^>|.'r?S*.^Lfco ffl^^a 

*1N«K~DMFcfcyi5<8aLT. SE1b^ia^;lft*ifelKa 20 

(0.66g. H5imm)tLXmzo 

TE^^-flTfil C27 H22 N602 -SHCI •H20i: LT 

tt-SC{fi (%) :C. 54.97; H. 4.61; N. 14.25 

^atfil (%) :C. 54.82; H. 4.67; N. 14.59 

1 H-NMR (DMSO-ds) 6 : 6. 97 (2H. d. J=8. 6Hz) . 7. 05 (2H. d, J 

=8.6Hz). 7.80(1H.d, J=8.8Hz). 7. 90-7. 98 (5H, m) . 8.15 

(2H, d. J=8. 9Hz) . 8. 37 (2H. d. J=8. 9Hz) , 8. 52(1H. d. J=1. 

6Hz). 10.47(1H.s). 10.54(1H.s). 

[O O 8 5] ##^3 
2- [2-^ > (4-- h P ^ > !/>r 7 5 / K >X 30 

3a) 2-^>i;;u-5-:i: h a-^l^X^ S -ST 
4-- h D-l. 2-^ X U> vr 5 > (3. 1g) t h ij x^ju 
T 5 >(4. 8ml ) a)gtKx^;K1 00m I ) THF (40m I ) 
?ft^*)ftTJfi<b:7x^JU7-fe^;K4.3g)^aTL. MS 
-C18^raA^^*-tffco SiSJS^TK^fcL. )SJ«*aETlc 
B*L^co Slfflia*>$'-/-;K70ml)lcS«L. aK^K 
(3ml)j!inxT. 6B$mAD«ft9diELfco igie»$*»S2ltl8 

^UttlcLT. »Kx^;u-cattlLfco aUl»*KK* 40 

y-yUcfcyHttSLT. ai2^b6ia^iefetttta(3. 8g. 
JR*74%) t LTSfco 

1 H-NMR (CDC 1 3 ) d : 4. 33 (2H. s) . 7. 28-7. 38 (5H. m) , 7. 54 
(1H.br). 8.17(1H.dd. J=2.1 and 8.7Hz), 8. 47 (1H.br). 

9. 74 (1H.br, NH). 
3b) 2-(2-^>-:;;U-5-— hPK>X^ 5-y-7— JU-1-^ 

;U) §^^tert-3y^;u feJ:t/ 2-(2-^>v^;u-6-- hn^> 50 



##0ll3a) -eff/c^b^Jta (2. Og) (7)DMF(15ml) j§ia--7K?&T 
TK^^b-^ h y ';7A(60%»tt, 0. 35g) $ilP^15»ra/)^** 
•Iffr^. 33^P^WKtert-:^5^;K1.2ml)^iSTL/co S 
JC?^^0**C-C?2ftFB^;i)^t*-tffc«. 7K**D^T. ttaiia 

«S4Lfco KSx^;i/-/s:^-9->J:yiljSaL-C. Sl^ 

<b^%a)3**2mi±«5:;i^i*i$iifeittta(i.8g. ^tsime 

1 H-NMR (CDCI 3) <5 : 1.35(3. 6H.S). 1 . 39 (5. 4H. s) . 4.35 
(2a s). 4. 64 (0. 8H, s) . 4. 67(1. 2H. s) . 7.22-7.39(5.5 
H. flO . 7. 82 (0. 6H. dd. J=0. 8 and 8. 6Hz) . 8. 1 8-8. 25 (1 . 5 
H. m) . 8. 69 (0. 4H. d. J=2. OHz) . 

[0 0 8 6] 3c) 2-(5-7 5y-2-K>e;juK>X^ 5^ 
!/— ;u-1-^;u)i^^tert-3i^^;u fe J: 1/ 2- (6-7 5 y -2- 
^>i;j|^^>X^ 5 ^-7— ;u-1-W^ ;u) mMtert-y^JU 
#%Wb)-Cf#fc^b^!^ ( 3 « 2 mi4i*;1^1^) (1.8g) 
0) > 4^ y -;u (60m I ) iS ja-^ 1 0%/ < ^ V AK* (50%^7K ; 

0.2g)$lJPit. 7K«»HaTMja-e3^Hl3S»x#*-tf/c:o 

*^A^PVh^f^3?^-|Zcfcy«iiLf:io 

XiffiL. -< V3^Ptf;ux-7^;u->t^y-;Ucfcyi5isa 

LT. 2-(6-T5-/-2-^>v;U-<>X^ ;u-1- 
-f ;U) ItKtert-:^ ^;u$ HfettttS (0. 67g, ift*39%) t 
LXmzo 

iH-NRm(CDCl3) : 1.36(9H.s). 4.25(2H.s). 4.45(2H. 
s) . 6. 46 (1 H. d. J=1 . 9Hz) . 6. 66 (1 H, dd, J=1 . 9 and 8. 5H 
z). 7.21-7.30(5H.m). 7. 54(1H. d, J=8. 5Hz) 

y n j^a u x . 2- (5-r 5 y -2-^ > > 

Xw' 5 yy-;u-1->r JU)ft»tert-:?^;u$«lfttttta 

(a80g. iSLmm)tLxmfzo 

1H-NMR(CDCI3) d : 1.36(9H.s.tBu). 4.26(2H.s). 4.50 
(2H.S), 6.68(1H.dd. J=8.5 and 2. 1Hz). 6.98(1H.d.J= 
8.5Hz), 7.08(1H.d, J=2.1Hz), 7. 21-7. 29(5H.m). 
3d) 2- [2-^ > i;;u-5- (4-x K p ^ > ;u) 7 S y ^ > 

Xw-5>sr-y-ju-i-^;ul 

##«!l3c) Xf|.fc2- (5-7 5 y -2-^ > v>U^ >X-r 5 

V/— ;u-1-< ;i/) ftMtert-:^^;u (0. 34g) t ^ U x^;u7 

S >(0. 1 7m I ) CDTHF (20m I ) }S ja^7K)ftTJfi^b4-^ h P ^ 
>y-f ^K0.20g)^3!lOit. 0"CXmra/»>**lff::o 

X5^;Uj;yilj8SLr. affi<b^itelSllfe«-tta(0.42 

g. JR*86%) t LTftfco 
mp 209-210 (»«) 
7ciR»«f(e C27H26N405i:LT 
ffUm (%) : C. 66.66; H. 5.39; N. 11.52 
(%) : C. 66.65; H. 5.35; N. 11.57 
1 H-NMR (CDC 1 3) <5 : 1 . 36 (9H. s) . 4. 31 (2H. s) . 4. 59 (2H. 
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s), 7.19-7.33(5H,m). 7.67(lH.d. J=8.4Hz). 7.90(1H. 
s). 8. 05-8. 1 1 (3H. m) . 8. 34 (2H. d. J=8. 8Hz) . 
[0 0 8 7] ##^4 

2-r2-x > v;u-6- (4-- h □ ^ > -/^ JU) 7 s y ^ 

V/— ^U-l-f ;u) BtKtert-:^^;U (0. 34g) i: h u ^"fjur 
5 >(0. 17ml)a)THF(20nil)»ja^7K>frTffift4-- hP-^ 
>V^-r;K0.20g)^ADiL. 0'*C-ClKra;b>**1f/co 
«'>^7K*«l^. «rtiSl*I*5aL. 7K3feL. ft» 10 

x^;uj:y||iKaLT. SE<b^ia*llfeiH-ttS(0.41 
g. ite*84%) t LT»fco 
mp 206-208 (^J^«) 
Ttmi^Vim. Oil H26 N405 -0. 2H20^ LX 
tt»fll (%) :C. 66.17; H. 5.43; N. 11.43 
(%) :a 66.26; H. 5.30; N, 11.15 
1H-NMR(CDCI3) (5 : 1.40{9H.s), 4.29(2H.s). 4, 61 (2H, 
s) , 7. 07 (1 H, dd. J=8. 5 and 2. OHz) . 7. 21 -7. 35 (5H, m) . 

7. 71 (1 H. d. J=8. 5Hz) . 8. 03-8. 1 4 (4H, m) . 8. 35 (2H. d. J= 

8. 8Hz) . 20 
[ O O 8 8 ] ##M 5 

2- rs- (4-T 5 y K > ;u) 7 5 y -2-^ > 

5 y-y-ju-1-^ JU]§^ittert-:^^JU 

#*«3d) T?»fcfc^«a (0, 37g) <py 4t y (20ml) -TH 

F(30inl)i§;'a-vlO%/^^v'!7A81*(50%^*; 0. 1g)*AD 

s.. **»ffl»TMa-ei4ftra3!)^**iffco 

)\^^^)W&&LX. SSB^b^«9$^&»)t4Aa(0.27g. 
iR*77%)^ LTl^fcc 

mp 196-197 °C (»») 30 
5cfg»«ffii 027 H28 N403 -0. lH20t LT 

tt»fil (%) :C. 70,75; H. 6.20; N. 12.22 

mmm (%) :c. 70.50; h. 5.93; n. 12.12 

1 H-NMR (DMS0-d6 )d : 1 . 31 (9H. s) . 4. 25 (2H. s) . 5. 04 (2 
H.S). 5. 78 (2H.br), 6. 61 (2H. d. J=8. 7Hz) . 7.22-7.38(6 
H. m) . 7. 54 (1 H, dd. J=1 . 9 and 8. 7Hz) . 7. 74 (2H. d, J=8. 7 
Hz), 8.02(lH.d. J=1.9Hz). 9.76(lH.s). 
[ O O 8 9 ] 6 

2- [6- (4-7 5 y X > v>r ;u) 7 s y -2-k > >x>r 

5 ^-y-;u-l-^ jUlKittert-^y^^u 40 
##05 4 vmzit^^ (0. 35g) CD J>< ^ y — ;u (20ml) -THF 
(30ml)5S;'«-^10%y^^ v'>Aj»*(50%^7K; 0. 1g) Siffl 
it. 7KmSfflmTMja-C2m^/)>^*1ffco ftfeJSS55fe 
L. ^^^MEaWSa. KS1&S>4iy-;u-»Kx^ 
;Uc»:i'JI9ffiaLT. BIB1t^1A$«ie»)ttta(0.27g, 
itt^82%) <!: LTl#fco 
mp 198-200 (^M) 

Ttmi^mm 027 H28 N403 -0. 5H20<t LT 
tt^M (%) :C. 69.66; H, 6.28; N, 12.03 

(%) :C, 69.68: H. 6.09; N. 12.18 50 



1 H-NMR (DMS0-d6) 5 : 1 . 33 (9H, s) . 4. 25 (2H. s) , 4. 99 (2 
H. s), 5. 88 (2H.br). 6. 60 (2H. d. J=8. 4Hz) . 7.19-7.35(6 
H, m) , 7. 43 (1 H. dd. J=l . 6 and 8. 5Hz) . 7. 52 (2H. d, J=8. 5 
Hz). 7. 73 (2H. d. J=8. 4Hz) . 7. 99(1H. d. J=l. 6Hz) . 9.81 
(1H.S). 

[0090] 7 

2- r5- (4-7 5 y X > ^y ^ ju) 7 5 y -2-^ > juk 

5 vmzit^^ (0. 20g) 0) h 'J 37 JU:1-P ftK(3ml) 

uifi^aLT. siB<b$iA$fififif«ta(o.i3g. i\sLmi 

mp 282-284 (^m 

Ttm^^im C23H2oN403-1.8HCIi: LT 

ttS:fii (%) :C. 59.27; H. 4.71; N, 12.02 

mmm (%) :c. 59.29: h. 4.60: n. 12.09 

1 H-NMR (DMS0-d6 )d : 4. 67 (2H. s) . 5. 49 (2H. s) , 6. 84 (2 
H. d. J=8. 4Hz) , 7. 33-7. 47 (5H, m) . 7. 83-7. 94 (4H. m) . 8. 
47(lH.s). 10.35(1H.s). 

[0091] ##00 8 
2- C6- (4-7 S y X > ^/^ ;U) 7 5 y -2-X V? JUK 

6 xmzit^m (0. 20g) (0 h »J :7;U:*-PBK(3ml) 

FctysiSSLT. HiB<b^ia^iife«ftta(o.i3g. jr 

*54%) t LXmtzo 
mp 231-234 **C (^«) 

7cm»«rfii 023 H20 N403 ■2HGI -0. 5H20i5: LT 
tl-JKfi (%) :C. 57.27; H. 4.81: N. 11.62 
mmm (%) :C. 57.48: H. 4.65; N. 11,58 
1 H-NMR 6 (200MHz. DMSO-de) :4.70(2H.s), 5.48(2H, 
s) . 7, 00 (2H. d. J=8. 6Hz) . 7. 32-7. 48 (5H. m) . 7. 79 (1 H. d. 
J=9.0Hz). 7. 88-7. 95 (3H. m) . 8. 41 (1H. d. J=l. 2Hz). 10. 
46 (IH. s). 
[ O O 9 2 ] ##011 9 

4- (5-/< >y>r;u7^y'<>x^^y v/-;u-2-> r ;u) ^ 
m#^y^ju 

9a) 4-(5-- KPK>XW- 5y-y-JU-2-W-JU)^Ji.#i6 

X U 3? 4j — jUK^ J ^=S-)\, (3. 96g) i: DMF (3;*g) (DTHF (80m 
I ) ?t;*«^7K)*Tm^b;l-4^-9- 'J ;K2. 2m I ) ^ tin ^ . ^^"C 
2.5Hra;bN^*lffco SJCjftSaJEaiaiL. SISiaSTHF 
(10ml)lc?S*xLfco ^•a)THF»ja*4-=.hP-1.2-'7x- 
U'>v7 5>(3.06g) ,t hUx5^;u7Sy (3.5ml)a)THF 

(50ml)-ft»x^;u(100ml)K«?«'N7K>ftT;TaTLfco S 
J^;;lS^M;S-C5B#raA^^^1f^c^, ^ffaiSSL. 
|C*^*D^. «TttS!te*^«lL. te«Lfcp h;ux>(150 

ml ) ic c (Dfflifejaift t p- h ;ux >x;U7f^ >»-*«]«s (5. 
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7g)$tt]xT. 13^MJ!l0!!ftia3SLtco i^JC^^S^lz^ 

L. x-^;uT*25t.^LTSK<b-&1&^»ifeJSS(4.6g. 
iR*75%) i: LT»fco 

1 H-NMR (DMS0-d6) : 3. 91 (3H. s) , 7. 79 (IH. d. J=8. 8H2) . 
8.13-8.17(3H.m). 8. 34(2H. d. J=8. 4Hz). 8.50(lH.s). 10 
9b) 4- $ y /QX^ 5 >y V-JU- 2-^ JU) ^M#^ 

##efl9a) T*fifc<b^!tel (4. Og) <7> 5? y (50ml)-THF 
(50inl)i8ja^10%/^^ v';;AK*(50%^*; 0. 8g) ^ Ad 
*«»fflaTma-Cl5^M;5>#*1fyio toSS^^* 

leSLT. SR^b««$3iti&»a(3.2g. 4X^91%)^ 
LTl#tco 20 
1 H-NMR (DMS0-d6 ) : 3. 88 (3H. s) . 5. 06 (2H. br s) . 6. 55 (1 
H.dd.J=2. 1 and 8.7Hz).6.65(1H.d. J=2.1Hz). 7.34(1H; 
d. J=8. 7H2) . 8. 06 {2H. d, J=8. 7Hz) . 8. 1 9 (2H. d. J=8. 7H 
z). 12. 45 (IK s). 

9c) 4- (5-^ > ;u7 5 y ^ >X-< 5 ^ V— ;u-2->r 

#%«9b) T-|#fc^b^Jtel(0. 80g) t h 'j x^;UT 5 >(0. 5 
Otn I ) a)THF (50m I ) iS^-^TK/I^Ttt^b^ > V -f ;U (0. 38in I ) 
*i»TLfco SlC;'S^«!l*SaT16RFraAN**-l#fc^. 

aaaiaiLf-c jss«3ic**ADx.«rai!tei*5i»L. x- 30 

T-zu-eat/^Lfco «^fiK«i^>*y-;u-»Kx5^;i..fe 
i-JMi^SiLr. @Kib^«3$»fi$t4«S(o.86g. i&mo 

mp 278-280°C 

7c^^«ril C22Hi7N303-HCI^: LT 
M-Kfi (%) :C. 64.79: H. 4.45: N, 10.30 
Hajffi (%) :C, 64.67: H. 4.43: N. 10.19 
1 H-NMR (DMS0-d6) <5 : 3. 93 (3H. s) , 7. 52-7. 68 (3H. m) , 7. 
81 (1 H, d. J=8. 9H2) . 7. 88 (1 H. d. J=8. 9 and 1 . 6Hz) . 8. 03 
(2add, J=7.8 and 1.6Hz). 8. 25 (2H. d, J=8. 6Hz) . 8. 43 (2 40 
H. d, J=8. 6Hz) . 8.50(1H.d. J=1.6Hz). 10.61(lH.s). 
[0093] 1 O 

4- (5-K >-y^;u75yK>x^s-y ;u-2->r ;u) ^ 

##«9c) vmzit^^ (0. 74g) i: INTKB^b:^ h U 't? AtK 

5Sia(6ini)*y ^y-;K30ml)lciin^. 3^raj!lDj»iS35L 

a?LTMSB^b^t$3(0.63g. 4X^84%) ^fifro > ^ y — 
mp>300*^ 50 



Tc^^firfU C2iHi5N303*H20<S:Ur 

itafa (%) :a 67.19: H. 4.56: N. 11.19 

mmm (%) :c. 57.33: h. 4.72: n, 11.12 

1 H-NMR (DMS0-d6) 8 : 7. 50-7. 68 (5H, m) . 8. 00 (2H, dd. J= 
1.9 and 7.7Hz). 8. 10(2H. d. J=8. 4Hz). 8. 1 8-8. 34 (3H, 
m). 10.27-10.35(1H.m). 

[0094] ##0y 1 1 
4- [5- (4-7 5 y ;U) 7 5 y K>XW^ 5 ^ 

2-^jui^m#siy^;u 

11a) 4-r5-(4-x ha/<>y^jb)75y 

#%ff!l9b) T-f#fc<b^1*l (0. 50g) i: h x^;U7 5 >(0. 3 
1 g) COTHF (30m I ) ^^^^ *;^Tffi^b4-~ h □ ^ > ^ -f 
(0.38g)SAnx. MaT-2B#ffl;!)^3^*lf/co S£5?aic** 

H!|»*^v:?pe;ux— r;UT*2fe,^«. THF--?t4ry- 
^U-BtKx^;u;&Nb||jSSLT. S8B^b^!|a^<Sfe*ftt 
S(0. 71g. 1K^90%) t LTfitco ^ H-NMR (DMSO-de) <S : 3. 
91(3H.s), 7.51-7.72(2H.m). 8. 10-8. 42(9H. m) . 10.60- 
10. 67(1H.m). 

lib) 4-r5- (4-7 5 y ^> v^>r ju) 7 5 y s ^ 
-y-;i.-2-vil^jii#§ty^;u 

##ffl|1 1 a) T?»fc<b^«5 (0. 50g) (D > 41 y -;K50ml ) -TH 
F (50m I ) m^^^m/ < ^ V ^ (50%^* : 0. 1 g) * Jo 
7K*l?fflfltTMaT*6B#ra;bN#*1ffco tt«*5* 

L. ^siSi^y^y-;u-i^Kx5^ 

;Uj:M^i|ggUx. SSB^b^^$»&»a(0.35g. JtK^ 
70%) i: LTSfco . 
mp 159-16rc 

TtmiiVTm 022 Hi8 N403 -MeOH-0. 1H20^ LT 
tHJfil (%) : C. 65.73: H. 5.32: N, 13.33 
(%) :a 65.65: H, 5.31: N. 13.40 
1 H-NMR (DMS0-d6) 6 : 3. 90 (3H. s) . 5. 73 (2H. brs) . 6. 62 
(2H. d. J=8. 6Hz) . 7.52-7.58(2H.m), 7. 76 (2H. d. J=8. 6H 
z), 8. 12(2H.d. J=8.3Hz). 8.22(lH.m), 8. 30 (2H. d, J=8. 
3Hz). 9. 84 (IH. brs). 

[0095] 1 2 

2- (4-7 5 y :7 X — ;u) -5-K > ^7 ;U7 5 y K 5 

#*0II1b) -efi/c^b^l^ (0. 47g) i: h U x^;u7 5 >(0. 3 
1 m i ) <DDMF (1 5m I ) ?g?a->-*;*Tifl^b^ > y -f ;U (0. 23g) $ 

Kx^;ur*att3L/i« ttai;«S7KaL. m^mM^<f^^ 

>^y-;us«--->aiy-;uttJfiM*J!inxfrc ttdsia* 
^a^L. y ^y — ;u*^t>^il^^Lr. JSl2^b^?a$Mfe 

ifttS (0. 30g. iiR^38%) i: LT»fco 
7c5ll5>«ffii C2oHi6N40-2HCIi:LT 
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ttfffit (%) :a 59.86; H. 4.52: N. 13.96 

mmm (%) .c 59.66: h. 4.57: n. 13.98 

iH-NMR (200MHz. OMSO-de) d : 6. 80(2H. d. J=8. 8Hz), 7.5 
2-7. 63 (3H, m) . 7. 70(1H. d. J=8. 9Hz) . 7, 85(1H, dd. J=l. 7 

and 8. 9Hz) . 8. 00-8. 08 (4H. m) . 8. 42 (1 H. d. J=1 . 7Hz) . 
10. 62 (IH. s). 

[0096] ##M i 3 

5-^>^/>r;uTS y--2-r4-(4-::i ha^>-y^;u)75y 

##« 1 2 -eSfc^b^fft (0. 20g) t h U x^;uT S >(0. 10 
25m 1 ) (DDMF (3m I ) S.SS^7K/^T^^b4-x h □ ^ > V^^f ;U 
{93mg)£;'aTL. 0"C-C3KrBW^#*-tffco SKjai::*^ 

WiSSLT. SIB1b«ia$e&tt4«S(0.15g. i&^63%) 

t Lxmz. 

mp>300''C 

5c*»«ffil 027 Hi9 N504 -0. 2H20t Lr 

tYnm (%) :C, 67.41; H. 4.06; N. 14.56 

Hatffi (%) :C. 67.36; H. 3.99; N. 14.39 

1 H-NMR (DMS0-d6 ) <5 : 7. 44-7. 66 (5H, m) ; 7. 74-8. 05 (4H. 20 

m). 8. 12-8.28(5H,m). 8. 41 (2H. d. J=8. 8Hz) . 10.24-10. 

30(lKbr). 10.78(lH.s). 

[0097] ##M 1 4 
2- r4- (4-T S y > V/>r JU) T S y 3? X - ;ul-5-K > V 

##« 1 3T?»fc^b*«»(0. 14g)a)y y — ;K10ml)-TH 
F(10ml)?g;'S'-vio%/^^v';7AKm(50%^7K: 30mg) ^ »D 

7K«s?fflSiTSS-ei7^ra*^#*iffco 

^Uc^i-j^l^aLT. iSg51b^ia$;ijifi&^a(96mg. « 30 

^69%) t LXmzo 

np>300°C 

5cm^«f fit 027 H21 Ms 02 - 0. 5H2 0 ^ L r 
ttWfi (%) :a 71.04: H. 4.86: N. 15.34 

mmm (%) :c, 70.74; h. 4.91: 15.19 

1 H-NMR (DMS0-d6) 6 : 6. 63 (2H. d, J=7. 8Hz) . 7. 55-7. 58 (5 
H.m), 7. 77 (2H, d. J=7. 8Hz) . 7. 94-8. 02 (4H, m) , 8.12(2 
H. d. J=8. OHz) . 8.20(1H.s), lO.OO(IH.s). 10.30(1H, 
s). 

[0098] ##M 15 40 

2-(4-y h^:>:7x-;u)-5-r3-y h^v-4-(4-e'j-:; 

15a) 4-tr KP^->-3-y h:^ex^m#^x^;u 

4-t KP+*>-3-> h+i/*J&S»(6.7g)a)x^y— ;U 

(150ml)387SlZ2i«S»(1ml)$»a^. 18B$fflAa!»3SSL 

$£«Ltco jg^^S^LT. HlB^b^4$5*Hife;tttJB3 
(7.57g, itt^96%) i: L■C^#fco 

1 H-NMR (CDC l3) d : 1 . 38 (3H. t. J=7. 2Hz) . 3. 95 (3H. s) . 50 



4.35(2H.q. J=7.2Hz). 6.02(1H.s), 6. 94(1H. d. J=8, 3H 
z) , 7. 56 (IH. d. J=2. OHz) . 7. 65 (IH. dd. J=2. 0 and 8. 3H 
z). 

15b) 3-> h4^v-4-(4-eUv;U)y h^vjgmS^x 
±Jk 

##ffi]15a)r*#/i1b^1Sl(1.0g). 4-ezi'J;U^PU Kffi 
mi& (0. 84g) *5 «k USt^ii U A (1 . 4g) ^T-b h X h 'J 
;K15ml)lciiDx. 63.5B#raiiDj!»ii35LfcS. 4-e=iU;u 
^ P U Kifi^^ (0. 42g) ^ilAa L. $ <b lw24^&1^Q!lft33 

aiLfco sitj*ic7K**]x. KKx^^^uTfttaaLfco « 

$9£L-C. SIB1b««g£St^%fi;A«t1»(0.97g. JK$66 

%) <!: LTfttco 

1H-NMR(CDCI3) 6 : 1. 38(3H. t. J=7. IHz). 3.97{3H.s). 
4.36(2H,q. J=7. IHz). 5.23(2H.s). 6. 83(1H, dd. J=7. 5 a 
nd 0. 9Hz) , 7. 31-7. 38 (2H. m) . 7. 60-7. 65 (2H, m) . 8. 62 (2 
H.dd. J=1.6 and 6.0Hz). 

15c) 3-> h^i>-4-(4 -eu-:;ju> h^i»gcM#^ 

##«15a) vmzit^m (1. 8g) a» 41 y -JK20ml)»a 
lc2N7KK^b:^ h U't7A(5ml)$ijn^. ^ig■C?24B^^;b^* 
^ify-co JKf&^^ittEEiSSSL. 1N«[^(10ml) $AaitT«r 
Hiia^^aJL. 7Kc!:x-^;UT-xft;^L-C. ESS^b^lS* 
atfeitttSd. 2g. i|R*77%) i: LT»fco 
» \Hm (DMS0-d6) 6 : 3. 86 (3H, s) . 5. 26 (2H, s) . 7. 09 (1 
H, d. J=8. 4Hz) . 7.44(2H.d. J=5.8Hz). 7, 50-7. 57 (2H. nO . 
8. 60 (2H. d. J=5. 8Hz). 

15d) 2-(4-> h^v37xx;u)-5-C3-y K^v-4-(4-e 

r;u=r>5?H^T. ##«15d)r-lifc^b^!|ft(409mg) t5 
-T 5 y -2- (4-> h + i/ :7 X x^U) K >X-f 5 y y-;u (3 

59mg)<7)DMF(30ml)»j«fcS;a-eS/7'y U >»S?x^;K2 
45mg)<7)DMF(lml)j§;iS^*P^fco 15»^lc h 'J X5^;ur 
5>(190mg)^ftlie. t»lc62B#ra3^>^3^*■tffco 
Si5iaizKKx^;K300ml) <t7K (300ml) ^ImTi. 

•>vi*vA^p-7 h(c.i:ya84a, ;it^y— >u-x— 
'r;U3^'&lf<SaLTS8B4b$«!l$lifilSa(493mg. 
68%)«i:LT^if::o 
mp 138-140^ 

Tc^^J-fir 028 H24 N4 04 • 0. 5H2 0 i: L T 

anm (%> :c, 68.70; h. 5.15: n. 11.45 
mmm (%) :g, 68.53; h. 5.16; n, 11.26 

1 H-NMR (DMS0-d6) 6 : 3. 85 (3H. s) . 3: 92 (3H. s) . 5. 29 (2 
H.S). 7.08-7. 16(3H.m). 7.44-7. 61 (6H.m). 8.10(2H.d.J 
=8.8Hz). 8. 13 (lH.br s). 8. 59-8. 62 (2H. m) . 10. 10(1 H. 
s). 

IR(KBr)cm-i : 3576. 3258. 3077. 2838. 1644, 1613. 1 
601. 1584. 1535. 151 4 J 493. 1451. 1422. 1372. 132 
3, 1281. 1250. 1227. 1179. 1150. 1028. 



■ 



(29) ' !H^Ba200O-O95767 



[ O O 9 9 ] ##M 1 6 

16a) 4-(2-N.N-:/>^;UT£y X h4^-»-3-> h^-> 

N. N- V > 5^;U7 S y X ^ y — ;u (0. 87g) (DTHF (30ml ) iSjft 
^tKJ^^T h U -^"FJUy ;f ^ "7 -f >(3. 7ml ) . 1 . T - (7 

v*;u7Hxjw i;e^g v>(3. 8g). ai^r##«iii5a) 

■e^#fc^b$«!l(1.6g)^^l^iefco SJ6?a*S;SlctifL. 10 

smmt^^^atzo «fa3ias5*L. 5j«^«Esmg 

SSILT. MSB^b^t^$^&iA4^«3(2.1g. i&^95%) <i: L 

1H-NMR(CDCI3) (5 : 1. 39(3H. t, J=7. 1Hz) . 2.35(6H.s), 
2. 81(2H. t. J=6. 2H2) , 3.91(3H. s). 4. 1 7 (2H. t. J=6. 2H 
z). 4.36(2H.q, J=7.1Hz). 6. 90(1H. d. J=8. 4Hz). 7.55(1 
H, d. J=2. OHz) . 7. 67 (1 H. dd. J=2. 0 and 8. 4Hz) . 
16b) 4-(2-N.N-:;>^JU75yxh:^- »-3-^ h:^-> 

S&SM 20 
##«16a) X^mtzit^m (2. Ig) a»t ^ ^ (30ml) Sjft 
lz2N*K^b:^ h 'J OA (5ml) ^iJO^. 60-65"CT*4. 5B#^ 
t^^^iffzo J^fCiS^lNiftttdOmD^ttlx.. ^l£JI{iSL 

immmmLtzo «fasia^5ixL. kkx^^u^tx-^ 

JU-ea^LT. HEftft«a«»fe«5R(2.0g. SSW)t 

1 H-NMR (DMS0-d6 )d : 2. 26 (6H. s) . 2. 69 (2H. t. J=5. 8Hz) . 
3. 80 (3H. s) , 4. 1 2 (2H. t. J=5, 8Hz) , 7. 05 (1 H. d. J=8. 4H 
z). 7.45(lH.d. J=2.0Hz). 7. 54(1H. dd. J=2. 0 and8. 4H 30 
z). 

[0 10 0116c) 5-r4-(2-N.N-v^^;U7£y X 
-»-3-y h^->^>-yw^JU7 5y]-2-(4-^ h4^->:7x 
x;U)K>X-<Sy!/— 

#%«16b) ■e»fc^b'&«8 (0. 36g) i:##«75b) X*mz5- 
TSy-2-(4-> h + v:7xx;u)K>X-< S^l/— ;K0. 
36 gXODMFdOmDSjS^vT-/ U A/Kvx^;KO. 23ml) 
^SfiTLfco SlCS8!*0''C-t?15»MA>#*1?fc». hU 
x^>l.T 5 >(0. 21ml) <t4- (N. N-v> ^;ur S y ) e g v 

>(0.i8g)$j!iD^. sa-e66^pa*^#*iffco sic?a'^ 40 

&*ifc»ttiaSitKx^;nzS«L. I0%ffl<b*^a>x 

— ^;u*^t>^ISSLT. S15^b^!Kl*^fe^4^a(0.21 
g. liX*30%) ^ LT»fco 

mp 202-203 *fe 50 



TtmmSrft 026 H28 N4 04 - 0. 2H2 0 L r 

nnm (%) :a 67.28; h. 6.17; n. 12.07 
mmm (%) :a 67. 4i; h. 6.22; n. 12.05 

1 H-NMR (DMS0-d6) <5 : 2. 24 (6H. s) . 2. 66 (2H. t. J=5. 9Hz) . 
3.85(3H.s). 3.87(3H.s). 4. 13(2H. t, J=5. 9Hz). 7.09- 
7.13(3H.m). 7.40-7.65(4H.m). 8. 07-8. 1 7 (3H. m) , 10.0 
4(1/3H,s), 10.10(2/3H.s). 

[0101] ^mm^ 7 

5-C4-(3-x^;i.'!7 u>r K)^>7-<;U]7 5y-2-(4-> h 

##ffa 7 6 T*f#fc5- (4-T s y ^ > y-f ;u) 7 s y -2- (4- 

> h * 7 1 x;u) ^ >X>r 5 5^ y — -^U (0. 1 2g) <Z)DMF (1 . 
5ml)5t;*^7K?tT-r Vv7>Kx^;K0. 28ml) ^An^l 
^raA^#*iffc». ^ai::t»i:LT* &lc5BM;b^3-* 

-T'SiSia. y^iy-^U-KKx^^^U/jxiillJSSLT. 
Sie^b$!K3$«llfi«-4Ka(78mg. JR$56%) ^ LTf^fcc 
mp>300 °C 

Ttmi^mm oza H23 nsos -o. 2H20t lx 

ttlffil (%) : C. 66.56; H, 5.45; N. 16.17 

mmm (%) :a 66.45; h. 5.27; 16.21 

1 H-NMR (DMSO-de) 6 : 1 . 07 (3H. t. J=7. 2Hz) . 3. 13 (2H. dq. 
J= 5.6 and 7.2Hz), 3.84(3H.s). 6. 23(1H. t. J=5. 6Hz). 

7. 1 0 (2H. d. J=8. 8Hz) . 7. 43 (1 H. dd, J=2. 0 and 8. 6Hz) . 
7.51-7.57(3H,m), 7. 90 (2H. d. J=8. 8Hz) . 8. 06-8. 1 9 (3H, 
ltd, 8.77(lH.s.NH). 9. 99 (0. 36K s) . 10. 06(0. 64H. s). 

[0102] 1 8 

2-r4-(3-X5^;UH7UW- K) :7xX JUl-5-(4-x hPK^-y 

-<;u)7^y ^>X^ syy-;u 

2 8 X*mz2- (4-7 5 y :7 X =.){.) -5- (4-x h P 

> y ;U) 7 5 y ^ >X>r 5 4^ y — ;U (O. 20g) CDDMF (4m I ) 
m}&^-C V v7>Kx5^;K0. 13ml) th') X5^;U7 S > 
(0.22ml)**P^. MaT?3,5BM3&^**1ffco SICjSI^ 
**iin^PKx5^;u-CfflUlL. ttm;'a^7K^5t^. 

LT. ®lB<b^«3*ffife«ga^(0,10g. ite*42%)i:Lrf# 

fco 

mp 224-230 °C («^«) 
7C*»«Tfil C23 H20 N6O4 -0. 8H20^ LT 
ttjSfil (%) :C. 60.20; H. 4.74; N. 18.31 
(%) :C. eO. n; H, 4.74; N. 18.34 
1 H-NMR (DMS0-d6 ) 5 : 1 . 08 (3H, t . J=7. 2Hz) . 3. 07-3. 21 (2 
H,m). 6.23(lH.t, J=5.5Hz). 7. 44-7. 61 (4H. m) . 7.99-8. 
10(2H.m). 8.21-8.25(3H.m). 8. 40 (2H. d. J=8. OHz) . 8.7 
1(1H. s). 10.55(0.36H. s). 1 0. 62 (0. 64H. s) . 
[ O 1 0 3] 1 9 

5- (4-7 ^ y ^ > Y ;u) 7 s y -2- [4- ca-x u>r 
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1 8 X*mfzit'B^(0. 10g)CD> y-^KSml) -TH 
F(5ml)?gja-vlO%/^^i;';;AftS(50%^7K: lOmg) SJra 

g. iR*70%) t LT»fco 
mp>300 ""C 

Tcm^trfil C23 H22 N602 -2HCI -0. 5H20-0. 25C4H802 1 L 
X 

%iUm (%) :C, 55.60: H. 5.25; N. 16.21 

mmm (%) :c, 55.75; h. 5.38; n. 16.03 

iH-NMR(DMS0-d6) 6 : 1. 08 (3H. t. J = 7. O 
Hz) . 3. 1 5 (2H. q. J = 7. OHz) . 

6. 67 (1H, b r s) , 6. 90 (2H. d, J = 

7. OHz) , 7. 72-7. 93 (6H, m) , 

8. 19 (1H, d. J = 8. 2Hz), 8. 47 
(1 H. s) . 9. 52 (1 H, s) , 1 0. 34 
(1 H. s) . 

[O 1 O 4] ##M2 O 

5- (4-vy ^;uTsy ^>v^>rju) 7^ y-2-r4-(4- 
> ^ 5 y K > ^ ;u) 7 5 y :7 X x jui k >x>r 5 

20a) 4— :;>5=^;u7 5y ><l/y>f;U-^PU K 
A^tfx/<&co*a [K. M. Muravyeva. T.P.Sycheva. J. 
Gen.Cheni., 1 021 -1025(1 956) ]lc«£or^jaLfco 
t)*>. 4-v>^jU75ySJilSM(9.2g)$ h^Ux>(200 
mDlcKSL. ;&^^*-tf^i:;b<e>^^b^:txjK8ml)Sirax. 
fco m^T?100"C-e2^ra. *t)(::90"C'C13KFa*^S^"tf 

a8E«b$ia(9. 8g. SfiN) Lrf»fcc 
1 H-NMR (DMS0-d6) <5 : 3. 00 (6H. s) . 6. 75 (2H, d. J=8. 8Hz) . 
7. 76 (2H. d, J=8. 8Hz). 
20b) 5- (4- V y 5^ JUT 5 y K > ^ JU) 7 5 y -2- [4- (4 
-i> > ^;U7 5 y K> ;u) 7 £ y :7 X x;ui /<>X^ 

##«!11 b) t?fi b tt/c5-7 5 y -2- (4-7 S y 3^ x xjU) K 

5 yvr— jK450mg) ^4-i?y ^;u7 5 y e u i;> 

(245mg) a)DMF(20ml) ?gj*^ h 'j x^;U7 S XI. 21g) ^ 

*p it fcft. fi^b4- V > f^;u7 5 y ^ > ;K1 . 32g) * 

sijoLfcc ^s-el5^raA^t*1ffc». mm^^^^ 

^;u-y ^ry-jUcfcysesL. Sffi^b^ia^iiSillfeit 

tta(366mg. i|X*35%) LT»fco 
5c^^*f 031 Hao N602 -0. 95H20i: LT 

Stji^ia (%) :C. 69.50; H. 6.00; N. 15.69 

(%) :C. 69.75: H. 6.20: N. 15.41 



1 H-NMR (DMS0-d6 )d : 3. 02 (1 2H. s) . 6. 78 (4H. d. J=8. OH 
z). 7. 39-7. 60 (2H. m) . 7. 89-8. 20 (9H. m) . 9.85-9.91(1 
H,m). 10. 08 (IN. s). 12. 67 (IN. s). 

[0105] 2 1 

2- (4-7 5 y 7 X x;u) -5- (4- vx^;U7 5 y ^ > V 

ju) 7 5 y ^>X-Y 5 y v^— ;u 

21a) m^b4-vx^jl.7 5 y K>-y^;u 
#^<5ll20a)i:f5l4i<7)S«?lzJ:y, 4-vx^jU7Sy *JSl 
§^(10. 73g)/)NiE>SBB^b^1^$QK;'ai£a);illl3&f»3R(1. 5 

10 g. JiisLmm)tLxmzo 

IR(KBr)cnri : 3400. 3060-2766. 2693-2401. 1713. 160 
9. 1508. 1472. 1466. 1449. 1400, 1387. 1375. 1279. 

1215. 1181. 1154. 1115, 1017, 
21b) 2- (4-7 £ y :7 X XJU) -5- (A-iyJL^)\.T 5 y K > 

7 £ y K>x^ s y -y-ju 

#%ffl|1 b) xmtz5-7 5 y -2- (4-7 S y :7 x xju) /< >X 
>r 5 y !/— JU (450mg) . 4-i? > ^ JU7 5 y e 'J > (245ni 
g) ^DMF(20ml) lcS« L. h U x^yU7 5 XI. 21 g) ^ iO 

xfc«^ #%ffll2ia) -esfeft^lftd. 32g) sa*n Lfco 

20 M^-e23^FBl*^^*1ffc«. «fa3»a^556L. ^ETIC 

«ai±»*(163mg, H5LmO%)tLXmzo 
7c«»«r 024 H25 NsO-0, 6H20i: LT 
ttacffl (%) :C. 70.26; H, 6.44: N. 17.07 
Hitffl (%) :C. 70.14; H. 6.38; N. 17.04 
1 H-NMR (DMS0-d6) 5:1. 13 (6H. t. J=7. OHz) , 3. 42 (4H. q. J 
=7. OHz). 5.54(2H.s). 6. 66 (2H. d. J=8. 6Hz) . 6. 71 (2H. 
d. J=8. 6Hz) . 7.31-7.51 (2H. m) . 7. 78-8. 09 (5H. m) . 9. 73- 
30 9.79(1H.m). 12.29(1H.s). 
[0 10 6] ##1^2 2 

5-(4-i;x^;u7 5 y ^>-y>r ;u) 7 s y -2-r4-(4-:;x 
^ JU7 5 y ^ > ju) 7 5 y 7 X x;u] K >x^ £ y V 
— ;u 

7;u^>jlH»T, ##ffi1b)-ef#fc5-7£y-2-(4-7 
£y :7x:iJU)K>X-<£y!/— jK450mg). 4-vX^jU 

T£ySaSK(1.16g)^DMF(20ml)lc>§«Ui/7y 'J 
>Mi;x^jK1.03g)(^DMFS«(2ml) ^liniLfrc :*t^t? 
K U x^jU7 5 XI. 21g) iiS\?Ltz^s m'^xBamt"^^ 
40 *-tffco SJC?aicKMx5^;K200ml).7k(200ml)*iin 

1ftl*;SSIfe3iaai4t»5R(251mg. J|R^22%) Lxmtzo 
Tim^m C35H38N602-0.75H20<S: LT 
ttlWfi (%) :C. 71.47; H. 6.77; N. 14.29 

mmm (%) :c. 71.43; h. 6.71; n. 14.37 

1 H-NMR (DMS0-d6 +CF3 COOH) 6 : 1 , 1 4 (1 2H. t. J=7. 1 Hz) . 
50 3.45(8H.q, J=7.1Hz). 6. 79 (4H. d. J=8. 4Hz) . 7.78(1H.d. 



(31) i^g8200O-O95767 



J=8.8Hz). 7.87(1H.dd. J=1.6Hz.8.8Hz), 7. 90 (4H. d, J= 
8.4Hz). 8. 16(4H. s), 8. 51 (IH. d. J=l. 6Hz). 10.23(1H. 
s). 10,33(lH.s). 
[0 10 7] #%<5!I2 3 

l-tert--y h^v:f3;u;K-;u-6-(4-ii hDK>^/w^ jl.)7 
5y-2-r4-(4-zi hp/<>-y^;U)7Sy 7x-;u1^> 

23a) 1-tert-:/ h:^v:^;U/-K-;u-5-- h □-2-(4-zl h 

^ ;U7tc - ju-6-.=. ha"2-(4-— Kd:7x-;u)k>X^ 5 10 

a) -C»fc5-- h P-2- (4-- h □ 3? x -;u) K >X 
^ 5 yi/— ;K2. 85g) i!:4-i;> ^JUT S y V XI 23m 
g) (OTHF (300ml ) " v-tert-^^;u (4. 34g) ^ 
;*aTL. 68B#Fa7J»^**1ffco SfE?a^aESiffiL. 
«9lci^Sx^;i.(300ml)$ttI:^. ffifgd^TKr- 

4g. i|R^84%) LT^#yco 20 
-:&0!)*tt(* : iH-NMR(DMS0-d6) <5 : 1.39(9H,s). 8.06 
(2H. d. J=8. 8Hz) . 8. 25 (1 H. d, J=8. 6Hz) . 8. 40 (2H. d. J=8. 
8Hz). 8.41(lK/dd. J=2.0 and 8.6Hz). 8. 68(1H. d, J=2. 0 
Hz). 

i&yjOmititi : )H-NMR(DMS0~d6) 6 : 1.42(9H.s). 8.03 
(1 H. d. J=8. 8Hz) . 8. 08 (2H. d. J=9. OHz) . 8. 33 (1 H. dd. J= 
2. 2 and 8. 8Hz) . 8. 41 (2H. d. J=9. OHz) , 8. 89 (IH. d, J=2. 
2Hz). 

[01 O 8 1 23b) 5-7 $ y -2- (4-7 5 y :7 x — ;u) ~1 -t 
ert-y h4^->^ JU7H^;u><>X-f 5 ^ ;U fei:r/6-7 30 

^ y 2- (4-7 yji :^;u) -i-tert-^J^ v:^ ;U/-K-;u 

##«23a) -e»fci4B«tti*Jl$a (1 . 06g) <Z)THF- > ^ 
y-)i^im9it : 1/K 50ml);*l^^;'«lzl0%y<^e;^A9t 
m(0.2g)S*nx.. **S!lfflftTMjai?»L<3b^**-tf 

li»<fc y 5-7 5 -/ -2- (4-7 5 y :7 x -;u) -1 -tert-:/ h 

+i>*;u7t?-;i.K>x-< s4rv/-^u^«af^a{*(o. 45 

g. JR*50%) t LT»fco 40 
iH-NMR(DMS0-d6) 6 : 1.40(9H,s), 5.22(2H.s). 5.43(2 
H. s) . 6. 59 (1 H. dd. J=2. Oand 8. GHz) , 6. 61 (2H. d. J=8. 6H 
z). 7. 11(lH,d, J=2.0Hz), 7.25(2H,d, J=8.6Hz).7.28(l 
H. d. J=8. 6Hz) . 

l-tert-:^ h^i/^JUTt^—ji/KvX-f S^V^— 
}^H»(0.41g. ite*46%)4k LTSfco 
1 H-NMR (DMS0-d6 ) 5 : 1 . 42 (9H. s) . 4. 97 (2H. s) . 5. 49 (2 
H. s) . 6. 61 (2H. d. J=8. 4Hz) . 6. 62 (IH. dd. J=2. 0 and 8. 6 
Hz). 6.78(1H.d. J=2.0Hz). 7. 29 (2H. d. J=8. 4Hz) . 7. 54 (1 50 



H. d. J=8. 6Hz) . 

23c) ]'ten-y h ^ v:^ ;U/-t-:ri;u-6- (4-^ h P ^1/ 

;u)75y-2-r4-(4-— hP^>y^>r;u)75y :7xx;u] 

##«23b) X-f#fc6-7 5 y -2- (4-7 5 x zi;u) -1 -te 

rt-:/h+v*;^7^:-;^K>x^ syy-;u(680mg) ^dm 

F(20ml)lc?g«U 7K/^T/)^#*if^i:*<t> hUx^;u7 
5>(458nig)^JlDK.f=». 4--KP^>V^-<;u^PU K 
(800ing)a)DMFiSj« (5ml) SiST Lfco l^iaS-e3B#Fa. 
^/rlzSaf::RL*e>lcl5^ra/i^#*iffcp SJC^J:: 
gtKx5^;K200mI)i&AD^, * (200ml) -CjStitLf-o 

tSL. «raiia^53»LT. Sffi^b^lSl (768mg. i|X^60%) 

1 H-NMR (DMS0-d6 ) 5 : 1 . 44 (9H. s) . 7. 71 -7, 83 (3H. m) . 7. 
94-7. 99 (3H. m) ; 8. 25 (4H. d. J=8. 6Hz) . 8.27(lH.s). 8.4 
0(4H,d. J=8.6Hz). 10.74(lH.s). 10.80(lH.s). 

[0109] 2 4 

1-tert-:^ ^4^->^;U?K^;U-6-r^l-pt^JU-N-(4-=. hP 

K > yr^ ;u) 7 5 y 1-2-[4- TN-y ^;u-N- (4-x h D ^> 

^ ju) 7 5 y 1 :7 X =L)u^ k >x^ s ^ -y-ju 

7;uzr>SfflmT. ##«!l23c)r*^#tcl-tert-7^ h^^x 
:b ;U7H-;u-6- (4-x h p y-f iU) r s y -2-[4- (4-x 

h p ^ > v^>r T 5 y X x;u] '< >x-< 5 y ;u (6 

23mg)^DMF(12.5ml)lcS»L. 60%;fitt7K*<b-^ h U -t? 
A(84mg)*aSftlLfco 15»IH3!»^#*1ffca. S'^lb^^ 
;K355mg) ^STLfco ^;aT** ^lc2^F^;!)^ir*1f 
SJ6jai::BKx^^K125ml)i:*(125ml)S3!iDx.. » 

A^^P^hfz^y«|«LT. HE<b^«8*3illfett*(5 
OOmg. ite^77%)t Lr#fco 
mp 145-150^ 

Tc^^^f C34 H30 N6 08 • 0. 75H2 OtLX 
ttKfi (%) :C. 61.49: H. 4.78; N. 12.65 

mmm (%) :c. 61.52: h, 4.73; n. 12.77 

1 H-NMR (DMS0-d6) 6 : 1 . 28 (9H. s) . 3. 44 (6H. s) . 7. 28-7. 
37(3H.m). 7.54-7.66(7H.m). 7. 82 (1 H, d. J=8. 8Hz) . 8.0 
5 (2H. d, J=8. 8Hz) , 8. 1 1 (2H. d, J=8. 8Hz) . 

[0110] 2 5 

5- TN-y ^;u-N- (4-x h P K > yr^r ;U) 7 5 y 1-2-C4-CN- 
y '^;i/-N-(4-x h p /<>!/w^ Jl/) 7 £ y 1 :7 xx;Ul K > 

x^sy-y-;u 

##«2 4T*f#fcl-tert-:? h4^v*>U7H->U-6-[N-> 

^;u-N- (4-x h p -<> v^-r ;u) T 5 y ]-2-[4-[N-y ^;u- 

N-(4-x hpK>vr-f ;u)75y]3rx^;U]^>X-f 
l/-;K100mg) *»Mx^;K3ml) CiiSSIL. fflib*«a) 

mmj^^)\^mm (4N:3mi) ^im^. m;^x*6mmfy^^^ 
s/iL*^A^pv hiCcfcyftssiLT. Hsa<b^«8$sife 
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t»5S(36mg. iR*43%) i: LT»fco 
mp 177-180°C 

jtm^Vi C29 H22 N606 • 1 . 5H20^ LT 

ti-Wiil (%) : C. 6 0.31; H, 4.36; 

N. 1 4. 5 5 
H/'SfHa (%) : C. 60. 25; H. 4. 30; 

N, 1 4. 2 6 
1 H-NMR (DMSO-d6) 5 : 3. 45 (6H: s) . 7.15 
(1 H. d. J=7. 8Hz) . 7. 38-7. 59 (8H, m) . 7. 99-8. 1 1 (6H. m) . 
[0111] ##ffi|2 6 10 

6- FN- (4-r 5 y K> )u) -N-> 6^ JUT 5 y ]-2-r4-rN- 
2 4 T?i§fci-tert-::f h+v^jUTp-ju-e-CN-^ 

5^;U-N-(4-- h P^^y-f T 5 y ]-2-[4-[N-y ^JU- 

(4-- hP^>y-<jwrsy]7x-ju]K>x-r 5 

-;K300mg)*>^y-;i.-THFa>s$»«t(Sait : 1/ 

K 10ml)lcS«U 10%/<^v'!7Aat^(60mg)Sjto^. 
TK^SIfflftT. 5.5»M»L</i>$*lffco tta*^5fe 

r. affi<fc^«3*»fe*fttS(260mg. i|R^96%)ii:LT# 
mp 185-187**C 

7c^^«f C34H34N604 - 0.5H20i: LT 

»um (%> :a 68.10: a 5.88; 14.01 
mmm (%) :0, 68.04: h, 5.92; n. u. 10 

1 H-NMR (DMS0-d6 ) <S : 1 . 37 (9H. s) , 3 * 36 (6H. s) , 5. 40 (2 
H. s) , 5. 50 (2H. s) . 6. 28 (2H. d. J=8. 6Hz) , 6. 35 (2H. d. J= 
8.6Hz), 7.00(2ad. J=8.6Hz). 7. 04 (2H. d. J=8. 6Hz) , 7. 30 
18 (1H. dd, J=2. OHz. 8. 6Hz) . 7. 21 (2H. d. J=8. 6Hz) . 7. 48 
(IH.d. J=2.0Hz). 7. 59 (2H, d, J=8. 4Hz) . 7. 85(1H. d. J=8. 
6Hz) . 

[01121 2 7 

5-rhh (4-7 5 y ^> ;u) -N-y ^;U7 5 y l-2~r4-fN- 
(4-7 5 y K > -/^ ;u) -N-y ^;i^7 5 y ) :7 X - jul K > 

#*« 2 6 "l?Sfc6-[N-(4-7 5 y JU)-N-> 5^/1/ 

7 5 y ] -2- [4- [N- (4-7 5 y ^ > y -f ;u) -N-y ^;u7 5 

y) :7x-;u]-1-tert--? h^i/^JUTK-^u-OX-f S^'' 40 
y-;K181mg) S<7 □ P7t-x;i.A-x^ y -;U;1^?gfS^ (S 
ait: 5/3. 8ml)lcS»L. 27%x ^ y -jUttffl^bTK* (2 

i|a^:7^»vvi*^A>7Pv hic<fey«S4Lr. laiHib 

^«S*«Sttt»5R(51mg, iR*34%) L-CSfco 
mp 187-189°C 

7tm^«f 029 H26 N602 - 1 . 0H20<i: LT 

ttJSfil (%) :C. 68.49: H. 5.55: N. 16.52 

HiBUffl (%) iC. 68.83: H. 5.60: 16.19 

1 H-NMR (DMS0-d6 )d : 3. 44 (6H. s) , 6. 86 (2H. d. J=7. 8Hz) . 50 



6. 90 (2H. d. J=7. 4Hz) . 7. 27 (2H. d. J=8. 4Hz) . 7.28(2H. 
d.J=8.4Hz), 7.32(1H.dd, J=2.0Hz.8,8Hz). 7.46(2H.d,J 
=8.8Hz), 7.62(lH.d. J=2.0Hz). 7. 67(1H. d. J=8. 8Hz) , 
8. 25 (2H. d. J=8. 6Hz). 

[0 113] ##^2 8 
2-(4-7$y 3?x:::i;U)-5-(4-~ hP^>V^-<;U)7Sy 

7;U^>IIH»T. ##fi«1b)Tl#fc5-7 5y-2-(4-7 

s y :7 X -;u) /< >X^ 5 y — ;u (i . 01 g) . 4-- h p S 

jaSK(0. 752g) SDMF(25ml) lz5S« L. *)ftT3C)^**lf 

'J >K7 V K (1 . 26g) CDDMFSi« (5m I ) 
SSD^fco ^JRI^T hUx^jb7 5>(0.466g)SliniLfc 

5ai::itKx^;K200mi). *(200ml) »?*Lfcp 
^«S*ffi?a:t^*Tj5t;^^. **«5K:^ h U OAT$£ 
ISLfco aETI::?Sj«*i*i»CD{*«*T2ll6LT. ttUJ 
Lfcl@a$%nL. $£fllLT. S8B1bd«9$jt&»a 
(0.777g. itt^46%) it LTftfco 
mp>300*fe 

Ttm^m 020 Hi5 N5O3 -0. 3H20<!: LT 

ttftffi (%) :C. 63.42: H. 4.15: 18.49 

H^flt (%) :a 63.48: H. 4.18: N. 18.27 

1 H-NMR (DMS0-d6)d : 5. 5 7 (2H. s) , 6. 6 

7 (2H. d. J = 8. 6Hz) , 7. 39-7. 5 

4 (2H, m) . 7. 82 (2H. d. J = 8. OH 

z) . 8. 01-8. 14 (1H. m) . 8. 22 

(2H, d, J=8, 6Hz) . 8. 39 (2H, 
d, J = 8. 6Hz) , 10. 49-10. 55 (1 
H, m) , 1 2. 40 (1 H, s) . 

[01 14] ##04 2 9 

5- (4-75y K>-y^;u)7sy-2-(4-7ay :7x 

xjt.)K>x^s^-y-ju 

2 8 T»fc2- (4-7 S y 7 x -5- (4-^ h P ^ 

> y-r ;u) 7 5 y ^ >X-f 5 y y— ;u (354mg) ^ y ^ y — 

;i/-THF(1/1:120ml)lcjS«L. 10%/^^ v'>AKS(71m 

g)^*Dx.. tk^shst. l5Btraa)tL<3^)^**■lffco « 

»E$5£L. 5^$»£X{SLTffi±^1^(300mg. 

92%)*»fco ca)ffl±ja!K!i^y «ry-;u<fcyiieaL 

T. SE<b^!|a$;ifellfe«ttta(125mg. i|X^39%)i:LT 
mp 173-175"C 

jc«5j^«f C20 Hi7 NsO-O. 75H20ih LT 

ttJUi (%) : C. 67.31: H. 5.22: N. 19.62 

^mm, (%) :C. 67.34: H. 5.21: N. 19.65 

1 H-NMR (DMS0-d6) 8 : 3. 10-3. 70 (2H. br) . 5. 40-6. 10 (2H, 

brs). 6. 62 (2H, d, J=8. 8Hz) . 6. 69 (2H. d. J=8. 6Hz) . 7.45 

-7. 56 (2H. m) , 7. 75 (2H. d. J=8. 6Hz) . 7. 85 (2H. d. J=8. 8H 

z). 8. 14(1H.s). 9.82(lH,s). 

[01 1 5 ] 3 O 

2- (4-7 5 y :7 X — ;U) -5- (A-V y JU7 5 y ^ > !/ 
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#*^ib) vmtzS-T s y -2- (4-r s y :7 X ^jv) k >x 

syv^->U(413mg)$DMF(18.4ml)lciS«L. 7K)ftT3b^ 
Jt»:A<b H 'J X5^;ur ^ >(203mg) ^^jP^fcS. ffi 
<b4- V > ^;UT 5 y y-f ;U (322mg) Saiffl Lfco 
|:i4-v> ^^UT S y e U v>(214nig) $*n^(53;gJST*3^ 
l*>5rl::MaicML. * t»(cl4^Fa;5^S*lffco SIC 
ja(zft»x^jK200ml)$An^. * (200ml) l^jfcjtLfco 

LT. SI5^b^ia^3eattt»*(372mg. ilR^57%) t LT 

7u^«^«f C22 H21 NsO-O. 65H20<!: LT 

tffffil (%) : C. 6 8. 97; H, 5. 8 7.- 

N. 18.28 
Igailfl (%) : C. 6 9.17; H, 6.18; 

N. 18.04 
1 H-NMR (DMSO-d 6 +(»^3C00H) <5 :3.03(6H. 
s). 6. 79 (4H. d, J=8. 6Hz) . 7. 67 (1 H. d. J=9. OHz) . 7.79(1 
H. dd. J=l . 4Hz. 8. 4Hz) . 7. 89 (2H, d. J=8. 4Hz) . 7. 91 (2H. 20 
d,J=8,4Hz). 8.41(lH.d,J=1.4Hz). 10.18(lH.s). 

[0 1 16] ##0113 1 
5-(4-i^y^JU 75y/<>vr^JU)7£y-.2-(4-> K^-> 

##«75b) r*fifc5-r s y -2-(4~-j< h^v:7 x^;w k 

>X-< 5 y ;K480ing) $DMF(20ml) Iz58« L. */^T 
t^^^-^Ut^h:, hUx5^;UTSX213mg)$j!ra^/c^. 4 

-i; y ^;uT s y e g i; XI 23mg) Aumt^-iy > ^ jur 

5y^>y-<;K386mg)^^^nLfco I^IiaJS-C3^FBl. ^ 
ArlcMSlcML$blcl5^ffl35x^*1ffco SJ6»I^KK 30 
X5^iK350ml)**]x. *(150ml). THF(200ml)-C«ffiL 

iciiyfssiLyio ?Sttil^^y^'y-;u-x-^;u^yii 

jSaur. aK^b^«g$ft&if4«a(318mg. iK^l%)<b: 

Ttm^m 023 H22 N4O2 -0. lH20i: LT 

ttlSffl (%) :C, 71.15: H. 5.76: N, 14.43 

mmm (%) :c. 71. 08: h. 5.75: n. 14.50 

1 H-NMR (DMS0-d6 +CF3C00H) 6 : 3. 03 (6H. s) . 3. 92 (3H. 40 
s). 6. 79 (2H. d. J=9. OHz) . 7. 31 (2H. d, J=9. OHz) . 7.77(1 
H, d. J=8. 6Hz) , 7. 86 (1 H, dd, J=l . 7Hz. 8. 6Hz) . 7, 92 (2H. 
d, J=9. OHz) ,8.18 (2H, d, J=9. OHz) . 8. 50 (1 H. d. J=l . 7H 
z), 10.23(ias). 

[0 1 171 ##W3 2 
2- (4-y h ^ :7 X X jU) -5~ (2-- h D ^ > V ;U) 7 5 

yK>x>r£^-/-;u 

##^75b) 1^mz5-T 5 y -2-(4-y h^i^:7 X ^;u) 
>X-r 5yy-JK480mg)^DMF(20ml)lz»«L. hUx 
^;UT 5 >(253mg) SJtailfcft. *^b2-- h P^V^-f 50 



)\^mm.m ; 413mg)<DDMF»^(2ml) ^^TLtzo £^20 
^raA^^*lf fc^. S^D;'ftlcP^x^;K200ml) ^ADx. 
7K(200ml)T^^Lf=o "^ttB^fidlQSWTK. iaiQ:&tt 

TlcSJS^ LTlSS^b Lf::SIB«3* x-i-;UT-s5fe,^ 

5ffiJL. $ESLT. eiB^b^!t4a^llfeSSa(463ing. 
i|X*60%) i: LX#fco 
mp 179-181"^ 

7C^»«f 021 Hi6 N404 -0. 4H20i: LT 

ftjm (%) :C. 63,76: H. 4,28: N. 14. 16 

mmm. (%) :C. 63.83: H, 4.26: N. 14.33 

1 H-NMR (DMS0-d6) 6 : 3. 85 (3H. s) . 7. 1 1 (2H. d. J=8. 8Hz) . 

7.25-7.63(2H.m). 7. 72-8. 03 (3H. m) , 8. 05-8. 20 (4H. 
nO. 10.60-10.70aH.m). 12.69(lH.s). 

[01 18] ##05 3 3 
2- (4-y h 37 X JU) -5- (3-x h P K > -7 ^ ;u) 7 S 

##fiM75b) vmzb-r S y -2- (4-> h + v 3? x x;u) 
>X>r5 4<'y-;K480ing)SDMF(20ml)lz»»L. *;ftT 
;5)^**1f ?S;b<f> h 'j x^;ur S > (253mg) ^Im^tz^. 
Jfi<b3-x h P ^ > l/>r ;u (372mg) omFMm (3ral ) SiST 
Lfco ^>5?lcmS(rmLT46B*H;!)^^*1?/co SCS?«IC 
»Kx^;K200ml)S3!ra;?L. * (200ml ) -caj^L/co 

L. $S;MIL-C. StE^b$1^^lt&4Sli(550ing. ifi$71%) 

mp 160-162°C 

Tim^m C2tHi6N404-1.25H20ikL-C 
ttacfS (%) :C. 61.38: H. 4.54: N. 13.64 
(%) :C. 61.34: H, 4.30: N. 13.64 
1 H-NMR (DMS0-d6 )6 : 3. 85 (3H. s) , 7.12 (2H. d. J=9. OHz) . 

7.43-7.56(2H.m). 7. 86(1H. t. J=8. OHz). 8. ll(2H,d,J= 
9.0Hz), 8.20(lH.s). 8. 45 (2H, dd. J=2. OHz. 8. 6Hz) . 8.8 
4(lH,t. J=2,0Hz). 10.62(1H.s). 12.70(lH.s). 

[01 19] ##011 3 4 

5- (2-7 s y ^ > -y ^ ;u) 7 s y -2- (4- y h ^ -> ^ x x 

##0i|3 2"t?^#fc2-(4-> h+v-7xx;U)-5-(2-x hP 
K > y ;u) 7 £ y ^ >X-f 5 ^\r—Jl^ (342mg) $ > ^ y 
-;u-THFS^Sat(®WJt : 1/K 40ml)lc58»L. 10% 
/^^i^'t7AKm(70mg)^An^. TkmSJfflSlT. 4^ra40 

iSai1«5*»KxiF;i.-y 5iy-;ur*ll«aLr. BE^b 

(173mg. ite^55%) t LXmtzo 
Ttm^Vi C21 Hi8 N4O2 -1. 0CH30H-0. 25H20ii: LT 
fYMm (96) :C, 66.91: H. 5.74: N. 14.19 
(%) : C. 67.00: H, 5,84: N. 13.98 
1 H-NMR (DMS0-d6 +CF3COOH) d : 3. 92 (3H. s) . 6. 76 (IH. t. 
J=7.6Hz). 6.90(lH.d. J=7.6Hz). 7. 26-7. 38(1 H, m). 7.3 
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2(2H.d. J=8.8Hz). 7. 73(1H. d,J=6. 8Hz). 7.81(2H.s), 
8.20(2H.d. J=8.8Hz). 8. 41 OH. s). 10.45(lH.s). 

[01 20] 3 5 

5' (3-7 S y K > yr ^ ;U) 7 ^ y (4~ > h v 3^ x zi 

3 3 vmtzl- (4-pt h ^ V 37 I - jU) -5- (3-11 h □ 
y-r ;U) 7 5 > ^ 5 y y-;u (41 6mg) ^ > ^ 
-Jl.-THF;l^»«|(§ttit : 1/K 60ml)lzS»L. 10% 

<b^1»^i*fe«a{275ing. i|X*72%) i: LT»fco 

7Cm»«T C21H18N402-2. 1H20<t LT 

ttS:{il (%) :C. 63.66: H. 5.65; 14.14 

H^Jfil (%) rC, 63.51; H. 5.46; N. 13.99 

1 H-NMR(DMS(>-d6) (5 : 3. 88 (3H. s) . 6. 78 (IH. dt. J=2. IHz, 

7.4Hz), 7.10-7.24(5H.m), 7.63(2H.s), 8.17(2H.d.J= 

8.8Hz). 8.29(ias), 10.24(lH.s). 

[01 21] 3 6 

5- (4-7-b^;U7 5 y ^>-fcf >X;i/7h— JU) 7 5 y-2-(4- 20 

##ff575b) vmtzb-T S ^ -2-(4-y h+i>:7 xx;u) /< 
>X-f syy-;K680mg)SDIIIF(20ml)lc»«L. *)ftT . 
A>gr*-tf>5:3{><e> h gx^;uT5 >(253mg) S»Jilfca. 

^^b4-r-t: hrs K^>if>:^;u7n-;K468mg)s^j!iD 

Lfco »>trl3Sai3RL. * &l::Sa-Cf46KraA^#*1f 
tzo RJtmz:^i200(n\) ^m?L. BtKx9^;K200mlJ00m 

a m aitiS L r l# b ti SI g IS ^ ^ ^> V :^ ^ A ^ p V 

Kit^^^m&»Vta (463mg. iK«53%) ^ LT#/t. 
mp 170-172°C 

Tz^ki^m C22 H20 N404S-0. 4H20-0. 5CH3(X)0Et^ LT 

ItSifil (%) :C. 59.10; H, 5.12; N. 11.49 

mmm, (%> :c. 59.22; a 4.95; n. 11.54 

1 H-NMR (DMSa-d6) 5 : 2. 04 (3H, s) , 3. 83 (3H. s) . 6. 90 (1 
H. dt. J=2. OHz, 8. 4Hz) , 7. 08 (2H. d. J=8. 8Hz) . 7. 21-7. 46 
(2H.m). 7.65(4H.s). 8. 00-8. 08 (2H. m) . 9. 87-9. 98 (IN. 
m), 10.25(1H.s). 12.61-12.68(1H.m). 

[0 12 2] ##{$43 7 40 
5- (4-7 s y ^>1f>X;U7t^^;U) 7 s y -2-(4-y V 
3^ X x;u) ^ >X>r 5 ^ !/— JU 

##0!13 6t?fffc5-(4-7-tr^;U7^y ^>-tf >X>U7t^ 

x;u)7sy-2-(4->t h4^v:7x^;u)K>x>r a^r^/- 

(220mg) $4Ntttt (40m I) f cBiS L . 80-85<'C'e4^M3b^ 
^*1ffco J5lC«lcai7>^x77K*/lDX.**PLfco it 

Kx^ju(ioomi)-ettmL. »tt^$fianft%;icT*^.'» 

^pv hlCcfcyaasta. K»x^;u->^y-;i.cfcy|f 
iSaLT. SIB{b$l^$«(6<SA(178mg. JlK^90%) ^ L 50 
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mp 148-150"C 

Ttmi^Vi 020 Hi8 N403S-0. 9H20-0. 5CH30H<!: LT 
ttSCfS (%) : C. 58.81; H. 5.25: N. 13.38 
(%) :C. 58.90; H. 5.19; 13.13 
1 H-NMR (DMS0-d6 H-CFaCOOH) 8 : 3. 91 (3H. s) . 6. 56 (2H. d. 
J=8.8Hz). 7.27(lH.dd. J=2.0Hz.8.8Hz). 7.29(2H.d,J= 
8.8Hz). 7. 45 (2H. d, J=8, 8Hz) . 7. 48(1H. d, J=2. OHz). 7. 
68 (1 H, d. J=8. 8Hz) . 8. 1 2 (2H. d. J=8. 8Hz) . 1 0. 29 (1 s) . 

[0 12 3] ##^3 8 
2-(4— :>x^;U7 5y :7x:z;u)-5-(4-> h4^v^>V-< 

ju)75 yK>X^£^-y-;u 

##<5yi23b) vmzit^^ (5-7 5 y -2- (4- vX5^;U7 S 

y 3^ X =.M^>X^ 5 y i/-;u) (0. 28 g) t h »J x^ 

JU7S> (0.13 g) ^THF (30 ml) lcS»L. O^ClZ.^ 
a3L?S3b<b4-> h+v-OV^-TJU^^pij K (0.17 g) * 

jupxr. o**cT*io»ra. saT*i3ftMA^#*iff=o »J« 

*3*EB5&». *<!:iaf0fiW7K<!:KKx^;uSJ!ni^r. 

!|&$->'J*y;U*^A^P^ h^^^-f — t?«SiLT. 
aiB{b^!!^l*;lfe1ifel»3S (0.33 g. ift^80%) ^ LTTfi 

fco 

nS-m (%) :C. 70.90; H. 6.43; N. 13.23 

mmiS. (%) :C. 70.96; H. 6.13: N. 13.24 

1 H-NMR (CDC 1 3) (5: 1, 14(6H. t J=7. IHz) . 3.32(4H,q.J= 

6.9Hz), 3.84(3H.s). 6. 57 (2H. d. J=8. 8Hz) . 6.93(2H.d. 

J=8.8Hz), 7. 15(lH,d. J=8.2Hz), 7. 52(1H. d. J=8. 6Hz). 

7. 84 (2H. d. J=8. 8Hz) , 7. 86 (2H. d, J=8, 8Hz) . 8. 1 4 (2H, 

s). 

[0124] 3 9 

5-(4-:;x^JU7 5 y K>!/^;u) 7 5 y -2-C4-> K^-> 

:7x-ji.)K>x>f 5>yv-ju 

7;i/^>S?fflSlT. ##«975b) X*mz5-7 5 y -2-(4-> 
h^v:7xx;u)/<>X^ ;K480mg). 4-vx^ 

>1.7SySSSK(406mg)SDMF(20ml)l;iS«L. tK^^^T 
3b^3?*if*;b<&^^7y U >ai^x^;K343mg)<DDMF»» 
(1.5ml)^lin^fco -*L^"e h 'J X5^;U7 S >(253mg) ^jto 

TtfcS. i*>!ricssicsLfco mraai;i4-i;^^;!/7 

Sy tf'J v>(256mg)^a5*DL. * ^>lc38B^WA^**•tf 
fco SJSja(cK»x5^;K200ml)i:7K(200ml)£*Dit. » 

i^i*^A^pv hiCcfcyf!IS3i«&. >^y— ^u-x-T^ 

;b)b^ib^j$aLr. SIB1b$«9$«fl61Sa(586mg. 
m)tLXmfzo7tm^tn C25H26N402i:LT 
tfJCffi (%) :C. 72.44: H. 6.32: N. 13.52 
(%) : C. 72.31; H. 6.40: N, 13.40 
1 H-NMR (DMS0-d6) d : 1 . 13 (6H. t. J=7. OHz) , 3. 42 (4H. q. J 
=7.0Hz). 3.84(3H.s). 6. 72 (2H, d. J=8. 8Hz) . 7. 10(2H. 
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d. J=8. 8H2) . 7. 37-7. 58 (2H. m) . 7. 86 (2H. d. J=8. 8Hz) . 
8.08(2H.d. J=8.8Hz). 8. 10-8. 18(1 H. m) . 9. 78-9. 85(1 H. 
m). 12.61(lH.s). 
[0 1 2 5] ##^4 O 

4- [N-[2-(4-vX^>l.75y 3yx-;u)K>X^ 5^!/— 

^iyy^)Um=Ey (0.18 g) <hDMF (liS) ;£THF 

(10 mL) lz5S«L. mt:t-^-*f'JJV (0.10 ml) i^T 
LT. MST*14Kfe^;b^#$-tffco ?S«t*aiiB* LT?» 
€)*ifcglB1»*THF (10 ml) f:i»iBL. C<7)3«S#% 
e!ll23bT*f#fc^b^!^(5-TSy-2-(4-vX5^;urS>' 3^ 
x-;U)K>X^Syy— ;U) (0.28 g)t h'JXiFjUT 
S> (0. 12g) (DTHFiSiiS (70 ml) *|c0'*ciz)^a]L3S 
;b<&;1STLT. 0"CT*30»ra. MiaT?3ftM/»^**•t^ 
fee ?SSI$MEBiS. *i:fi&fi]aW7Ki:6tKx5^;u$. 

4xfcSIBJtel^vy*<r;u*^A<7PT hy^:7-f-T?*S 
9!LT. aiB^b$1«$ffie{»3|^ (0.37 g. JR^84%)^L 

mp 147-150**C 

7C^^«ffil C26 H26 N4O3 -0. 3H20^ LT 
»tl!:M (%) :a 69.72; H. 5.99: N. 12.51 
^ilffi (%) :a 69.65: H. 6.03: N. 12.38 
, 1H-NMR((»CI3) d : 1. 13(6H. t. J = 7. O 
Hz) . 3. 32 (4H. q, J = 6. 6Hz) . 
3. 93 (3H. s) . 6. 55 (2H. d, J = 
8. 8Hz) , 7, 22 (IH. m) , 7. 50 

(1H, d. J = 8. 6Hz). 7. 83 (2H. 
d, J = 8. 8Hz) , 7. 90 (2H. d. J = 
8. 4Hz) , 8. 05 (3H. m) , 8. 46 

(1H.br s) . 

[0 12 6] #*«4 1 

5- [N- (4~v>^;u75y^>^y-<;u)-N->^;u 
75yi-2-(4-> h^->3;x-;u)K>x>r syyr— ;u 
r;uzf>s?HSiT. 6-tert-y h+v*;u7t^x;ur sy- 

l-tert-:/ h + i/*JU?nx;u-2-(4-> h+v3?xx;u)/< 
>X-f 5 y y-JK220mg) $DMF(5ml) L. 60%att 

7Km<b:^h';'5A(21mg)^aiJ!inLfco 5«^AN^$ifyc 

3':;<b>^;K88.7mg)*aTL. ^F&lc2Kra3S)^* 
*iffco Sl^?jSEirKKx^;K50ml) <t*(50ml) ^^JD^T 

'i;AT-$£«iLfco aiET(c?gi«$B*L-Cf#t,*iyc^® 
x^i y — jK5ml) lwS« L/co Ca)j8iaic27%x^ y 
-;H4ffiM(5ml)*ftlS.Sffi-e4ftra;!»^#*1f/zo MEET 
lcS!S*B*LT. aBia*«aHb». *7Kx-^;UT* 
Stf^L. 5fl»L. tt«Lfco »e)*lfcHi*(157mg)i:4- 
V y ^;UT 5 y e U V > (97mg) * ft^tDMF (5m I ) izmM 
L. hUX^;ur5>(122mg)*^iL. A^S-^iffco 5fc 
Iztt4b4-i;> ^;UT 5 y vr^;K145mg) *^*p L. 



^aT65ftraAx**-tffco SJt5«lcKBx^;K50ral) i: 
7K(50ml)^i]a7traaiL. ^^S^t&Sl^ffi7KT*a;*L 
fco affTl::?S«Ei&B*LT»6*tfc«B!t»S^7'y-> 

y-j[^t^k>nf^&Lx. Hia<b^i&s«feisa(84mg. 

iR¥44%)i: LT^fco 
mp 228-230°C 

Ttm^^ C24 H24 N4O2 -0. IH2O t LX 

it^M (%) : a 71.66; 6.06; N. 13.93 

10 mmm (%) :c. 71.62: h. 5.90: n. 13.82 

1 H-NMR (DMS0~d6 +CF3COOH) 6 : 2. 86 (6H, s) . 3. 43 (3H. 
s). 3.91(3H,s), 6. 48 (2H. d, J=9. OHz) , 7. 19(2H. d. J=9. 
OHz) . 7. 29 (2H. d. J=8. 8Hz) . 7. 34 (1 H, dd. J=2. OH2. 8. 6H 
z). 7.61(lH.d, J=2.0Hz). 7. 72(lH,d. J=8. 6Hz). 8.16(2 
H. d. J=8. 8H2) . 
[0 127] ##«I142 

5-CN- (4-vy ^;uTsy ^>v/'Y;u)-N-z^a bf;ur ^ 
yi-2-(4-y h^v3yxx;u)K>x^5y-y-jb 

r;u=f>»fflftT. 6-tert-:? h+*>*;u7H— iUT 5 y - 

20 1-tert-:^ h4rv*;U7Kx^u-2-(4-y h4^v:7xZL;u)/< 
>X>r 5 vr-;K220mg) *DMF(5ml) L. 60%»tt 
yKMit-r h 'J ';7A(21mg) ^^ftDLfco 10»A^3-^lffc 

*1f fco SJCj«l:i»Kx^;K50ml) i:*(50ml) SAD^T 

•:?A-eK«Lfco aBETIcj8i«SB^LTS^>*ifcaB 
ia*x^ y -;K5ml) Lfco c<7>}g;*Sfz27%x^ y 

-;H4aK(5ml)Sttl7t. MSr4BtM3!)>**iffco 
TlcjS«t^B^^. SIBia*«ffl^bLTx-7^;i.r-2*7^ 
30 L. 51»L. l£SLfco ca)@tt:(164mg)i:4-vy^;u 

r s y tf g i; > (92mg) sk«dmf (5m d iz?8» l . h X 

^;UT S XI 17mg) ^ Ad ;^)^^^tffco ;j3?lc^^b4-v 
y^;ur5y^>y-f ;U(140mg)$aiJlinU Ma"C5BM 
;5N**1ffco JSlJ;.«l::PKx^;K50ml) <t7K(50ml) ^ An 
^TttasL. ^«B*jaftfiffl7KT*a.^Lfcc SEEETiz 

^hl;:<fcy»i!i». KKx^;u->5iy-;U3bx&SJga 
LT. SIB^b^iKg^^fieadOOmg. iR¥51%)^Lr« 

fco 

40 mp 262-264**C 

7tm^^ C26H28N402<S: LT 

ttKM (%) :C. 72.87; H. 6.59; 13.07 

mmm (%) :o, n.m h, 6.55; n. 13.1 6 

1 H-NMR (DMS0-d6 +(;F3(X)0H) d : 0. 88 (3H. t. J=7. 4Hz) . 1 . 
54(2H.m). 2. 85 (6H, s) , 3. 87 (2H, t. J=7. 4Hz) , 3.91(3H. 
s) , 6. 47 (2H. d. J=8. 2Hz) .7.17 (2H. d. J=8. 2Hz) . 7. 29 (3 
H.d-like, J=8.4Hz). 7.57(lH,s), 7. 71 (IH, d. J=8. 8Hz). 

8. 16(2H, d. J=8. 4Hz). 
[ O 1 2 8 1 4 3 

50 5-(5--Y> K'J;u):^;U7tf-;UTSy-2-(4-y h^->:7x 
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T^Uzf VgfflSlTs ##«>175b) vmtzS-T 5 / -2-(4-> 
h+i/-7i-JU)'<>X-<5yy-jK480mg). ^>K- 
;U-5-*;U7H>K(339mg) *DMF(20ml) L. tKjI^T 

vT^ 'J >Kvx^;K343mg)G)DMF5§ja 
(1. 5ml) $j!iax./io :*t^"e h 'J x^;ur S X253mg) ^liD 

y egy>(256mg)^-^*DL. 4Bm/l^#*tffco 
I:iPKx5^;K200ml)<S:7K(200ml)SJ!iDiL. ^iSLfco « 

S/i*^A^7n"7 nccfcy«fS*». ^7aa7t^;uA->^ 

itt^60%)i:Lri#fco 
mp 157-159**C 

7C*»«T C23 Hi8 N402 -0. 3H20i: LT 
»mm (%) :C. 71.23: H. 4.83: N. 14.45 
ll;^ (%) :C. 71.00: H. 4.81: N. 14.34 
1 H-NMR (DMS0-d6) 6 : 3. 85 (3H. s) . 6. 59 (1H. s) . 7. 1 1 (2 
H, d. J=8. 8Hz) . 7. 45-7. 60 (4H. m) . 7. 78(1H, dd, J=l, 6Hz. 20 
8. GHz). 8. 1 1 (2H. d. J=8. 8Hz) . 8. 23(1H. brs). 8.30(1H. 
s). 10.13(1H.s). 11.38(lH.s). 12.65(lH.s). 
[0 12 9] ##1$>|4 4 

5-(4-vx^>iU7Sy -Oi/-<;u)Tsy-2-(3-> h^-> 

##ffi|97b'r»fc<b^tt(5-75y-2-(3-y h+i/:7xx 
M^>X^ ^^V—M (0.48g) i:4-vX5^jUTSy 
fiSSK (0.41 g) SDMF (15 ml) lwS»L. O^CICJ* 
*PL3S;b<t)vTy U>»i;x^;u (0.34 g) (DDMF?§^ 
(2 ml) *;iaTLT. 0"C-ei5»ra;&^^*lf/io »t>*t-S 30 

s^7aiichux^;uT5> (0.24 g)$»n*T. sat? 

(0.26 g) SJin^T. Sa"t?18ffiSMAN#*1f/co 

(0.57 g. «X^g69 %)i:L-cmco 
7c^^«f{il C25H26N402-0.2 G4H802-0.2H20<h Ur 
ttffffi (%) :C. 71.12: K 6.48: 12.86 
mm{& (%) : C. 71.12: H, 6.48: N. 12.86 
iH-NMR(DMS0-d6) 5: 1. 14(6H. t J=7. OHz) . 3.42(4H.q.J 40 
=7.0Hz). 3.85(3H. s). 6, 73 (2H. d, J=9. 2Hz) . 7.01-7.07 
(1H.m). 7.41-7.48(2H.m). 7. 58(1H. d, J=8. 8Hz). 7. 71- 
7.80(2H.m), 7.86(2H,d, J=8.8Hz). 8. 20-8. 24(1 H, m) , 
9. 80-9. 89 (1 H. m) J 2. 80 (1 m) . 

[0 13 0] $##14 5 
2- (4- > h -> 3? X X ;u) -5- [4- ( e P - JU-1 ;U) K > 

T;uzf >||HSIT. ##«il75b) t?^^fc5-T S ^ -2- (4-> 
h+v':7xx>u)^>X'f syy— ;K480mg). 4-(tfP 
— ;u-1-<JU)*aS»(394nig)$DMF(20ml)lc»«L. tK 50 



)ftT;&^**-tfft3b<b v7y U >Svx^;u(343mg)a)DMF 
m}&(2n\\) ^imz^fzo ^Jftl- h U X5^;UT S > (253mg) 
Titzm. »>5?lcSiaic]gLfco mM»lc4-v^5^;uT 

5 y e 'J v^>(256mg) ^mi}ULs ^;^T* $ ^(c43^rBlA> 
fco SJ»i«lcKKx5^;K200ml) (200ml) SUn 

S(662mg. i\SLmn)tLXmzc 
7C^»«f C25 H20 N402 -0. 25H20ih LT 
turn (%) :C. 72.71: H, 5.00: N, 13.57 

mmm (%) :c. 72.67: h. 4.97: n. 13.59 

1 H-NMR (DMS0-d6) 8 : 3. 85 (3H. s) . 6. 33 (2H. t. J=2. 2Hz) . 
7. 1 1 (2H. d. J=8. 8Hz) . 7. 53 (4H. t, J=2. 2Hz) . 7.77(2H. 
d.J=8.8Hz). 8. 07-8. 21 (5H. m) . 10.27(1H.s). 12.66(1 

H. s) . 

[01 31] ###11 4 6 

5-r4-(N-tert-3f v:^ jU7t<x;u-N-> S y )K 

> -y ^ ;Ul 7 5 y -2- (4- > h ^ 3^ X x;u) K >X>f 5 ^ 

r ^Urf^SiaaT. ###175b) T*#fc5-T S y -2- (4-y 
h 4- V X x; W K >X-r 5 y y-;u (480mg) . 4- (N-ter 
t-y v:^;U7t^x;u-N-y ^;u) T 5 y SS§K(528m 

g)^DMF(20ml)lz?S«L. *)ftTA^**1f<f36<e> vTy 
U >Hi;x^;K343mg)<ODMF»jft (2ml) ;:^ir 
h 'J x^;ur 5 > (253mg) $ JjD^fz^. ic^SlcM 

Lfco m&vt^^{z22mmt^^^iffz». Rg^mz^m 

x^;K200ml)<t7K (200ml) **P^. ^}&Ltzo *r«a^ 

Si1b$1^$^ai^{»^(815mg ; 1K$86%) <b LT^fc. 
mp 135-137**C 

7tm^«i C27 H28 N404 -0. 4H20<!: LT 

itRfl (%) :a 67.60: H. 6.05: N. 11.68 

HSIffl (%) : C. 67.68; H. 6.05: N. 11.76 

1 H-NMR (DMS0-d6 ) <S : 1.44 (9H.S). 3.26(3H.s). 3.85(3 

H.s). 7. 1 1 (2H. d. J=8. 8Hz) . 7. 43-7. 60 (4H. m) , 7,98(2 

H, d. J=8. 6Hz) . 8. 09-8. 24 (3H. m) . 10. 25 OH. s). 12.68 

(1H. s). 

[01 32] ###) 4 7 
2- (4-y h 4^ 3^ X - jU) -5- (4-y ^;U7 5 y K > 

;u)7sy ^>X-< sy^/— ;u 

##044 6 r*»fc5-[4-(N-tert-'? h+V'^^UTt^xyu-N- 

y ^;u)r sy ^>v/-<;u]T5y-2-(4-y h+vz^xx 

;U) 'OX-f 5 V/— ;u (51 6mg) a>ifi<b > ^ U >(20m l) S 
«lch'J:7;U;fPK»(2ml)$ftlx.. Sia-e4KraAx** 

atzo mmTizmm^m^Lx^i^tifzmmmzmmji 

H^^^^^LX. ®IH<b^!^cDxhg37;u;f Pit^^d 
80mg. 27%)*fitco ^}&imt6LX^i^*itzm@ 
1ft*tt»x^;u-y ^y— ;^A^t)^lBaLr. 



(37) 



!HJBI2000-095767 



BB^b«ta$;lftfie6a (231mg. iK^57%) t Lxmzo . 
mp 284-286°C 

5c*»«f C22 H20 N4O2 -0. 5H20i: LT 
H-SCfil (%) :C. 69.28: H. 5,55; N. 14.69 
(%) :C. 69.52; 5.63: N. 14.35 
lH-NMR(DMS0-d6) 6 : 2. 75 (3H. s). 3, 85 (3H. s). 6. 29(1 
H.brs). 6.60(2H.d. J=8.8Hz). 7. 1 1 (2H. d. J=8. 8Hz) , 7. 
49 (2H, s) , 7. 83 (2H. d. J=8. 8Hz) . 8. 1 0 (2H. d. J=8. 8Hz) , 
8. 15(1H.s). 9.81(1H. s). 

[0 13 3] ##^4 8 10 
5- (5-^ > K U r.;u) ^ ;U7K-;U7 5 y -2- (4- > h y 

4 3 r•^#fc5- (5->f > K i3 }\.if^zL)\,T 5 / 

-2- (4-> h ^ V' :7 X K >X-< S 9 y — ;U (293mg) ^ 
h'J37;u;i-DpK(6ml)lc?g®fL. 10%/<^ v';7Aflj^(6 

omg)£jtoii/c». **5?HaT. MiarMsatraaL < ;^»^ 

$«l$^afl^{»3R(125mg. ifi«43%) ^ LTffl'tco 
mp 151-153^C 20 
5cm»«r C23Hi9N402-0.5H20i: LT 
W-jSfil (%) :C. 70.30: H. 5.14: N. 14.28 
(%) :a 70.65: H. 5.44; % 14.28 
1 H-NMR (DMS0-d6 +CD3OD) d : 3. 08 (2H, t. J=8. 6Mz) . 3. 64 
(2H, t J=8. 6Hz) . 3.85(3H.s), 6. 61 (1H, d. J=8. 2Hz) . 6. 
97 (2H. d. J=8. 4Hz) . 7. 15(1H. d, J=8. 2Hz). 7.53(1H.d.J= 
8.4Hz), 7. 62(1H.d. J=8.4Hz). 7,67(1H.s). 7.98(2H,d. 
J=8.4Hz). 8.05(1H.s). 

C O 1 3 4] 4 9 

5-(3.4-:;> K^->-»^^W- Jl.)75y-2-(4-> h^i/ 30 

T;Uzr>||fflfilT. ##ffll75b)r*l#fc5-r5y-2-(4-> ■ 
h + V :7 X :=.;U) ^ >X-f 5 y vT— ;u (480mg) i: 3. 4-e; ^ 
h ^ vltJSK (438mg) (7)DMF (20m I ) ?g;"aic*)%T. A^ ^ * 
If 3SA<ib vTy »J >Mvx^;K343mg)ODMF(2inl)iS?a 
^JraTtfco -jSIc h'jx^;ur S>(253mg)^ira^fcft. 
»>!7|:imia(cML. * t»lc70^Pa;6^#*1ffco SUBjSlc 
KKx^jK200ml)i:*(200ml)^APil. »«Lfco 

$7v'y*>3.*^A^7av hICcfcyWSiLT. HlE^b^ 40 

ia^llfejeS(576mg. iR^67%)<hLTf#fco 
mp 149-15rc 

Tc^^j-Sf 025 H23 N3O4 -0. 5H20<!: LT 

ttKfil (%) :C. 68.48; H. 5.52: N. 9.58 

Haqfil (%) :C. 68.37: H. 5.68: N, 9.69 

1 H-NMR (DMS0-d6 4-CF3 (X)QH) 6 : 3. 82 (3H, s) . 3. 85 (3H. 

s). 3.92(3H.s). 6.76(1H.d. J=15.6Hz). 7.03(1H.d,J= 

8.2Hz). 7.23(1H.d. J=8.2Hz), 7.25(1H. s). 7.32(2H.d. 

J=8.8Hz). 7.61(1H.d. J=15.6Hz). 7. 64(1H, dd, J=1. 8Hz. 



9.0Hz). 7.79(1H.d. J=9.0Hz). 8. 1 7 (2H. d. J=8. 8Hz) . 8. 
54(iad. J=1.8Hz). 10.58(1H. s). 
[0 13 5] ##«5 O 

5- (4-7 ^ > -7 ; U) 7 5 y -2- (4- > h 4^ :7 x 

JU)K>X^5^!/-JU 

7;u=f VUfflaT. ##«75b) T•^i/■c5-7 5 / -2- (4-> 
h ^ V 37 X -;u) K > X-f 5 y ;K480mg) it 4-7 1z 5^ 
^L-SJilSK (345mg) (DDMF (20ml ) 5S«lc)ftT. A^#*tP«: 
v7/ U >KS?xf^;u(343mg)a>DMF(2ml)?g?a[&J!in 
x.fco 15^^')b^**^^fca. h U x^;U7 S >(253mg) * 
Un:^. 85>5rfcMSlcmLfco 1B#Fp1^lc4-i;y 5^;U7 5 
y e 'J i?>(256mg) S-aiP * ^^::40B#ffl/>^^*1f 
fco Sl£?a(cftKx^;K200ml)<i:7K(200ml)^ttl^. » 

a(430mg, JR*56%) t Lr»fco 
mp 276-278°C 

5c*»«f 023 Hi9 N303 -0. 25H20i: LT 

ttWfil (%) :C. 70.85: H. 5.04; N. 10.78 

H^fi (%) :0. 70.76: H. 4.85: N. 10.85 

1 H-NMR (DMSO-de ) (5 : 2. 66 (3H. s) . 3. 85 (3H. s) . 7. 1 0 (2 

H. d. J=9. OHz) . 7. 52 (2H.br s). 8. 10(6H. t. J=4. 4Hz). 8. 

18(1H.s). 10.42(1H.s). 

[01 36] 5 1 

5-(4-:^P^K>!/^;U)75y-2-C4-> h^->:7xx 

;u)K>X-f ;u 

5-7 5 7 -2- (4- .Jt h:^v3^xXjU)-<>X>r 5^*/— ;U 
(790mg)<DDMF(33ml)S^(c h U x^;U7 5 >(501mg) ^ 
AD ^y-a. ffi^b4-:^ □ > V^-r ;u (761 mg) <7)THF?g« (3 
ml)*5aTLfco MS-C?19^ffl/»^#*1ffc». Sl6»lw 
BtKx^;K330ml)^iia^. 7K(330ml)-C25t^*L/co ^ffi 

5SjSa)tt:®*-eaiiSlL. «fffiLyc*ga*^iaL. «;» 

LT. SK^b^1»$;iKfl&i@a(1.23g. JK$89%)^Lr 
mp 271-272°C 

7cSl»«T C2iHi6N302Bri: LT 
I+Sfil (%) :C. 59.73: H. 3.82; N. 9.95 
Sianffi (%) :0. 59.77: H. 3.89: N. 9.98 
1 H-NMR (DMS0-d6) 6 : 3. 85 (3H. s) . 7. 1 1 (2H. d. J=8. 6Hz) . 
7. 42-7. 58 (2H. m) . 7. 75 (2H. d. J=8. 6Hz) . 7. 95 (2H. d. J= 
8.6Hz). 8.10(2H.d. J=8.6Hz), 8. 15(1H, brs) . 10.33(1 
H.S). 

[01 37] 5 2 

5-(4-vX^JU7 5yK>V>rJU)7 5y-2-(4-> h^i> 
-? X x;u) K >X 5 ^ V— ;U-i 
[ibi 7] 
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H 



y-2-(4-y K+v:7xz:;u)K>X-f S^ry— ;K300mg) 
(Dx^e y -;KlOml)iSaiz27%x4i y -;H4S<k** (1m 

Ttmi^Vi C25H26N4O2 -2HCI -0. 5H20^ LT 

ti-afil (%) : C, 60. 49; H. 5. 89; 

N, 11.29 
nam (%) : C. 6 0. 78; H, 5. 95; 

N. 11.35 
1 H-NMR (DMSO-d6 +D2O) <5 : 1.12(6H.t. J= 
7.2Hz), 3. 51 (4H, q. J=7. 2H2) . 3.91(3H.s). 7. 13(2H.d. 
J=9.0Hz). 7. 29 (2H. d. J=9. OHz) . 7, 77(1H, d. J=9. OHz). 
7.84 0H.d, J=9.0Hz). 8. 00 (2H. d. J=9. OHz) . 8. 19(2H.d. 20 
J=9.0Hz). 8.47(lH.s). 
[0 13 8] #%C!15 3 

5-(4-:;x^juT £ y j u) 7 5 y -2-(4-> h4^-> 

r;Uzf>SH«T. ##ffiI9b)T*lifc5-T £ y-2-(4-> 
h ;U7Kx;u:7 X x;u) K >X-r S y l/— ;U (268ing) 
<t4- vx^;ur £ y ^J6SK (203mg) (DDMF (10ml) SiSElz 
tK/^T. ;b^**if i/ry 'J >Mi?x^;u(172mg) 
a)DMF(lml)^;'$^J[H]^yco 155J^;b>#*-tf /c^. h'Jx^^ 
;UT5>(127mg)^j!jn^. »'<Ji::Sai::MLfco mram 30 
Iz4-i?p«^;ur5y e'jy>(128mg)**lx.. $&IC68 
^F^^^S-^lffco J5tS«I^KKx^;b(100ml)<t7K(100m 

iSEttSIS LT» t>*vfcSBia* :7 ^ i^i * ^ □ V 
hlCcfcy«»L. itKx^;u->^iy-;u)!)x?,||jgSL 

7c^»«f 026 H26 N4O3 -0. 25H20i: LT 

ttHfil (%) :a 69.86: H, 5.98; N. 12.53 40 

mmm (%) :c, 69.90; h. 6. 01; n. 12.56 

1 H-NMR (DMS0-d6 )6 : 1 . 1 4 (6H, t, J=7. OHz) . 3. 42 (4H. q. J 
=7. OHz). 3.90(3H.s). 6, 73 (2H. d. J=9. OHz) . 7.57(2H. 
s). 7.88(2H.d. J=9.0Hz). 8. 1 2 (2H, d. J=8. 6Hz) . 8.24(1 
H.s). 8. 30 (2H. d, J=8. 6Hz) . 9.89(lH.s). 
[01 39] 5 4 

2- (4-y h ^ X x;u) -5- (4- e a u i^y ^> ;u) 
54a) 4-eDUi;yggjiL#^x5^ju 

WM/<^i;';7A(ll)(180mg). (S)-(-)-2,2'-tfX(i;t7 50 



X x;u;|^X 3? -< y ) -1,1 • - e-*- :7 ^>KB I NAP) (740mg) 
cfct/mK-trv^A(4.56g)^ = oa:7^Xi:(^Ati. 
fiB*7;u=f>a»Lfco ;jRlw4-3fD^SlLSKx^;u 
(4. 58g) t eo y i;X1. 71g)<7) h;ux>(40ml) ^±E-7 

Jl.=r>}iiHaT100°Ct?24B#raAx**lffco 5FS1Sl*5 

StB^b«!|$9£«ifil^a (2. 73g. Ja^62%) t LXmzo 
1H-NMR(GDCI3) <5 : 1. 36(3H. t. J=7. 1Hz) . 1 . 99-2. 06 (4H. 
m). 3. 35 (4H, t. J=6. 7Hz) . 4. 32(2H. q, J=7. 1Hz), 6.50(2 
H, d, J=9. OHz) , 7. 91 (2H. d. J=9. OHz) . 
54b) 4-ea'Ji^y^m#^ 

4-fcfD g i;y SJiLSKx^;K2. 20g) STHF(15ml) izfSM 
L. lN7Kffi^b:^h'J'!7Aa5ml)^^rax.fco ^^^tt^jg^ 
«|cx^y-;K15inl)$ftlS.. J$)-S«^Lfc». 70**C 
'e75^M)b^#*1ffco m^lcMLTTK^ftliiyc^. 
58ME^B*Lfco »ofc*SSifKx^;uT*2ifei*L. IN 
«»(15ml)**D^fco «fmia*51»L. 7K25fe«. tt«L 
SaH^b^1^*«ftfeJgli(1.79g. J|R*94%) <!: LTi# 

fco 

1 H-NMR (DMS0-d6) 5 : 1 . 97 (4H, t. J=6. 4Hz) . 3. 29 (4H. t. J 
=6.4Hz). 6. 53 (2H. d, J=8. 8Hz) . 7. 75 (2H. d. J=8. 8Hz) , 1 
2.00(1H, s). 

54c) 2-(4-y h4^->3?xx^U)-5-(4-ePUiyy Ki/!/ 

;u)7^y ^>X>r sy-y— ;u 
r;u=r>l?s^T. 5-r5y-2-(4-y h^v:7xx;u) 

^>X-r 5 jK480mg) i:4-eD U i^y SaSK{40 
2mg) (7)DMF (20ml ) ?g?a^7K5^T;!)^ # *lf ?S?!)< ^ i^T y 'J 
>Kvx^;U(343rag)a)DMFiS«(1.5ml)^*n*fco 15» 
^iz h U x^;UT 5 > (253mg) ^»D^. ^>5r!z^aicM 
L, 1Kraifelc4-v>5^>UTSy e'ji;>(256mg;2. Immo 
D^aSADLT. * &lc38B#ra3!»>#*-tffco SJtTaicRH 
x^;K200ml)<!:7K(200ml)^*D^. »^Lfco 

y ^y-;u-THFj!)^t>^«SSLT. SIB^b^l^* 
ftlfiHea (340mg, iK¥41%)^LTmco 
mp 271-273^C 

TzM^Vi C25 H24 N4O2 -O. SMeOH- 
O. 1 H2 OtLX 

ttlJfil (%) :C. 71.18; H, 6.14; N, 13.02 
(%) :C, 71.03; H. 6.04; N. 12.96 
t H-NMR (DMS0-d6 ) 6 : 1 . 99 (4H, m) . 3. 33 (4H. m) . 3. 85 (3 
H,s), 6. 60 (2H. d, J=8. 8Hz) . 7. 10(2H. d, J=8. 8Hz). 7.48 
(2H, br s) . 7. 90 (2H, d, J=8. 8Hz) , 8. 1 0 (2H. d, J=8. 8Hz) , 
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8.17(1H.brs). 9.84(1H.s). 12.63(lH.s). 
[0 1 4 0] ##<5ll5 5 

2- (4-> h -> :7 X =.){.) -5- (4- u K > v-{ )\.) 
55a) 4-e^ui;yggji.#^x^ji< 

i^K/^^vOA(ll) (90mg). BINAP(370mg)fcc*:l/KKHz 
v';7A(4.56g)^ = OP:7^Xa SCiilDiL. P^SP^T^U 
=f>aiiiLfc». hJl/X>(40ml)**niLfco :*l::4-:^P 
^$*#Kx^jK3. 27ml) t t^'J v>(2. 37ml) £liD 
tL, T^UzfVflfflftT. 100'teT?2mraA^#*lffco ^ 

HI«ISS(Lr. SIE^bdia^;ililtfil»a(286mg. iK^6%) 

1 H-NMR (CDC! 3 ) (5 : 1 . 36 (3H. t. J=7. OHz) . 1 . 65 (6H. br s) , 
3.33(4H,t.J=6.0Hz), 4. 32 (2H. q. J=7. OHz) . 6. 85(2H. 
d. J=9. OHz) . 7. 91 (2H, d, J=9. OHz) . 

55b) A-\£^*)^jy^$Lmm 

4-e^ ij iyy SJaSKx^;u (280mg) <r)x^ y (2. 4m 
l)3«lclN*K<b-^ h U ';^A(2.4ml) SiO^. h 
^ t KP:7^>(1.2ml)*^ra;^r. L/cc S 

JCia£60°CT*13^M. $ e>lc70**cr*5^M/»^**'tf fco 

tc*@^KKx^;u-ejft^L. lNffiK{2.4ml)^i)D^ 
lt»x^JU-THF(SaJtt : 2/l)a^j3e«T-ttm L 

$S:«LT. SIB^b«!|^$^&itta(178mg. iR^72%)<i:L 

^ H-NMR (DMS0-d6) d : 1 . 59 (6H. s) . 3. 32 (4H. s) . 6. 92 (2 
H. d. J=9. 2Hz) . 7. 75 (2H. d. J=9. 2Hz) . 

55c) 2- (4- > h ^ V :7 X X j u) -5- (4- e ^ u V y ^ > 
rju=r>SHftT. 5-Tsy-2-(4-y h^'Sx:7xx;u) 

'OX-f 5 5rv/-;u(180mg) i:4-hfK U vy $Jil#tt(16 
2mg) <7)DMF(7; 5ml) i§i«lc?K)%T;b^#* if b ^>r y 'J 
>Kvx5^;K129mg)(DDMF(lml)S;'a$Jto^y-:=o 15»» 
IZ hUx^;ur5X95mg)*Jinx. tfc/rlzSaiwML 
fzo 1KrBm(z4-v>5^;UTSy eu v>(96mg)$aS*D 
L. a?&lc24.5ffiJ(«;6^**1ffco Sl6«(cKKx^;K7 
5ml)(!:*(75ml)**P^. »JSLfco ^aS^fi&fatfeffi* 

A--^^ y~JU3£»^ bSISSLT. HSB^b^JK3(138mg. ilX 

Ttmi^m C26 H26 N4 02 • 0. 5H2 0 1 L T 

iiWm (%) :C. 71,70; H. 6.25; N\ 12.86 
^/lijffi (%) :C. 71.56: H. 6.29: N, 12.69 
1 H-NMR (DMS0-d6 +CF3OOOH) d : 1 . 67 (6H, brs) , 3. 43 (4H. 
brs), 3.93(3H.s). 7. 22 (2H. d, J=8. 8Hz) . 7.32(2H.d.J= 
8.8Hz). 7.79(1H.d, J=8.8Hz). 7. 87(1H. d. J=8. 8Hz). 7. 



98 (2H. d. J=8. 8Hz) . 8. 1 9 (2H. d. J=8. 8Hz) . 8. 52 (1 H. s) . 
10. 40(1H. s), 
[01 41] ##M 5 6 

2- (4-y h ^ V :? X x;u) -5- (4-^;u/i^ u y ^ > v >r ;u) 

56a) 4-^;U7N'jy^M^a^x^;u 
lf»/^^v't7A(ll) (90rag), BINAP(370mg)fcci:«KK-tr 
*>'!7A(4. 56g)$ = OP3^7:^3l3ftljtrta?*7;U^> 

fi^Lfca. h;ux>(40mi)^in^fco ^*i;i4-:?p^^ 

10 SSMx^;u(3.27ml)t^^U*'J>(2.09ml)**D*. T 

^uavgH^T. ioo°cT*2mra;!)^^*ifyto ^mmt: 

Tf#t>*ifcSis«3$:7^->vi*^A^p^ hiccfey« 

S!Lr. Sffi^b^«3^«feSSS(796mg. itX^17%) LT 

1H-NMR(CDGI3) 5 : 1 . 37 (3H, t J=7. OHz) . 3.28{4H.t.J= 
4.9Hz). 3. 86 (4H. t. J=4. 9Hz) . 4. 34 (2H. q, J=7. OHz) . 6. 
86 (2H. d. J=9. OHz) . 7. 95 (2H. d. J=9. OHz) . 
20 56b) 4-^;U7hxUygcJiL#^ 

4-^ ;U7t^ U y S JaSKx (790mg) (D x y — ;K6. 7m 
\)^mzmyKmit-^ h U '!7A(6. 7ml) ^iJD^. ;j)JlzTHF 
(3.35ml)^lra^Ti$|-Sj«t Lfco SJ£j**60"CT*13» 
*f>lc70**CT*5B#ra3!»N**-tffc», ssicMur-. 

1N«K(6. 7ml) « Jin^. lt»x^;u-THF(2/1)S^»J« 

^."^L. $£«SLr. SBB^b««l£«lfiiea(668mg. 
96%)<t Lrmco 
30 1 H-NMR (DMS0-d6 ) <S : 3. 25 (4H, t, J=4. 8Hz) . 3. 74 (4H. t. J 
=4. 8Hz) . 6. 97 (2H. d. J=8. 8Hz) . 7. 80 (2H. d. J=8. 8Hz) . 
56c) 2- (4-y h ^ V :7 X x;i/) -5- (4-^ JU/h U y K > ^7 

^ ;u) 7 5 y K>x^ 5 

T;nJ>gHmT. 5-T5y-2-(4-> h^v:7xx;u) 

>X-r 5 y (480mg) t A-=E ;U7fx U y SJiiSK (43 
6mg)(DDMF(20ml)j§;'«(z. 7K)f^T)5)N**1f 3S;{)<^ v^y 

iJ>Ki;x^;K343mg)(DDMF(2ml)iS«*toiefco 15» 
»lz h 'J xtF-;ut 5 X253mg) *Anil. ^/rlzSSIcM 
Lfco iB#ra^ic4-vy5^;ur5y e-j v>(256mg)^ai 

•?^;K200ml)<t7K(200ml)^iJl]^. ^}&Ltzo %«S*^ 

usiSLr. mmm^^^L. <7PP7t^;uA->5»y- 

;K#ttW::4/K 20ml);l^?g«*. ADiS L^^:^<b/)^3• 
<b^«5 (467mg. i|X*55%)S»fco 
mp 283-285°C 

5tm^«f C25H24N403-H20<»: LT 
ttfffil (%) :a 67.25; H. 5.87; N. 12.55 
H^M (%) :C. 67.06: H. 5.57: N. 12.31 
50 1 H-NMR (DMS0-d6 +CF3 COOH) 6 : 3. 29 (4H. t . J=4. 9Hz) . 3. 
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78(4H.t. J=4.9Hz). 3.93(3H.s), 7. 07 (2H. d. J=9. OHz) . 
7.32(2H.d. J=9.0Hz). 7. 79(1H, d, J=9. OHz) . 7.87(lH.d 
d. J=1 . 6Hz, 9. OHz) . 7.96(2H,d. J=9.0Hz), 8.18(2H.d.J= 
9.0Hz). 8.52(1H.d. J=1.6Hz). 10.35(lH.s). 
CO 1 4 2] ##^5 7 

5~ (1-x^ ju-5-< > K u ;u) ± )\.M-)\^r 5 y ~2- (4-^ 

57a) 1-x^;u-f > K— ;u-'5-:^;U/-t-:>^ 

T;ua >|?HftT. > K— ;U-5-* jU7t^>K(2. 66g)(D 

0MF(49.5ml)»»lC7K,^T60%att*«<k:^ h'J';7A(1.4 10 

5g) ^m^do^mt^t^atz^. a 't^^bx^^Ks. 30mi) 

atzo SlS;aiC7K(500ml)<h1NffiK(20ml)^irax.. if® 

X5^;K300ml)-ettaiLyco «aB*ia»fiffl*r*S5ty* 

{Satt::2/U 30ml)lziS»L. INTKK^b:^ h 'J ^A(25 
B*L. Slofc7KS^»Kxf^>ur*3t.^^. lN^K{25m 

!|a(2.39g. i|K^77%) ^?#f-o 

1H-NMR(CDCI3) 6 : 1 . 49 (3H, t. J=7. 4Hz) , 4.21(2H.q.J= 
7.4Hz). 6.63{lH.d.J=3.2Hz). 7. 20{1H. A J=3. 2Hz). 7. 
38 (IH. d. J=8. 8Hz). 8. 00(1 H. dd. J=l. 6Hz. 8. 8Hz). 8. 51 (1 
H. d. J=1.6Hz). 

57b) 5-(l-x^;u-5-f > K U }V)±)V^—)\.T 5 y -2- 

r^nf>S?fflSiT. 5-r5y-2-(4-> h^i/:7xx;u) 

K>x-r S ^ry— ;K480mg) ikl-x5^;u^ > K— ;u-5-* 30 
/U?P>tt(398ing)a>DMF(20ml)»?*lc. 7K)ftT)&^**•t#^^ 
t^^^yTJ U >KvX5^;K343mg)a)DMF(1.5ml)S?«* 
Jra^fcc 15»a(c h»Jx^;uT5>(253mg)£J!ia7L. » 

/jfrM^dMLy-co iBtK»ic4-v;^ 5^>uTsy eu v 

>(256mg) S iDx.. 37B#ra;&>^*1ffco SffijaiwftKx 
^iK200ml)i:7K(200ml)^*P^. ««a*l& 

A^p^ hlCcfcyfSSi^. BfKx9^;u-y 

l9<SaLT. Sie<b««l£ftieiea(511mg. i|K^62%)£: 40 

mp 209-21 rc 

im^^ C25 H22 N4 02 ■ 0. 75H2 0 <!: L r 
ttJUa (%) :C. 70.82; H. 5.59: N, 13.21 
(%) :C. 70.90: H. 5.75; N, 13,22 
1 H-NMR (DMS0-d6 ) 5 : 1 . 40 (3H. t , J=7. 2Hz) . 3. 85 (3H. s) , 
4. 28 (2H. q, J=7. 2Hz) . 6. 61 OH. d. J=3. 2Hz). 7. 11(2H. 
d, J=8. 8Hz). 7.52(lH.d, J=3.2Hz). 7. 54(2H. brs) . 7. 60 
(1 H. d. J=8. 8Hz) , 7. 83 (1 H. dd, J=l . 6Hz, 8. 8Hz) . 8. 1 1 (2 
H. d. J=8. 8Hz) . 8.22(lH.brs). 8. 30(1H. d. J^l. 6Hz). 1 50 
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0.15(lH.s). 12.66(lH.s). 

[01 43] 5 8 

5-(l-x^JU-5->r > KU xjU) ^;u?tCx;uy 5 y-2-(4- 
> h:^v:7xx;u)K>X^5y7-;u 
58a) 1-X^JU>r > KU :^-5-:faJU;h:>it . 

l-x5^;u-f > K— ;u-5-*;U7t?>K(l.64g)<o h'J :7;u:t 
PKK(16ml)jSia(::10%/<^v'!7Aa^(0. 33g) S/iD^. 
**IIH»TT?178#ra»tL<36>#*-tffco ttfflE*5* 
L. 5?«*aE;aJ6Lfco SIS«a*»Kx^;uj: 
aur. HIB^b'g-1«$gKtafil^a(1.17g. i|K«71%)<!:L 

1H-NMR(CDCI3) 6 : 1. 19(3H. t J=7. 2Hz). 3.02(2H.tJ= 
7.2Hz). 3.26(2H.q, J=7.2Hz). 3. 54(2H, t. J=8. 6Hz) . 6. 
36 (1 H, d. J=8. 2Hz) . 7. 74 (1 H. d. J=l . 8Hz) . 7. 88 (1 H. dd. J 
=1 . 8Hz, 8. 2Hz) . 

58b) 5-(l-x^JU-5-W^ > K U -)\.)±)l.M-J{.T 5 y -2 

T;u=r>l?fflftT. 5-r5y-2-(4-> h4-v:7xx;u) 

^>X-f S^rvr— jK480ing) tl-x^;u-< > KU >-5-* 
;U7H>K{402mg)<7>DMF(20ml)jg;'Slc. 7K/^T/)>#*-l??tj: 

& vT y U >K vx^^u (343rag) <DDMF (1 . 5ml ) 
*D^/co 15»^(c hUx^;ur5>(253fng)^ira^. » 
^izm^lzMLtzo mra^lc4-v>^^UTSy eui^ 
X256mg) * *DX. SS-C*&lc46ftra3S»^#*-tffcp S 
JC;'ai::KKx (200m I ) <t: tK (200m I ) * An ^ . L 

A^^^^SaUTs HIB^b^«3*^fe^a(318mg. JlX^39 

%)tLT»fco 
mp 208-210*^5 

5u*«^*f 025 H24 N4 02 • 0. 5H2 0 <h L r 

tt-Xfil (%) 71.24; H. 5.98; N. 13.29 

mmm (%) ic. 71.41: h. s. u; n. 13.12 

1 H-NMR (DMS0-d6 )d : 1 . 1 2 (3H. t. J=7. 2Hz) . 2. 99 (2H. t. J 
=8. 4Hz) , 3. 23 (2H. q. J=7. 2Hz) . 3. 46 (2H. t. J=8. 4Hz) . 
3. 85 (3H. s) . 6. 54 (1 H. d. J=8. 2Hz) .7.11 (2H. d. J=8. 8H 
z). 7. 48 (2H. brs) . 7. 71 (IH, d. J=l. 8Hz). 7.76(lH.dd.J 
=1.8Hz.8.2H2). 8. 10(2H.d.J=8.8H2). 8. 15(1 H. brs). 
9.83(lH.s). 12.62(lH.s). 

[0144] 5 9 

5- (4- V? z; P tf J U7 5 y K > ^ ; u) 7 £ y -2- (4- > K ^ 

->:7xx;u)^>X>f ;u 

59a) 4-£;3^P t£j\.7 £ J ^^^MJL^Ji. 
Wfm^'yi^OJ^iW) (90mg). BINAP(374mg)te<fct;at»-tr 

v't?A(2.28g)*=op:7^xzj(cA*t. i^SB^r;u=r 

>B«L^=o 5>J(c4-^P^SAS»x^;K2. 29g) t i> 
Zfu \dJ[^T S XI . 21g) CD K;ux>(20ml) ±.85:7 

^xaicjSDie. 7yu=f>gfflSiTioo°c-e4mra*^#^ 
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ffi^t*!|aiS«lfeatt«5(347mg. itt*14%) <h: L-C?#fco 
1 H-NMR (CDC 1 3) <5 : 0. 94 (6H. t. J=7. 6Hz) . 1 . 35 (3H. t. J= 
7.2Hz). 1.63(4H,in), 3. 29 (4H. t, J=7. 6Hz) . 4.31(2H.q. 
J=7. 2H2) , 6. 58 (2H. d, J=9. OHz) . 7. 87 (2H. d. J=9. OHz) . 

59b) A-iyzfutfji.r^y^m.mm 

A-^J-fO e;ur 5 y $ll#Kx^;u (340mg) (7)x^ / - 
;u(2. 12m\) mmz}H7kMit-)- h U 0A(2, 72ml) ^Jfflit. 
$blcTHF(1.36inl)^ftJ?t. i*-58ai: LfcS. 70*t:-C1 10 

^;UT-/*;*L. lNffiffi(2.72nil)^»n^. itKx^;ur*tt 

L. l£eiLTSlBib$«3£«feieS(251mg. iR^84%) t 

1 H-NMR (DMS0-d6) 5 : 0. 89 (6H. t. J=7. 4Hz) , 1 . 55 (4H. m) . 
3. 29 (4H. t J=7. 4Hz) . 6. 64 (2H. d. J=9. OHz) . 7.70(2H. 
d, J=9. OHz) . ^ 

59c) 5- U-jyyn \f.)\.T^J JU) T 5 y -2- (4- 20 

T;u=r>5?H^T. 5-rsy-2-(4-> h + v:7xn;u) 
^>X-f 5 y y-;K240ing) i:4-v:?'P t/UT 5 y 
SK(233mg)a>DMF(10ml)»jftfz. 7K>ftTA^#*1^3SA<^i 
vT y 'J >K vx^;u (1 72mg) CZ)DMF (1 . 5ml ) jtox 
fco 15«'»fchUx^;UT5>(127mg)Sj!nix. 
Miaic]pL/co mra«l::4-v>^;ur sy e'Ji;>(12 
8mg)$j!lO^^ SiS-e^iblcllOBtffliEi^^^if/c. JKJC^ 
fzpKx^;K100ml)i:7k (100ml) ^APiL. «^?aLfzo * 

S8B1b^1»£«lfi»a(252mg. iK^57%) it: LT# 
mp 135-137**C 

7L^5^«f C27H30N402-0.25H20-0.2Ac0Et<!: Ur 
tt^M (%) iC, 71.86; H, 6.96: 12.06 
(%) :C. 71.94: H. 6.96: N. 12.02 
1 H-NMR (DMS0-d6 ) 6 : 0. 92 (6H. t, J=7. 2Hz) . 1 . 57 (4H. m) . 

3.32(4H.t J=7.2Hz). 3.84(3H.s). 6. 70 (2H. d. J=9. OH 40 
z), 7. 10(2H.d. J=8.8Hz). 7. 37-7. 58 (2H. m) , 7.84(2H. 
d.J=9.0Hz). 8. 09 (2H. d. J=8. 8Hz) . 8.160H.S). 9.83(1 
H.s). 12.62(lH.s). 

[0 14 5] ##^6 O 

5- r4- (N-^ > v;u-N- >^;u)7sy^>y-<;ulT^y- 

60a) 4- (N-K >i;^U-N-^ ^ JU7 5 J ) ^JiL#§ix^JU 
WK/^7V't7A(ll) (90mg). BINAP(374mg)fccfci;i«K-tr 

i/';7A(2.28g)^=op:7^X3A*t. F^ffl*r;u:^> 

SSILfco *lc4-'?P^*JilS»x^;K2.29g)i:N-y 50 



^;UK > V jur 5 XI . 45g) (D h ;ux > (20ml) * ± 

tH:7v:^=iic*Dii. rjud'^Sffl^T. ioo"c-^4m^ 

MEib^ia*»fe;ft4*!|^(886mg. i|X^33%) LT^# 

fco 

1 H-NMR (CDC 1 3 ) (5 : 1 . 35 (3H. t . J=7. 2Hz) . 3. 1 1 (3H. s) . 

4. 31 (2H. q. J=7. 2Hz) . 4.62(2H,s). 6. 69 (2H. d. J=9. OH 

z), 7.16-7.37(5H,m). 7.90(2H.d, J=9.0Hz). 

60b) 4- (N-^>i^;u-N-> ^JU7 $ J ) ^JiL#M 

4- (N-^ > i;;U-N-> ^;UT 5 y ) SJil»Kx^;u (880rag) 

(Dx^Jf y-;K6. 52ml)i§;'a^lclN*K^b:^ h U '!7A(6. 52m 

I) i:THF(3. 26ml) $ttI^iS-5S?*it L. 70**CT-14a#ra/»x 

L. lN^M(6.52ml)*ija7l. i^Kx5^;u-THF(§att : 
1/1) ?g^S«"efflm Lfco aETlcS«^B^L. «rai 

(750mg. i|X^95%) <t LTfi/io 

1 H-NMR (DMSQ-d6) 6 : 3. 1 1 (3H. s) . 4. 67 (2H. s) . 6. 73 (2 
H, d. J=9. OHz) , 7. 17-7.37(5H.m) , 7. 72 (2H. d. J=9. OHz) . 
60c) 5- r4- (N-K > i;;U-N- > ^ JU) 7 5 y K > JUl 7 

sy-2-(4-^ h^v:7x-;u)^>X-f ^y-/-;u 
7;u=f>S?fflmT. 5-7 5y-2-(4-y h^v:7xx;u) 
^>X-r syy— >K480mg) t4-(N-/<>y;u-N-y 
7 S y ) SmSK (507mg) (7)DMF (20m I ) . tK.^T A> 

g?*lf3S:A<iE) v7y U >»S^x^;K343mg) a)DMF(2ml) 
?&.^^Jtl0^fco 15»^IZ h'Jx^;U7 5>(254mg)^An 
fi5>«7l£MSIcMLfcc lB#M»lz4-v-?t^;i.7 5y 
eg v>(256mg) **aiL. SST?* e)f::110ftra)!i^**-tf 
fee JRlS?«[^S^Kx^;K200ml)ii:7K (200ml) » 

JSLT. S!B<b^l&S;afc*ife4tttS(622mg. ©^67%) t 
LXf#fco 

mp 163-1 65*^0 5c^^flf C29 H26 N4O2 • 1. 5 
H2 LT 

ttlf« (%) :C. 71.15: a 5.97: N. 11.44 
H/im (%) : C. 71.03; H. 5.80: N. 11.28 
1 H-NMR (DMS0-d6 ) <5 : 3. 1 4 (3H. s) . 3. 88 (3H. s) . 4. 70 (2 
H,s). 6. 80 (2H. d. J=8. 4Hz) . 7. 21 (2H. d. J=8. 4Hz) . 7.23 
-7. 37 (5H. m) . 7. 63 (1 H. d. J=8. 8Hz) . 7. 70 (1 H. d. J=8. 8H 
z). 7. 87 (2H. d. J=8. 4Hz) . 8. 20 (2H. d. J=8. 4Hz) . 8.33(1 
H.s). 10.08(lH.s). 
[0 14 6] ##0!I6 1 

2-(4-y h^->37xxju)-5-r4-(N-y ^ju-N-:/a e;i.) 
75y ^>V^ju]7 5y K>X>r 5^!/— ;u 

61a) 4-CN-y^;U-N-ZfPe>U75y)^m^l^ 
7;ud^>»fflSlT. 4-> 5^;U7 5 y ScmSK(3. 02g) 0)0 
MF(60ml)»5aic6O%»tt*«<b-^ h g -t^Ad. 76g) SftJ 



(42) 



J|$Bg200O-O95767 



;K300ml)i:7K(300ml)^llD*. ^ftlB^^^Lfco 
^SETIcg^ Ur^f-Hgl^Sx^ y -^K40ml) lc?g 
Jb^L. lN7KK^b:^hg';;A(40ml)^JI^^. 70*'C7?67B#Fb1 

x5^jUr*j5fe;*L. lN«K(35ml)*3!iQit. itKx5^;UT*a 

1 H-NMR (DMS0-d6) 6 : 0. 88 (3H, t, J=7. 4Hz) . 1 . 54 (2H. m) . 
2, 96 (3H. s) . 3. 34 (2H. t. J=7. 4Hz) . 6. 68 (2H. d. J=9. OH 
z). 7. 73 (2H. d. J=9. OHz) . 12.03(lH.s). 
61b) 2- (4-^ K ^ :7 X -5- r4- (N-> ^ ju-N-:^ a 

T;uzr>i?HftT. 5-rsy-2-{4-> h+v:7xx;i.) 

^>X-f 5 ;K480mg) i:4-(N-y ^;U-N-:^a tfju 
r S y ) *ja§K(406mg) <DDMF(20ml) JS;'aiz. 7K,^T;{>^ 
**-tf3fe*<t)vTy U >»vx^;K343mg)(DDIjlF(1.5m 
\)m>&^tnz.tzo ^B^mz h U x^;ur S > (253mg) * 

i*>5ricsiaicgLfco i^raaic4-v>^yuT5 

y v>(256mg)**n^. ^ja-C?*^l^38^ra;!)N#* 
iffco JSJC«(wKKx5^jU(200ml)it*(200ml)SJin7L. 

-x-7^ju;!)Nf,s«aLr. ffiSB^b^ia^»fe3ea(524 

mg. JlX*63%) LTlifc- 
mp 179-1 81 

Tcm^^T C25 H26 N402 -0. 25H20-0. moQHt LT 
ttlCffi (%) :C. 70.16: H. 6.65; N, 12.78 
(%) : C, 70.06: H. 6.66: N. 12.73 
1 H-NMR (DMS0-d6) 6 : 0. 90 (3H. t. J=7. 4Hz) . 1 . 57 (2H. m) . 
2.99(3H,s). 3. 37 (2H. t. J=7. 4Hz) . 3.85(3H,s), 6.75 
(2H. d, J=9. OHz) , 7. 1 1 (2H. d, J=8. 8Hz) . 7. 40-7. 60 (2H. b 
r d) , 7. 88 (2H. d, J=9. OHz) ,8.10 (2H, d, J=8. 8Hz) .8.18 
(1H.S). 9.87(lH.s), 12, 65 (IN. s). 

[0 14 7] 0^me 2 

5-r4- (N. N-:;x^^uT s y ) > ^;uk > -y^ ;ui r 5 y -2 

62a) 4- (N. N-i;x^;UT 5 y ) y ^;U^ m#^tert-3f 5^ 
2k 

tert-Z^ h^V':M-U't7A(2. 16g) (^THF (100m I )?§;-« ic. 
)^&TmtA-<7 P P y ^^U-^ > y-f ;U (3. 98g) (OTHF (1 Om 

asL. «e!K3*x— f^u-ettmL. atiiTS^*. lasi^ 

y ^;u^JiLSKtert-:^^;u*«lfe«a (2. 5g. i|R*54%) 



1 H-NMR (CDC 13)5 : 1 . 60 (9H. s) . 4. 61 (2H. s) , 7. 44 (2H. 
d. J=8. 6Hz) , 7. 98 (2H. d, J=8. 6Hz) . 
mi^*itc4-<7 P P y ^;i/SJ&SKtert-'?^;K2. 5g: 1 1m 
mol)<DDMF(22ml) 'j 't7A(1.52g) <!: vx^ju 

T5>(1.21g)SJlOie. Ma-ei8^M;!)^**tffco ^» 

a.*vA^p'7Kic<*:yisiSiL. ®E^fc^ia^»featt 

!(^3(2.58g. i|X^89%) t LT#fco 
1 H-NMR (GDC 1 3 ) <5 : 1 . 04 (6H. t . J=7. OHz) . 1 . 59 (9H. s) . 
10 2. 51 (4H. q. J=7. OHz) . 3.60(2H,s). 7. 39 {2H. d. J=8. 2H 
z) . 7. 93 (2H. d. J=8. 2Hz) . 

62b) 4- (N. N-:;x5^;ur 5 y ) y ^juggm#es h u ju 

4- (N. N-vx^;br s y ) y ^;uSSSKtert-3^^;Kl. 
62g) CD^^b y ^ U XI Om I ) jS;?!!^ h «; :7 ;u:t- P K (4m 

1)^*0^. M;a-Cl6.5KFBl/)^^*1f^Co SJC^SaEX 
jBiLT»fc»H1»l::»l*x— r;u*<nJ7l. «fa3«l*5a 
L. «S;^LT. @K^b^1^$ffi(6ieS(1.86g. Jb^94%) 
i: Lr»fco 

20 1 H-NMR (DMS0-d6 ) 5 : 1 . 23 (6H, t. J=7. 3Hz) . 3. 09 (4H. q, J 
=7.3Hz). 4.39(2H.s). 7. 66 (2H. d. J=8. 4Hz) . 8.02(2H. 

d,J=8.4Hz). 

62c) 5-r4-(N. N-:;x^ji.T 5 y y ^7u) k> vw- juir 

T)Uzi>^m%Ts 5-75y-2-(4-y h+v:7xx;u) 
^ 5 y ;u (480mg) i: 4- (N, N-S?x^;ur 5 y ) 
y 5^;uSJi.#K h U 3^;U;t-PitK^(675mg)a>DMF(20ml) 
Saic. 7K.^T;6^^*1f^f;b<t>i/7'y U>Svx^^K3 
43mg)a>DMF(2ml)?§;']S^j[lDx.tco 15»^(c h 'J x^;i.r 
30 S>(456mg)$ira:^. ^>«?l::Sai:iML. *'bIwSa-e2 

L. aiB«9*:?^*yS/a.*^A^p-7 hizcfeyasL 

SIE<b^ia^;iftlifet»*(412mg, i|R*48%) <S: Lr|# 

fee 

7tm^«T C26 H28 N402 -0. 5H20i: L-C 
tf»m (%) :C. 71.37: H. 6.68: N. 12.81 

mmm (%) :c. 71.49: k 6.39: n, 12.80 

1 H-NMR (DMS0-d6 )d : 1 . 00 (6H. t. J=7. 2Hz) , 2. 49 (4H, q, J 
40 =7.2Hz). 3.61(2H.s). 3.85(3H.s). 7. 1 1 (2H. d. J=9. OH 
z), 7. 43-7. 59 (4H. m) . 7. 94 (2H. d. J=8. 2Hz) . 8.07-8.21 
(3H.m). 10. 17-10. 24(1H.m). 12.68(1H,s). 
[0 1 4 8] #%ffil6 3 

5- (4- vx^;uy 5 y K > -7 ^ ju) 7 5 y -2- (4- 1: K p ^ 

#%fifil 3 9 ■ei#fc5-(4-i;x5^;uT 5 y -oy-f ;u) T 5 

y -2- (4-y h **>3? X =:;U) K >X-< 5 y I/— ;U (31 Img) 
(D^^by 5^UX31. 1ml)?§^lC. -60°C-C3. 5M = a 
it7\^'^m(DmtJ^'^[y>f»}& (1. 0 7ml) *AP^. 

50 l^aS-C20^A^**-tffc«. »>5rlcSjai3PL. 
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mp 192-194**C 

5c^»«f C24 H24 N4O2 -0. SHzOt LT 

ttfffii (%) :a 70.40: H. 6.15; N. 13,68 10 

(%) :C, 70.46; H. 6.06; N. 13.66 
1 H-NIIIR (DMS0-d6 )6 : 1 . 1 4 (6H, t . J=7. OHz) . 3. 42 (4H. q. J 
=7. OHz) . 6. 72 (2H. d. J=8. 8Hz) . 6. 90 (2H. d, J=8. 8Hz) . 
7. 35-7, 56 (2H. m) , 7. 86 (2H. d. J=8. 8Hz) . 7. 97 (2H, d. J= 
8.8Hz). 8.15(lH.s), 9. 70-10. 0(1 H. m) . 12.52(lH.s). 

[0149] ##M 6 4 
5~ [2- (4- VX5^;U7 5 y :7 X -JU) 'F^^)\A 

64a) 2- (4-7 5 y x -;u) E^^ert-:y^;u 

2- (4-- h □ :7 X ^;i.) (9. 06g) i: DMF QM CD h ;ux 20 
>(20ml) e«}ai::«^b:i-+if «J ;K6. 44inl) * iiST L. W. 

B«3*THFlcS»L. tert-:/ h*v* U'^A(6. 17g)a>T 
HF(200ml)Ha?a-v7KJftTlc;'aTLtro WL^m^^^m 
mt^^^Mfz^. atttiSfiSL. aS«3lz|tKx^;K200 

:^^A^pv hiCcfcysKur. 2-(4-xhP:7xxju) 

ttKtert-:?^;b«»fel8a0.18g. iR^10%)i:Lr» 30 

1 H-NMR (CDC 1 3) (5 : 1 . 45 (9H. s) . 3. 64 (2H. s) . 7. 45 (2H. 
d. J=8. 6Hz) , 8. 20 (2H, d. J=8. 6Hz) . 
f# b tLf-2- (4-x h a 3^ X zi;u) KKtert-:^ (1 . 09g) 
<D> * y -;u (20ml) Sai:ilO%/<^ i^'!? AK* (0. 2g) ^ 

L. it«t$iai£T(::S£Lr. aSib^«g$;A«t!t^(0. 9 
3g, S«M)tLrSfco 

1 H-NMR (CDC 1 3 ) (5 : 1 . 43 (9H. s) . 3. 40 (2H, s) . 3. 45-3. 70 
(2H.br). 6.64(2H.d, J=8.4Hz). 7. 06 (2H. d. J=8. 4Hz) . 40 
64b) 2- (4- vx^;u7 S y :? x zi;u) i^^tert-:^^;u 
2- (4-T 5 y 3? X itKtert-:^^>U (0. 91g) . Ktt* 
' J '!? A (0, 9 1 2g) J: i; 3 '^7 <b X ^ ; K2 . 06g) <DDMF (9m I ) 
;:i*ia^m;^T*22^raA^$*if/i:a. S/C»(cKKx^ 
>U(100ml)*iHlx.. tK (100ml) •eaJtLfco *«H*ft«l 

**fe?SJbt!t^(0. 94g. iiR^79%) t \^xmzo 
- 1H-NMR(CDCI3)<5 : 1.14(6H,t.J=7.2Hz). 1.44(9H.s), 

3.33(4H.q. J=7.2Hz). 3.40(2H.s). 6. 63 (2H. d. J=8. 8H 50 



z). 7. 10(2H.d. J=8.8Hz). 
[0 15 0] 64c) 2-(4-vX^;U7Sy :7xXJU)§^^ 

2-(4-vx^;UT S y 37 xx;u) BtKtert-:^^;K0. 93g) 
a>t6<b > 9=- U >(20m I) S;-*!:: h «J :7 ;u:*- a »M (2ml ) $ 

t^SLT. SK^b$«g$;A«ti|«(2.0g. £5M)^LTf# 

1 H-NMR (CDC 1 3) 6 : 1.15(6H.t J=7.2Hz). 3. 43-3. 72 (4H. 

broad), 3. 76 (2k s). 7.50(4H.s), 

64d) 5-r2-(4-ixX? ^;U7£y :7xXJt.)7't?^JUl75 

7;Uzf>SHaT. 5-7 5y-2-(4-> h^i/37x::i;U) 
-<>X-f 5 y ^K480mg) ^2-(4-vx^^l.7 S -/ "7 x 
-;U) KK= h U :7 □ Q BtM^ (1 . 1 9g) (DDMF (20ml ) S 
ja-^Ma-X?S^7/ 'J>Hvx^;K343mg)<Z)DMF(2ml)» 
ift^ftlK.. 15^^^(C h'Jx5^;U7 5>(1.01g)^An^ 
-C. S€>l:il4B#ra;&^**1fyio Sltjai^KKx^;K200 
ml)<!:;K(200ml)$»a7L. ^^Lfco WttS^tSftft^^K 

ctyfSSlLT. SIB^b^1&*;ifetifet»*(564mg, «^66 
mp 127-1 31 

7c*»«T C26 H28 N4O2 - 0. 25H2 Oit L r 
tfWfA (%) rC. 72.12: H. 6.63: N. 12.94 
(%) :C. 71.93; H. 6.60; N. 12.98 
1 H-NMR (DMS0-d6 +CF3COOH) 6 : 1 . 02 (6H. t. J=7. OHz) . 3. 
61 (4H. q. J=7. OHz) . 3.82(2H.s). 3.92(3H.s). 7.30(2H. 
d. J=8. 8Hz) . 7. 58 (4H. s) . 7. 63 (1 H. dd. J=l . 8Hz. 8. 8Hz) . 

7, 79 (1 H, d. J=8, 8Hz) .8.19 (2H. d. J=8. 8Hz) . 8. 36 (1 H, 
d.J=1.8Hz)'. 10.72(lH.s). 

[01 51] 6 5 

5-r4-(N-tert-:^ h^->^ JU7tCzi;u-N-x^;U7 57)^ 

>-yw-jul7£y-2-(4-y h4^->:7x-;i.)K>xw-5y 

65a) 4- (N-ter t- 3^ h ^ -> ^ ;U;t^~ jU-N-x ^;U7 5 y ) 

7;u=f>SfflaT. 4-(N-tert-:? v*;U7t<x;u7 5 
y ) Sa#Mx^;u (3. 98g) CDDMF (30ml) ?8«^^S"C60% 
}A^^mit± h 'j '^^(O. 66g) ^1}UK. 30»)bN^ S-tffc 
a. 3'!7<bx^;K1.5ml)*l)Dx. MST** e)l::15^ra 
t^^^iifzo J5J£;'«(::BfKx^;K300ml)*^in;^. 7K(30 
0ml). ffl»difi7K'e)]l^.%;^Lfco »j£T(c^iS$S£ 
LTmc»S4**x4i y -;K50ml) L. lN*K<b 
h U '!7A(22. 5ml) <hTHF(25ml) i1m?LX. 50**cr*2. 5^ 
MA^fr*1ffco SJCj«'>^*(50ml)$J!lD7L. ««SJK*S 
^L. gtKx^;u-e^5fe;*^. 1N:SK(22. 5ml) *^ra^. K 
Kx^;u(150ml)T'ttmLtco ttdj^*fi&fQa%7K-C/% 
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1&Sflftfe«-«a (3. 76g. J|R^94%) t LXmzo 
1H-NMR(CDCI3) (5 : 1. 20(3H. t. J=7. OHz) , 1.47(9H.s), 
3. 75 (2H. q. J=7. OHz) , 7. 34 (2H, d, J=8. 6Hz) . 8. 08 (2H, d, 
J=8. 6Hz) , 

65b) 5-r4-(N~tert-:^ h^i/^ JU7R-;t.-N-x^;U7 5 
T^HJ^HaaT. 5-T5y-2-(4-> h4^v3^x-;u) 

^>X^ 5 4^^y-jK720mg) t4-9hy h+v*;i//1?-;u 

-N-X 5";UT 5 y)SJilS»(836mg)a>DMF (3 0 m 
I ) m^^. SSt?vTy UVKvX^jU (5 14m 
g) CDDMF(2ml)5Sja*J0iefco 15»«lz h 'Jx^^ur 5 
>(380mg)^Jjnx. * C>lcl8^FB1;!)^**■t?fco 
ltMxf^;K300ml)i:*(300inl)$J!lO^. »j«Lfco 

(1.24g, ia*85%)^LTf#fco 
mp 128-1 3rc 

7tm^^ C28H3oN404-0.5H20i: LT 
tfKffi (%) :C. 67.86; H. 6.31; N. 11.31 
^^fii (%) :a 68.07; H. 6.26; N. 11.25 
iH-NMR((a)Cl3) 6 : 1.13(3H,t. J=7.2Hz). 1.48(9H.s). 
3. 66 (2H, q, J=7. 2Hz) . 3. 77 (3H. s) . 6. 81 {2H. d. J=8. 8H 
z), 7. 19(2H.d,J=8.6Hz). 7. 46(1H, brs). 7.77(2H.d.J= 
8.6Hz). 7. 92 (2H. d. J=8. 8Hz) . 7.94(lH.s). 8.60(1H. 
s). 

[0 1 5 2] #%1$l|6 6 

5-C3'-(4-^ \-^i^i3)V7fi=.}[.yji-)i.)yatf:t=iJl.l7 

T^HJ^SHftT. 5-r5y-2-(4-> h**>:7xx^u) 
^ 5 y (360Tng) <i: 3- (4- ^ h ^ v * ;U7px;u 
:7x::i;U):^DIf;J->K(328mg)<7>DMF(15inl)S?a'>^. M 
S r* T y J > K V X ^ >K25 7mg) CODMF (1 . 5m I ) ^ 
im^tzo 15»»lc hUx^;ur5>(190mg)i&3!H3it. $ 
«)lc22^ra3b^**tf/io SlSjaicKKx5^;u(150ml) <!: 
7K(150ml)*j!lO^. »?aLfco ««BSaiETlc*til/5it 

a(550mg. i6Lmm)tLxmzo 

mp 213-215^C 

Tum^J^flf C25 H23 N304 -0. 5H20i: LT 
tfJCfit (%) :a 68.48; 5.52; N. 9.58 
(%) :C, 68.38; H. 5.54; N. 9.70 
1 H-NMR (DMS0-d6) 6 : 2. 68 (2H. t. J=7. 6Hz) . 3. 03 (2H. t. J 
=7.6Hz). 3.84(6H,s). 7. 10(2H, d. J=8. 6Hz). 7.15-7.57 
(2H. br) . 7. 43 (2H. d. J=8. 2Hz) . 7. 90 (2H. d, J=8. 2Hz) . 
7.85-8. 15 (lH.br). 8. 07 (2H. d, J=8. 6Hz) . 9. 97 (lH.br 
s). 12.62(1H, s). 

[ O 1 5 3] 6 7 

5-(4-X^JU75y^>!/W-JU)y5y-2-(4-y h^->37 



###3 6 5T?^#fc5-[4-(N-tert-:/ h^zyi3Ji.7ti-jl.'^ 
x^;UTSy)^>l/^;U]7 5y-2-(4-> h4-v7xx 
;u) K >X-< S ^ y-;u (1 , Og) cD^^b > ^ U >(20m I ) S 
«-vKU:7;u:l-PKK(2ml)^»D;i. MSt?16^ra;^)^^ 
*1ftco ^S!S$^aETl3S^Lr^#/r5Sffi1a^x^y- 

^^UCjgA^L, fi&«3:g«7Ka)IIllC25feitLfco »Kx 

E^b^ia^ ;ifeSlfeieS (750mg. 95%) t Lxmtzo 
7cS»«r C23 H22 N402 "0. 25H20-0. 2Ac0Eti: LT 
H-gfB (%) : C. 69.96; H. 5.95; N. 13,71 

mmm (%) :c. 69.94; h. 5.99; n. 13.67 

iH-NMR(DMS0~d6) <5 : 1. 20(3H. t. J=7. 2Hz) . 3.12(2H,dq. 
, J=4.6and 7.2Hz), 3. 85 (3a s). 6. 22(1H, t. J=4, 6Hz). 
6. 62 (2H, d, J=8. 8Hz) ,7.10 (2H. d. J=8, 8Hz) . 7. 37-7. 59 
(2H.m). 7. 81 (2H, d, J=8. 8Hz) . 8. 10(2H. d. J=8. 8Hz), 8. 
18(lH.s). 9.81(lH.s). 12.62(1H.s). 
20 [0154] 6 8 

5- (4-x^Jl/T 5 y ^ > JU) 7 5 y -2- (4- b K P 4^-> 

3yx^;u)K>X-< ;u 

6 7 t?f#fc5- (4-xf^;ur s y ^ > y-f ;u) r 5 y 

-2-(4--?« h+v-7xx;u)/<>X-f syy— JK387mg)<;) 
ifi<b> ^ UX38, 7ml) JSja?--^. -60°cr*3. Sfh^^itTt-'^ 
m(0i&itJ^'F\y>(^.A2m\)^m?L. ra;affiT?20»36^** 
1ffcS. ^^Ci^^lcML. M^t?*^lc58$ra;{»^** 

A^pv hiCcfcyfiiasLfc^. y ^iy-;i/A>^iisaL 

SBB1b$1A$^&l@a(244mg. ib¥66%) ^ LXf? 
mp 184-186^C 

Tcm^J^flf C22 H20 N4O2 -0, 5H2O-I. OMeOHt LX 
ttlStM (%) :C. 66.81; H. 6.09; N. 13.55 

naqfB (%) :a 66.90; h. 6.25; n. 13.51 

1 H-NMR (DMS0-d6 )d : 1 . 1 9 (3H. t. J=7. 1 Hz) . 3.11 (2H. q. J 
40 =7.1Hz). 6.22(lH,t. J=5.3Hz). 6. 62 (2H, d. 8. 8Hz) . 6.9 

1 (2H. d. J=8. 8Hz) . 7. 46 (2H. d. J=8. 8Hz) . 7. 81 (2H, d. J= 
8.8Hz). 7.98(2H,d. J=8.8Hz). 8.15(lH.s). 9.79(1H. 
s). 9.91(1H, s). 12.52(1H, s). 
[01 55] 6 9 

2~C4-p^ h^->:7x -;iU)-5-r3-(4-^ ha37x-;u)^U 

^ KiK>x^£>y-y-jumKia 

5-r5y-2-(4-y h4^*>:7xx;u)/<>x-f a^i/— ;u 

i&M^ (360mg) (DTHF(30ml) -DMF(15ml) jl^i^iS-s^K/i^ 
T-< V i/T >K4-x h P ^ X —J\^ (250mg) a>THF (5m I ) ?S 
50 ««3!ni7tfcft. »-«7lzSiai:iML. * ^lc22ftW3bN** 



r 
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atzo sjC5a«fcy«fffiLfcea^5BiL. thf. jl-^ 
mg. i\sLmm)tLxmzo 

mp 297-29rc 

7tm^^ C21 Hi7 N5O4 -HCI -0. 25H20-0. 75DMFi: Ur 
ttSfil (%) -.C, 55.94; H. 4.80: N, 16. 13 
mm\& (%) :C. 56.13; H, 4.97; N. 16.19 
1 H-NMR (DMS0-d6) 6 : 3. 91 (3H. s) . 7. 28 (2H. d. J=8. 8Hz) , 

7. 42 (1 H. dd J . 8 and 8. 8Hz) , 1, 73 (3H. d- 1 i ke. J=9. 2H 
z). 7.96(1H.s). 8, 21 (2H, d. J=8. 8Hz) . 8. 23 (2H. d. J=8. 10 
8Hz). 9.95(1H.s), 10.14{1H.s). 

[01 56] 7 O 

5-r3-(4-rsy 37x-JU)H7UW- K1-2-(4-> K4^>>-:7x 

##eq6 9-cmr:2-(4-y v^' x^;^)-5-[3-(4-- 
h □ :7 x->U) -5 U-< K]^>X-f 5yy-;u-fiK«(20 
2mg) (DDMF (1 5m I ) 1 0%/ < ^ 't? A 8t^ (41 mg) ^ 
X.. *mSfflStT. l6KraaiL<A^**1ffco SJt;1Slc 

Ta«iLrmcJSSJia*-^^^-;u/)^binsaLT. @ 20 

K1b$«l$Mfil@a(138mg. 1K^74%) ^ LTf9tc« 
mp>300°C(5J^») 

TC^^^^^f C2iHi9N502-HCI-0.25H20<t LT 

tl-Xfil (%) :a 60.87: H. 4.99; N. 16.90 

HiUfil (%) :C. 60.86; H. 5.02; 16.88 

1 H-NMR (DMS0-d6) 6 : 3. 87 (3H. s) . 6. 97 (2H, d. J=8. 8Hz) . 

7. 19(2H.d. J=8.8Hz), 7. 20(1H. dd. 1. 8Hz. 8. 6Hz) , 7.39 
(2H. d. J=8. 8Hz) . 7. 57 (1H. d. J=8. 6Hz) , 8. 01 (1 H. d. J=l , 
8Hz). 8. 15(2H.d. J=8.8Hz). 8.93(1H.s), 9.20(lH.s). 

[0 15 7] ##ei7 1 30 
2-(4-y h4^v37x^;u)-5-(4-ea U ^>'J-()\A 

##«5 4-^»fc2-(4-y h+i/:7x-jU)-5-(4-enU 
• V y ^ > y JU) T 5 y ^ 5 $r *y-;u (330mg) CDTH 

F(20ml) S«^27. 8%x4i y -;Ht«<b** (1 . 5ml) Sip 

ttt»*(320mg, i|X*82%) LT^fco 

7Lm»«f C25H24N402-2H0I-0. lH20i: LT 

tfffffl (%) :C. 61.63: H. 5.42: N. 11.50 40 

mmm. (%) :a 61.54; h. 5.47: n. 11.42 

iH-NMR(DMS0-d6)<S : 2. 00 (4H. t. J = 6. 2 
Hz) , 3. 33 (4H. t. J = 6. 2Hz) . 
3. 92 (3H. s) , 6. 62 (2H, d, J = 
8. 8Hz) , 7. 30 (2H. d, J = 9. OH 
z). 7. 76 (1H, d. J = 8. 8Hz), 

7. 91 (1H. dd. J = 1. 8 and 8. 8H 
z) . 7. 94 (2H. d. J = 8. 8Hz) , 

8. 34 (2H. d. J = 9. OHz) . 8. 51 

(1 H. d. J = 1. 8Hz) . 1 O. 24 (1H. 50 



s) . 

[0 15 8] ##<5!l7 2 

5- (4-75y K>vr^;u)75y-2-r4-(4-7Sy ^ 

> >r ;u) 7 s y :7 X — jui y ^;uk >x>r ^ ^ ;u 

72a) 5-— hP-(4-.z. hp:7xzijuy ^;u)><>X^ 5^ 

2-(4--KP3'xx;u)ftK (5.04 g) tDMF (IS) ST 
HF (40 ml) IC^«L. mt:t^'^'))\^ (3.92 ml) 

TLrMa•c1.5B#raA^^*iffco jS^ssejeb^^thf 

(40 ml) lz»«L. c:<D»»*4-xhO-1.2-:7xxU 
>v7S> (3.06 g) i: h'Jx^;u7S> (4.58 g) 0) 
THF»?« (150 ml) O^^Clcj^fflLsSJb^&fflT LT. 

^;S-e3^PBl;{)NS*-tf/co ?g«SMES*&. fiSfoaS 
^iiTKSJtlD^T. WUJ^S^flXLfco »e»*i/cH{*i: p 
- h;ux>x;U;t^>K-*fPl*l(0. 76 g) S^vU> (1 

00 ml) l^ffiiSL. 17B$^j!iaS^33£Lfc. iSiSSSQES 

7K<tiafaSW7KSiJQ:^T. «fU3iaS5fl5JLfco 

»L. KKx^;u-e/*,^L-C. aiE<b$1ftS«fe»* 

(1.99 g. ite*33%) t \^xmzo 

1 H-NMR (DMS0-d6) 6 : 4. 45 (2H, s) . 7. 62-7. 66 (2H. m) . 7. 
68 (1 H. d. J=8, 8Hz) . 8. 09 (1 H. dd. J=2. 4 and 8. 8Hz) . 8. 2 
2(2H.m). 8.43(lH.d. J=2.2Hz). 

72b) 5-7 5 y -2- (4-7 5 y 37 x XJ U) y ^;uK>x^ S 

##«72a) T?»&*tfc<b^1ft (1.49 g) *THF (100 m 
I) icjbDx. 10%/^^i/'t7ASt^ (0.30 g) SiiD^r. * 
«3SlHftT65KMAMtTl8«a7c*tTO^Co -tr^-T h5 

lB<b^«5*ltfet»5S (1.20 g, SfiM) tUTlffco 

1 H-NMR (DMS0-d6) 8 : 3. 89 (2H. s) . 4. 60-4. 90 (4H. m) . 6. 
39-6. 53 (4H. m) . 6.91-7. 16 (3H.m). 11.49-11. 60(lH.nO. 

[0 1 5 9] 72c) 5- (4-x h □ /<> r/^ ;U) 7 5 y -2- [4 

-(4-x hpK>v^ju)75y :7xx;uiy ^;u^>X^ 

##«72b) T•^ib*^fc^b^!a (320 mg) i:h'Jx^;u 
75> (326 mg) SDMFdOmI) lcJS»L. ti<b4-x h 
P^>y^>l. (540 mg) ^IBtLX. M;ST*72ftraA^#* 
iffco ;S!«$aEB*». fiSfPSWTKiiTKStti^T. «r 
UJ1»*51»L. aSWsSlN TKK^b-^hU't^A (10 ml)- 

y^y— (30 ml) icjgMLT. ^ja-e2^ra?!)^^* 

iffro mm^^m,m^^. (3o mi) <hiN mM^mfL 

<b^iaSltfet»* (640 mg. itt*89%) ^ LTmcc 
1 H-NMR (DMS0-d6) <5 : 4. 1 7 (2H. s) , 7. 35 (2H. d. J=8. 4Hz) . 
7. 44-7. 49 (2H, m) . 7. 74 (2H, d. J=8. 8Hz) . 8.03-8,40(9 
H.m), 10.57(2H.m). 12. 23 (lH.br s). 

72d) 5- (4-7 5 y ^ > ;U) 7 5 y -2- [4- (4-7 S y ^ 

> Vw- ju) 7 5 y X -)\A y ^ ju^ £ ^ -y-ju 

##«72c) -ei#^*if::^b^«3 (0.40 g) ^DMF (10 ml) 
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fc5S«L. 10%/^vv'>Aa^ (80 mg) ^SOxT. * 

t»5R (190 mg. J|R*53%) tLXmtzo 
mp 183-185°C 

TC^^flffil C28H24N602-0.5C4HioO-0.8H20<h LT 

ifnm (%) :a 68.24: H. 5.84: 15.92 10 

(%) :C. 68.24: H. 5.79: N. 15.76 
1 H-NMR (DMS0-d6 )d : 4. 1 3 {2H. br s) . 5. 74 (4H, br s) . 
6. 61 (4H. dd. J=2. 2 and 8. 8Hz) . 7. 27 (2H. d. J=8. 6Hz) , 
7.42(2H.s). 7, 70-7. 77 (6H. m) . 8.03 (IH.s). 9.73(1H. 
s). 9.76(1H.s). 
[ O 1 6 O ] 7 3 

5-(4-^□/<> vr^;u)T5y-2-^2-(4--^□K>^/^ 

73a) 3-K>-:;;u:^^->^JU/i^z:jUT£y :^ae?t-l/K 
)5-T5-> (1.78 g) 54N *K<b-^ h 'J 't7ix (5 ml) 20 
I^S«L. ttHb*^U7H^>V/+v (3.75 g) tAH tKK 

aicO"Clc:)ftaL&*<t)AO^. 0**C-ei ^ra)!>x^*1ffco 
SKa^x-T-^U-ea.^*. IN *K**D^-CpH 2-3IC 

& (4. 12 g. iR*92%) 4: Lxmtzo 

1 H-NMR (CDC 1 3) d : 2. 39 (2H. t. J=7. OHz), 3. 20 (2H. q. J= 

6.6Hz). 5.01(2H,s). 7. 30-7. 38 (5H. m) . 12. 21 (1H.br 

s). 

73b) 2- (2-^ > lyJU^^ -> jUtK— JU7 5 y x^;u) -5- 30 

#%C!l73a) r*f#t>:tifc^b^ia (L 12 g) ^DMF ( 1 iS) 
«THF (30 ml) lzS«L. 0**Clc)<^4PL3feA<ibffi<b:*-^ 
ifg^U (0.65 ml) ^STUr. O^CTM. 5B#ra;b^#*1? 
fco }S!«$«EB*». THF (10 ml) [:iS«L. ^0)® 
m^:A--ha-^^2-yx.=^\y>i>T^> (0.77g) <!: 
hgxf^;UTS> (1.05 ml) (OTHFSja (50ml) *l::0 

S.r. «Ttti1»*5BtLfco »t>*tfcHt*:i:p- h^ux> 40 
X;i/7tx>K-7KS]ia (0.95 g) ^ hJbxXlOO ml) \z 
SSL. 3^fflADg&iS3SLfco SIS^^EB^^. 
fiaftaW*<hPKx^;u^Jra^T. ^^^^^JlSiL. » 

mLx. mfi^it^iini}m&m^mm» 0.21 g. iix^ 
m)tLxmzo 

1 H-NMR (DMS0-d6) <5 : 3. 06 (2H. t. J=6. 8Hz) . 3. 51 (2H, q. J 

=6.2Hz). 5.01(2H.s). 7.32(5H.m). 7. 42-7. 48 (1 H. m) . 

7. 63-7. 68 (IN. m). 8.07(1H.dd.J=2.2 and 9.2Hz). 8.39 50 



(1H,m), 

[01 6 1 1 73c) 5-7 S y -2- (2-75 y X^JU) K 

##0!173b) xni^ixtzit^^ (0.60g) ^y^iy-;u 

(30 ml) lCjg«L. m/i^i^'^M.mm (0.15 g) ^ftJ 
xr. 7K*»HftT50^ra;!)^l+r}^tta7c^tTofco -tr 

LT. HIB1b$1«$ffififtia9^Sf»: (0.32 g. S&N) 

1 H-NMR (DMS0-d6)d : 2. 73-2. 80 (2H. m) . 2. 89-2. 96 (2H. 
m), 4. 62 (4H.br s). 6. 44(1H. dd. J=l. 8 and 8.4Hz). 6. 
60 (1 H. d. J=2. 2Hz) . 7. 1 2 (1 H. d. J=8. 4Hz) . 
73d) 5-(4-x hDK>vr^;u)7Sy -2-[2-(4-x 

h □ K 1/ yr ^ ju) 7 s y X K 5 ^ 
#««73c) -e»&*tfc<b^iK5 (320 mg) i:hUx^;i. 
7S> (440 mg) ^DMF(15 mi) lcig»L. ia^b4-x h • 

p^>*y-<;u (670 mg) *»j7tr. sa•c67ftra3b^3•* 

ai«3*5l»L. aB«5*1N TKK^b-^hU't^A (5 ml)- 

y^y-;u (30 ml) iz^mlx. m'^xzmmt^^^ 

•tffco ?S«^aiEB*». *t1N ffiK^ftlTirpH lOCi 
LfcS. «fai!l&^515lL. ^^y—)i^V^r^LX. SIB 
<b^ia*Sltifet»* (590 mg. itt^69 %) ti^xmzo 
mp 150-1 52^*0 

Ttm^^m. C23Hi8N606 -H20i: LT 

ttlCfil (%) :C. 56.10: H. 4.09: N. 17.07 

mmm (%) ic. 56.27: h. 4.21: n. 16.99 

1 H-NMR (DMS0-d6) 6 : 3. 1 2 (2H. t. J=7. OHz) . 3. 76 (2H. q. J 
=6.8Hz). 7.45(lH,br s). 7.50(lH.br s). 8.06-8.10(3 
H.m). 8. 21 (2H. d. J=8. 8Hz) . 8. 32 (2H. d. J=9. OHz) . 8.38 
(2H. d. J=8. 8Hz) . 9. 04 (1 H. t. J=5. 6Hz) . 1 0. 54 (1 H. br 
s), 12. 32 (lH.br s). 

[0 16 21 ##«7 4 
5- (4-7 5 y ^> V^>f ;U) 7 5 y -2-r4- (4-7 5 / ^> 

^;u)7 5y 3y^;ul^>X-< syy— ;u 

74a) 5-K>i;;u7|-^v^;U7Kx;u7 5y^m^ 
5-7 5ySm» (5.20g) ^4H ^Mit-t h 'J (13. 
5 ml) ICS«L. ifi<b*;U7R^>y+i/ (8.33 g) tm 
T^miti- h (11.5 ml) ^S/$?g;'«;5)<7;U*'Jtt 
*«l}#-r*<k5lcO"Clc)^fflL3S:35»<t>lraie. 0"C-e2ftffl 
3!)^**iffco J&Jt;*«^x-7^;u-e2ft.^^. IN ffi^^iin 

^TpH 2-3ICLX:. waited iWL. «;«LT. HIB^b 
^Jfa^fifeSea (10.13 g. ilxm91%) tLXntzo 
1 H-NMR (CDC 1 3) (5 : 1 . 56-1 . 64 (4H. m) . 2. 38 (2H. t. J=7. OH 
z). 3.22(2H.q.J=6.6Hz). 4. 78(1 H.m). 5.10(2H.s). 7. 
34-7. 37 (5H, m) . 

74b) 2-(4-/<>-:;/U7h^->^;u7Kxju7 5y :^^;u)-5- 

##«y74a) Tf#^*t/i:^b^!|«!l (5.03 g) tOMF (135) 
*THF (100 ml) lzm»L. 0°Clc.^aiL3B:3&^e>«<b:J-4^ 
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•*f*))i. (2.61 ml) *aTLr. 0"C-emfBlA^#*1f 
fco ?SJ«*5aEB*a. THF (10 ml) ic?g»L. COJg 

jft^4-^ha-i.2-:7x-u>i;rs> o.oe g) t h 

•JX^JUTS> (2.44 g) (DTHFj§5S (150 ml) *lcO°C 

;u*An^T. Sfffi1ft*5BlLfco ^ib^^fcH^*<!:p-h 
v;ux>x;U7t^>M— TKfQJtel (1.90 g) S hJUxXISO m 

;U'T?%,^Lr. HIB^bd1»$;lil«6iea (2.85 g. iR^ 

1 H-NMR (DMSQ-de ) 6 : 1 . 44-1 . 56 (2H. m) . 1 . 72-1 . 83 (2H. 
m), 2.89(2H.t J=7.2Hz).3.04(2H.q. J=6.8Hz). 5.00(2 
H.s), 7.33(5H.in). 7.64{lH.d, J=8.8Hz). 8.07(lH.dd.J 
=2.2 and 8.8Hz). 8.38(lH.d. J=1.8Hz). 
74c) 5->T 5 y -2- (4-7 5 y JU) /<>X^ S ^ ;U 
##«74b) T*»t>*tfc<b^«a (1.41 g) $THF (30 ml) 

(70 mi)icjS«L. io%/^^^;';7A8t* (0. 

20 g) ^JlD^r. **IIHStT15B#ra3£»Mt-Cffitta7C* 

$^1£B£LT. JlBB^b$ia£;iKt§&l@a (0.52 g. ift 
*67%) tLTfifco 

1 H-NMR (DMS0-d6 ) 6 : 1 . 32-1 . 47 (2H. m) . 1 . 65-1 . 80 (2H. 
m), 2. 56 (2H. t. J=6. 8Hz) . 2. 67 (2H. t. J=7. 2Hz) . 4.70(4 
H.br s). 6.42(lH,d. J=8.4Hz). 6.58(lH.s). 7.10(1H. 
d. J=8. 4Hz) . 

[01 63] 74d) 5- (4-— h □ ^> >>U) 7 ^ y -2-r4 

- (4-- h □ K > ^ ;u) 7 5 y 3y^;ui K 5 y -y- 
ik 

#%e))74c) X*ni*itzit^^ (205 mg) ^hUx^;u 
75> (0.35 ml) ^DMF (20 ml) lc5Sj»L. O^'Cfz)^ 
fflL3tfA<btS^b4-z: hP^>y-f ;u (390 mg) ^m?L 

0"Ct?3B#MA>**1ffco iSSt*aEB*&. ISfD 
aw* (30 ml) i:7K (30 ml) SJlDilT. mthm^^Vsi 
L. SIB«8^3N TkK^b:^ h 'J A (2 ml)-y^iy->U 
(10 ml) lc»«Lr. SSr*mM35i^g?*-tffcc SJKS 
^ES*«. tK (30 ml) <tlN ffiK**D^rpH8(cLyc 

^□■7 h^^:7-r-r*«aSL"C. esa^b^l&^llfe^fl 

(410 mg. iK$81%) <b: LT^ifco 
1 H-NMR (DMSO-ds ) <5 : 1 . 62-1 . 66 (2H. m) . 1. 81-1. 89(2H. 
m). 2. 79-2. 88 (2H. m) . 3. 18-3. 25(2H.m). 7.38(lH.d.J= 
8.4Hz). 7.48(lH,d. J=8.2Hz). 7. 99-8. 09 (2H. s) , 8. 20 (2 
H. d. J=8. 4Hz) . 8, 30 (2H. d. J=9. 2Hz) , 8. 37 (2H. d. J=8. 6H 
z). 8.82(lH.m)J0.47O/3H.s), 10. 53(2/3H. s). 12.16 
(IH. s). 



74e) 5- (4-7 5 y ;U) 7 5 y -2- [4- (4-7 S y K 

V ;u) 7 5 y ^ ^ y 

##fi«74d) vmi^^itzit^m (300 mg) ^>^y-;U 
(10 ml) IZ^ML. m/<=yiy^M.mm (40 mg) ^m?L 
X. *SgH«Tl8BtraAMtT»tta5c^ftofco Hz^ 

b^miz^^xmrn^^^Lfz^. sj^ssEB* 
L. >5iy-;u-w»x5^>u-e25fe?*Lr. aie^b^ias 

;«Slfe«Sfl^@<* (140 mg. 4X^53%) i: LTSfco 
mp 160-162**C 

10 Tc^^firfil 025 H26 N602 -0. 7C4H802 -0. 6H20<t LT 
(%) :C. 64.84; H. 6.42; N. 16.32 
(%) :C. 64.78; H. 6.41; N. 16.42 
1 H-NMR (DMS0-d6 ) 6 : 1 . 55-1 . 59 (2H, m) , 1 . 76-1 . 80 (2H. 
m). 2. 78-2. 86 (2H. ro) . 3. 15-3. 30(2H.ra). 5.52-5.71(4 
H. m) . 6. 52 (2H. d. J=8. 4Hz) . 6. 59 (2H. d, J=8. 8Hz) . 7. 39 
(2H.S). 7.56(2H.d. J=8.4Hz). 7. 72(2H, d. J=8. 8Hz). 8. 
01(2H,m). 9.72(1H,s). 

[01 641 7 5 

2- (4->t h ^ :7 X - JU) -5- (4-zi h P K > !/ JU) 7 5 

20 y sy^/— ;u 

75a) 2-(4-> h^->:7x^;U)-5-zi hpK>X-< 5^!/ 

4-— hP-1.2-:7x-U>v75> (7.66 g) th'Jx 
^;U7 5> (7.59ml)$THF (450 ml) \zm»L. 0"CIC 
)ftaL3Ej:;&<t>Jfi^b4-> h^v^>l/-<;u (9.80g) ^Ao 

0*tT?30». SSTf2.5»M36N#*tPfco 
lES^^. TKitfiafoaWTK (100 mi) ^tU^X. «rth^ 
S^aiLfco Ctt^^^y— ;u (400 ml) 4>IcBSL. 
mi&M (20 ml) ^»0^T19^Kira!»/)^^*1?tco 

30 $i^J£B£&. iafaaa7K$^^T«rmi^$^i&L. ^ 

«LT. S8B1bd1A$Stfiet»m(11.50 g. JK«85%) 

1 H-NMR (DMS0-d6) <^ : 3. 87 (3H. s) . 7. 1 6 (2H. dt. J=3. 0 an 
d9.2Hz), 7.73(lH,d. J=8.8Hz). 8. 12(1H. dd. J=2. 4 and 
9. 2Hz) . 8. 1 8 (2H. dt. J=3. 0 and 8. 8Hz) . 8. 43 (IH. d. J= 
2. 2Hz) . 

75b) 5-7 5y-2-(4-> h^->3y x-Ji.) /<>X^ 5 y 

nik 

##ffll75a) xnh>*itzit^^ (3.00 g) ^y^iy-;!. 
40 (150 ml) rzS»L. m/^'yiy'^J^Sim (0.40 g) ^ta 
pLX. 7K^S?fflaT2m^;!)^^tT^^ft4il7c^ troy-Co -tr 

^-f h5iaiCcfeor«a*»*Lfca. isasauB* 

Ltzo m^tifzm'S^^i^'Ji^^Ji^iJi'yl^^pa^ 
y-i-xm^LX. ®I2^b^«a*;ife«fel»5R (1.82 g. 
ift*68%) ti.xmzo 

1 H-NMR (DMS0-d6) 6 : 3. 82 (3H. s) . 4. 85 (2H. br s) . 6. 49 
(lH.dd.J=1.8 and 8.4Hz). 6. 67 (lH.br s). 7.05(2H.d. 
J=8. 8Hz) . 7. 23 (1 H. d. J=8. 4Hz) . 8. 00 (2H. d. J=8. 8Hz) . 
75c) 2-(4-> h4^->:7x-;U)-5-(4-— hPK>!/w^jU) 

50 7sy ^>x>r ^y-y— ;u 
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#%«75b) vm^tltzit^m (717 mg) th'jx^F^u 
(324 mg) $DMF(15 ml) l::iS«L. 0°Clc)%ffl 
L3ti:)!i<it)ifi<b4--KD^>\/>rJU (566 mg) **D^-C. 

y-JUT-atjtLT. HEib^ia^@fel»a^ (1.03 g. IR 
^88%) tLT^fco 
mp 289-29rc 

5u*»«ffil C21 Hi6 N404 -0. 3H20i: LT 

tt-lCffl (%) :a 64.05: H. 4.25: N, 14.23 10 

(%) :C, 63.96: H, 4.22: N. 14.33 
) H-^fMR (DMS0-d6 ) <^ : 3. 85 (3H. s) , 7. 1 3 (2H. d. J=8. 8Hz) . 

7.54-7.56(2H.m), 8. 12(2H. d. J=9. 2Hz). 8.20-8.25(3 
H.m). 8.39(2H.d. J=8.8Hz). 10.61(lH,s). 

[01 65] 7 6 

5-(4-75yK>^/^jU)T5y-2-(4-y h^->:7x- 

##C475c) r*»&*vfc<b^1S8 (200 mg) ^DMF (15 ml) 
IC»«L. 10%/^^v't?Aaig (40 mg) **Pitr. * 
^IIHaT14^ra3!)Mtr}8fltS7c$fTofco ir^-r h5 20 

b*tfcaStl^ U * ^*;u* ^ □ V h ^ -< — t? 

<b^!^*afet»5R (25 mg. 1H*14%) t LTlifco 
5cm^«rffl 021 Hi8 N4O2 -0. 5H20^ LT 
ttlffE (%) :C. 68.65: K 5.21: N. 15.25 
H^fi (%) :C. 68.35: H. 5.33: 15.46 
iH-NMR(DMS0-d6) d :3.84(3H.s). 5.72(2H,br s). 6.61 
(2H. d. J=8. 8Hz) ; 7. 10(2H. d. J=9. 2Hz). 7.50(2H.m). 7. 30 
74(2H.d. J=8.4Hz). 8. 09 (2H. d, J=8. 8Hz) . 8.18(lH.m). 
9.78(lH.br s). 12.60(lH,br s). 

[0 16 6] #*«7 7 
2-(4-b Kn^->:7x-;i^)-5-(4-z: hpK>y>r;u)7 

##«75c) -ef#^*ifc^b^!|ft (100 mg) ^ffi^b>^U 
> (70 ml) lc««L. -78°Clw^aL>Ei:A<e>=a<bl$5 
« (0.51 ml) *«IitT. -78°C-C?15^^. mS-CfA^ffl^^ 

UttlzLTA>&. «TUi«5*?)l»L. *i:>4iy->UT-S5t 40 
?*LT. Sia^b^«aSSIfet»5R (510 mg. 1R^76%)<!:L 

mp>300°C 

5c^^«rM C20 Hi4 N4O4 -0. ZHiOt LX 

ttifflt (%) :G. 63.26: H. 3.88: N, 14.75 

Umii (%) :C. 63.43: H. 3.63: N. 14.68 

1 H-NMR (DMS0-d6 ) 8 : S. 91 (2H. d. J=8. 8Hz) . 7. 42-7. 60 (2 

H. ra) . 7. 96-8. 20 (3H. m) . 8. 22 (2H, d. J=9. 2 Hz) , 8. 39 (2 

H. d. J=8. 8Hz) . 9.93(lH.s). 10. 50(1/3H. br s). 10. 60(2 

/3H.br s). 12.60(lH.m). 50 



[01 6 7 1 ##ffil 7 8 
5-(4-7SyK>-y^jU7Sy)-2-(4-fc: Ka^->37xx 

ju)^>x^5y-y-;u 

###17 7-ef#t)ti/c<b^!ta (150 mg) ^^^y-;u 

(30 ml) ICKSL. 10%/^7V';7Aa^ (30 mg) i&3lnix. 
T. 7K^f?aSlT19^FBl35MtTl*tea5c^fTo/ro ir^ 

r. SIBib^iasefe^SS (130 mg. 11X^94%) t LT 

mp 203-206°C 

TC^^^ttfii C20Hl6N402-H20^ LT 

ttlTft (%) :C. 66.29: H. 5.01: N. 15.46 

mmm (%) :a 66. 4i: h, 5.08: n. 15.29 

1 H-NMR (DMS0-d6) 6 : 3. 18 (1 H. s) . 5. 71 (2H. s) . 6. 61 (2 
H, d. J=8. 6Hz) . 6. 89 (2H. d. J=8. 6H2) . 7. 45 (2H.br s). 
7. 75 (2H. d. J=8. 8Hz) . 7. 97 (2H. d. J=8. 6Hz) . 8. 10 (1H.br 
s). 9.76(lH.s). 

[0 1 6 8] ##e!l7 9 4- r4- [5- CA-=. h □ ^ > JU) 
79a) l-K>-:;ju-2-(4-y K^i/:7x-;U)-5-- SDK 

v-;ufej:u:i-K>v;u-2-(4-y h^ex^^x 

#%«!l75a) -C?»t)*tfr^b^«5 (6.00 g) ^THF (200 m 
I) l:iiS»L. 0"Clw^a3L«fA^t>60%;4tt7K^ib:^h'j 
-t^A (1.79 g) **D*T. 0*'C-e20»3b^#*^ffco «<b 
-<>C;;U (3.98 ml) ^11DX.T. MST' 1 BtPa. ^?t)lc2 
2^MllDiH^SSSELtc. ;K$'>fiftaxfc&. m»i»E,S 

lC7KitBtKx^;u^3bDxT^ag*»«jL. TK^iiSfQfi 
LT. ®iB^b$!|acDS^!ta*Slfet»^ (4.26g. ift^53 

%) t Lxmzo 

1-K>i;>U-2-(4-y h + S/:7x->U)-5-:=. hP'OX'f 

1H-NMR(0DCI3) 5 : 3.87(3H.s). 5.51(2H.s). 7.00(2H.d 
t. J=2. 2 and 8. 8Hz) . 7. 06-7. 1 1 (2H. m) . 7. 24 (1H. d. J= 
9. OHz) . 7, 33-7. 38 (3H. m) . 7. 65 (2H. dt. J=2. 2 and9. 2H 
z) . 8. 1 5 (1 H. dd. J=2. 2 and 8. 8Hz) . 8. 74 (1 H. d. J=2. 2H 
z). 

1-^>v;U-2-(4-y K+->7x-Jl.)-6-- hP-^>X 

1 H-NMR (CDGI 3 ) <5 : 3. 87 (3H, s) . 5. 54 (2H. s) , 7. 00 (2H. d 
t. J=2. 2 and 9. 2Hz) . 7. 08-7. 13 (2H. m) . 7. 33-7. 41 (3H. 
ro). 7.63-7.70(2H.m). 7. 87 (1 H. d. J=8. 8Hz) . 8.15(1H. 

d. J=2. 2Hz) . 8. 23 (1H. dd. J=2. 2 and 8. 8Hz) . 

79b) l-^>i;;U-2-(4-b: Kp^->:7 x::iJU)-5-ii h P 

^>X^ syy— ;u feJ:tf: i-^>-:;;u-2-(4-b: Ka^-i> 
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##ff!l79a) T-f#btifcmiti*a);1^1& (2.03 g) 
<bpt^U> (40ml) lzS«L, 7;U=f>llfflftT-78-C 
lc;^a3L^*:A<i^> = a^b(55^ (1.07 ml) ^STL. -78 

Kx^;b^inx.r. ^iSia^5SiJ!fe. WttSi£»IXL. 

{* (2.00 g. S«M) i:L-C»fco 10 
fS^iaO)! H-NMR (DMS0-d6) <5 : 5. 69 (2H. S) . 5. 79 (2H. s) . 
6.91-8.53(24H.m). 

[01 69] 79c) 4-[4'-(1-K>e;;u-5-ii hP-OXY 
£ ^ V-;u-2-w- JU) :? X - JU1 ;r ^ ->§&et X ^ J: m 
-[4~(1-K>e;;U-6-:^ hPK>X^ 5^-7— JU-2-<Jl.) 

##«79b) -CS&tifcMttffOOa^l* (1.70 g) SDIIF 
(20 ml) icigjilL. KK^U't^A (0.82 g) SJin^ 
60"C-e30»Ax#*lffco 4-:^n^HKx^iK0.77 
ml) ^*n^T, 80"cr*20^ra;b>$*1f/co >S«l^aiEffl 20 
7K^ttMx^;u$JtoS.r. ««BS»»L. *<t 

sfeatt^Kia) (1.81 g. VLmm)tLxmz. 

4-[4-(t-K>i?;u-5-- hP-OX-f syv^— ;u-2-r 
JU) ^xx;u]:t^vSSKx^;U 

1 H-NMR (CDCI 3 ) <S : 1.26 (3H.t.J=7.2Hz). 2. 11-2. 17(2H. , 
m), 2. 53 (2H. t. J=7. 2Hz) . 4. 07 (2H. t. J=7. 2Hz) , 4.17(2 
H. t. J=7. 2Hz) . 5.50(2H.s). 6. 97 (2H. dt. J=2. 0 and 8. 8 30 
Hz). 7. 06-7. 10 (2am), 7.23(1H.d, J=9.0Hz). 7.33-7.3 
7(3H.m), 7. 63 (2H. dt J=2. 2 and 9. OHz) . 8. 15(lH.dt.J 
=2. 2 and 8. 8Hz) . 8. 72 (1 H. d. J=l . 8Hz) . 
4-[4-(1-^>v;U-6-- KP^>X-f S$ry~;u-2-^ 
JU) :7xxjH:J-+v|gKx^;u 

1 H-NMR (CDC 1 3) 6 : 1.26(3H.t. J=7. IHz). 2.14(2H.t.J= 
6.6Hz). 2.53(2H.t. J=7. 1Hz). 4. 07 (2H. t. J=7, 2Hz) . 4. 
17(2H.t. J=7.0Hz). 5.54(2H.s). 6. 98 (2H. dt. J=2. 0 and 

8.8Hz). 7,08-7. 13 (2H.m). 7. 36-7. 39 (3H. m) . 7.66(2 
H. dt. J=8. 8 and 2. OHz) . 7. 87 (1 H. d. J=8. 8Hz) .8.15(1 40 
H. d. J=1 , 8Hz) . 8. 24 (1 H. dd. J=2. 2 and 8. 8Hz) . 

[0 17 0] 79d) 4-r4-(5-T 5 > ^>X^ 5 ^'J—Jl.- 
2-^ ;u) -p X x;i.l ;j-^->eS^x^;u 
##«!l79c) T-?#t>*ifc«tttt:a);g^ia (1.00 g) *x 
^ly-JU (20 ml)-|t»x^^u (20 ml) lc»«L. 10% 
/i^zy'^J^etm (150 mg) ^AnitT. **S?H^T45*'C 

•ei5«Fra3()Mfci«jttja7c^ffofco •fe^^r h5aiz<feo 
Tflii«$R*^L. ?si«^iaiE®^^. mmji^jut^^n 

tSSLT. SK^b-frl^^/^tifitd^l^ (582mg. itR$79%) 

t LTSfco 50 



1 H-NMR (DMS0-d6)<5 : 1. 19(3H. t, J=6. 8Hz). 1.97-2.04(2 
H.m). 2.44(2H.m). 4, 06 (2H, t. J=7. 0 Hz) . 4. 85 (2H.br 
s), 6.49(1H.dd. J=1.8 and 8,4Hz). 6. 66(1H. brs). 7.0 
3 (2H. d. J=8. 8Hz) . 7. 22 (1 H, d. J=8. 8Hz) . 7. 98 (2H. d, J= 
8. 8Hz) . 

79e) 4-[4-r5-(4-x hpK>-y^;u)y K>X^ 5 

^ -y-ju-2-^ i ui y X :j-^i/i&eix^;u 

##Cij79d) V'^i^*ltzit^m (500 mg) <S:h'jx^;i. 
r S> (179 mg) ^THF (20 ml)-DMF (10 ml) ic^P 
L. 0°Clc>ftiPL>S:*<&«<b4-xhP^>y-r;K273 m 
g) ^iXiPiX. 0°CT-3B*H/)N^*1ffco S«t^»EB£ 

;tL. ffiltL. SfKx^;u/)Nt>BJeaLT. Sffi<b^«3 
*Stfet»*- (587 mg. J|X?^82%) t LTSfco 
mp 244-246°C 

Ttm^Vim 026 H24 N406 -0. 3H20^: LX 
tt-ICil (%) :C. 63.23: H. 5.02: N. 11.34 
(%) :C. 63.24: H. 4.89; N. 11.49. 
1 H-NMR (DMS0-d6) 6 : 1 . 20 {3H. t. J=7. OHz) . 2. 02 (2H. m) , 

2.45(2H.m). 4. 04-4. 1 4 (4H. m) . 7. 09 (2H. d. J=8. 8Hz) . 
7. 46-7. 57 (2H. m) . 8. 09 (2H. d. J=8. 8Hz) . 8. 16(1 H.m). 
8.22(2H.d. J=9.2Hz). 8. 39 (2H. d, J=9. OHz) . 10.55-10.6 
0(lH.m). 12.70(1H.br s). 

[0171] 8 O 

4- C4-[5-(4-7 5 y ^> ;U) 7 5 y ^>X-f 5 ^V— 

)\^2-^ jul :7 X x;u] ;f^->»»x^;u 

##Cil79e) r*^#^^^yc^b^!K!l (520 mg) ^DMF (15 ml) 

izmmL. m^^'piy^iKBtm mm) im?Lx. * 

^SfflStT21B#raAMtr}Sfi4il7c^^Tof-o -tr^^r 
iSlcj:oTft&»$Eeit£L. TK^^iL 
Wai«!l*5WL. K;*SL. >^y-;u-ftMx^;i. 
;6^t>lieaLT. ME<b^!B3*?ife»ifet»* (380 mg. 4R 
*78%) LTSfco 
mp 184-186"C 

Tzm^mm C26H26N404-o.5H20<k lx 

tt»fil (%) : C, 66.80; H. 5.82; N, 11.98 

mmm (%) :c. 67.10; h. 5.84; n. 11.53 

lH-NMR(DMS0-d6) (5 : 1 . 2 0 (3 H. t. J = 7. 2 
Hz) . 2. 02 (2H. m) . 2. 45 (2H. 
m) . 4. 02 — 4. 14 (4H. m) . 5. 72 

(2H, br s) . 6. 61 (2H. d. J=8. 
8Hz) , 7. 08 (2H. d. J = 9, OHz) . 

7. 3 8-7. 5 5 (2H. m) . 7. 74 (2 
H, d, J=8. 4Hz) . 8. 05-8. 16 (3 
H.m), 9. 79(1H. m). 12. 61 (1 
H, b r s) . 

[0 17 2] ##«8 1 

5— [4- rs- (4-^ hp^>y-f ;u)7sy ^> 

X^ £ 4r-y-;u-2-w- JUI 3^ xx;U;j-^->^mS^x^ju 
81a) 5-[4-(1-^>i^;u-5-— hP^>X-f ^^V—Ji.-Z 
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}\A -y X ^JUl ;f ^v^m^x^ju fe 5-[4- 
> v;u-6- - h □ K 5 ^ v^— ;u-2-^ ;u) ^ x -;u1 

##«iJ79b) -e^btttcStttSCDS^itel (1.03 g) *DMF 
(10 ml) lc?S«L. emiy')^lK (0.50 g) ^1S\7L 

r. 60°cr*30^;^)^^*1fyco 5-:^D^smKx^;u (o. 

52 ml) ^mfLX. 80°C-ei2^raA^#*lffco S»E*« 
^laSStfeaittfa (1.09 g. iR*77%) t LT»fco CO) 

IS. «-mi4{*^-fi5mKr*^fco 

5- [4- (l-/< > v;u-5-- K □ K >X-< 5 4r vr-;u-2-< 
>U) :7x-;u]:*-+v^^Hx5^;U 
1H-NMR(CDCI3) d : 1.26(3H.t. J=7.2Hz), 1 . 83-1 . 87 (4H, 
m). 2. 39 (2H. t. J=6. 6Hz) . 4. 02-4. 03 (2H. m) . 4.13(2H. 
q.J=7.2Hz). 5.50(2H,s). 6. 96 (2H. d. J=8. 8Hz) . 7.07- 
7.11(2H.m). 7.21-7.26(lH,m). 7. 34-7. 38 (3H. m) . 7.63 
(2H. d. J=8. 8Hz) . 8. 1 5 (1 H. dd. J=8. 8 and 2. 2Hz) . 8. 74 20 
{1H.d. J=2.2 Hz). 

5-[4-(l-K>s;;u-6-- hQ^>X>r 5 ;U-2-^ 

;u):7x-;u]:i-^i/SmK 

1 H-NMR (CDC 1 3 ) <5 : 1 . 26 (3H, t. J=7. 2Hz) . 1 . 83-1 . 87 (4H. 
m). 2.40(2H.m), 4.03(2H.m). 4. 15(2H.q. J=7.0Hz). 5. 
54(2H.s). 6. 98 (2H. dt. J=2. 0 and 9.0Hz), 7.08-7.13(2 
H. m) . 7. 34-7. 39 (3H. m) , 7. 66 (1 H. dt. J=2. 1 and 9. OH 
z). 7.87(1H,d, J=8.8Hz). 7. 82 (1 H, d, J=2. OHz) , 8.24(1 
H. dd. J=2. 2 and 8. 8 Hz) . 30 

[0 17 3] 81b) 5-[4-(5-7Sy K>X-< syV-;U- 
2->r JU) 3^x^;ul:j-^v^m^x^;u 
##«81a) T*ff «S,ttfcmtt»(DS*1ft (580 mg) 

^y-;u (15 ml)-i^Kx^;u (15 ml) 10% 

/^^v-^^AK* (100 mg) SinifC. 7K*IIHaT45**C 
-e20B#^;bN(trmMa7c*fToy::o -tv-f K^ifilCcfeo 
Tfl!&«$E»£L. S«^$»ES£^. ifKx5';U;&NP>^ 
ISaLT. SSIbd^g^SKtieiea (350mg. JK«81%) 
it LT4#fco 

1 H-NMR (DMS0-d6) 6 : 1.18 (3H.t.J=7.0Hz). 1.73(4H.m). 40 
2. 38 (2H. t, J=7. OHz) . 4. 04 (2H. t. J=7. OHz) . 4. 90 (2H. b 
r s). 6.47(1H.dd. J=1.8 and 8.4Hz). 6. 62(1H. d. J=1. 8 
Hz), 7. 03 (2H. d. J=8. 8Hz) . 7. 25(1H. d. J=8. 8Hz) . 7.96 
(2H, d. J=8. 8Hz) . 12. 09 (lH.br s). 
81c) 5-r4-r5-C4-- haK>l/^;u)T^/-<>X-< 5 
y y-JU-2-^ JUI Z? X XJU1 ;f ^i>wm^x^ 
#%«81b) T?»btifc<b^«l (300 rag) iihUx^^u 
T5> (103 mg) ^THF(20 ml) li:i§«L. 0**C[c>f^iPL 
3£f3b<t>mib4-^ hP'O^Z-f ;U (158 mg) ^^DifC. 0 
'^CT-Z^ra. S^a■C60ftMA^#*-tf/=c ««*i«IEH3c 50 



/^L. l£JtL. ftKx5^;u;bxe,SjSaLT. SE^b^l^ 
*afet»3R (370 mg, JR*87%) t Lrf#fco 
mp 255-257°C 

7C*»«Tffl 027 H26 N406 t LT 

tt§:fil (%) : C, 64.53; H. 5.21; N. 11.15 

mmm. (%) :c. 64. 4o; h. 5.05; n. 11.15. 

1 H-NMR (DMS0-d6 ) 5 : 1 . 1 9 (3H. t. J=7. OHz) . 1.75 (4H. m) . 
2. 39 (2H. m) , 4. 01 -4. 08 (4H. m) . 7. 09 (2H. d. J=8. 8Hz) . 
7. 50-7. 57 (2H. m) . 8.10(2H.m). 8.22(3H.ra). 8.38{2H. 
d. J=8. 8Hz) . 1 0. 60 (1 H. m) . 1 2. 65 (1 H. br s) . 

[0 17 4] 0^mez 

5- r4- r5- (4-7 5 y ^ > -7 ^ ;u) T 5 y ^ 5 y 

JU-2-^;Ul :7xx;Ul:t-4^->^mKx^JU 
#^0iJ81c) T-|#t)*Ly-^b^«3 (350 mg) ^DMF (10 ml) 
10%/<^v'!;AettS (50mg) S^nx.-C. * 
^l?HaT18B#raA^ltT^fft6S7C^^Tofco -b^-<h5 

"C. «fH3l»$?>l»L. K«L. p«^y-^U-ftMx^;u 
VSt^LX. aiB<b^iK5i£efet»^ (262mg. itt*80%) 

mp 212-214°C 

7C«»«fffl 027 H28 N404 - 0. 3H20 1 L-C 

ttltfil (%) :C, 67.85; H. 6.03; N. 11.72 
H^IM (%) :C. 67.86; H. 6.07; N. 11.52 
' H-NMR (DMS0-d6)<5 : 1. 19(3H, t. J=7.0Hz). 1.75(4H.m). 

2.39(2H,m). 4. 01-4. 12(4H, m) . 5. 71 (2H. br s). 6.61 
(2H, d. J=8. 8Hz) . 7. 08 (2H. d. J=8. 8Hz) . 7. 39-7. 54 (2H. 
m). 7. 74(2H.d, J=8.4Hz). 8. 04-8. 1 7 (3H, m) . 9.79(1H. 
m). 12,60(lH.br s). 

[01 75] 8 3 

4-rN-r2-r4-(4-> h^->:fa;U7H^;uK>!/>f ;u) 7 5 y 
-y x - JU1 K 5 y Jbl -5-W- JUI 7 5 y ^ JUtKx 

^U3^^;u»>5^;u^y (793 mg) i:DMF (lifi) *THF 
(20 ml) lci§«L. ffi<b:J-^-»f UJU (0.42 ml) ^t&T 

i^tifzmmm^. thf oomi) icsibl. ;ia>?sia*# 

%ffillb) T*f#t>*i/c^b^«3 (449 mg) i5:h'jx^;u7S 
> (448 mg) a)DMF»?a (10 ml) H3|cO**Clw>&a] L«C3!i< 
t);lSTLT. 0°C-e2B#ra. ^^TM6B#raA>^*-lf fco 

55iL. y 5iy-;u-Cj5fe,^L-C. S85^b^!K3*efet»5R 

(850 mg. JR^77%) tLXmtzo 
mp>300\: 

7c*»«ffi& C31 H24 N406 -0, 4H20<!: LT 
ttltfil (%) :C. 67.00; H. 4.50; N. 10.08 

mmm (%) :a 67.13; h. 4.35; n. 10.30 

1 H-NMR (DMS0-d6) 6 : 3. 91 (6H. s). 7. 51-8. 24(15H.m). 1 
0.50(1H.m). 10.66(lH.s). 12.80(lH.br s). 
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[01 76] 8 4 

#*«83)f4#t>*tfc^b^ia (100 mg) *3f4«y-;i. (1 

0 ml) icSSU. :^h'J'5A> h+vK (10 mg) ^JP 
^T. S^T?18B#ra3&N$*1ffco Sj«$attB*». IN 

(36 mg. i|R*31%) i: LT»fco 

mp>300°C 

7C^^«f{i C37 H36 N406 -0. 5H20^ LT 
ttim (%) :C. 69.25; H. 5.81: N. 8.73 
(%) :C, 69.30; H. 5.64: N. 8.97 
1 H-NMR (DMS0-d6 )6 : 0. 96 (6H. t, J=7. 2Hz) , 1 . 40-1 . 51 (4 
H,m). 1.67-1.78(4H.m).4.33(4H.t J=6.6Hz). 7.51-8.2 
3(15H,m), 10.46-10.66(2H,m). 12.80(lH.br s). 

[0177] 8 5 

4- [N-C2- [4- (4-:^ Ji^M^ ^ h K > -7^ JU) 7 £ y :7 x 

-;u]^>X^ 5 -y-y— ;ul- 5-^ ;u] 7 £ y * ;i/;t?— 

^^mB2)vmh>titzit^m (200 mg) *2N 7KK^b:^h 
•; -t? A (2.5 ml) -y^y— ;u (15 ml) IcBSL, 80"C 

T?i5^ia*^#*iffco «rmi»*5aL. k«ilt. sib 

^b^ia^Hfeta* (159 mg. J|R^74 %) t LT^fco 
mp>300**C 

Ttm^Vrm 029 Hi 7 N4Na306 -0. 9H20i: LT 
itS-m (%) :C. 57.80; H. 3.14: N. 9.30 
mmm (%) :C. 58. 07: H. 3.48; N. 9.26 

1 H-NMR (DMS0-d6 )6 : 6. 90 (1 H, d. J=8. 8Hz) . 7. 1 5-7. 42 (1 
OH.m). 7.64(2H.d. J=8.2Hz), 7. 70 (2H. d. J=8. 2Hz) . 

[01 78] 8 6 

5- (4-y h^i/K>V^;u)7£y-2-(4-y h^->:7xz: 

##e!l75b) -e^^tt/clb^ftl (250 mg) t h U X5^;u 
75> (127 mg) ^DMF(lOml) lcjt«L. 0'Clz)ftiPL 
>S;£i<t>«lfc4-y h4^i/^>!/>f;U (178 mg) ^Afl^T. 

o^T?3o». Ma-e6«Fra3bN#*iffco »«e*«eb* 

(199 mg. IK^51 %) t Lxmtzo 

mp 226-228**C 

5cm»«ffil C22Hi9N303-0.3H20i: LT 

(%) :C, 69.75; H. 5.22; N. 11.09 
(%) :C. 69.67; H. 5.13; N. 10.97 
1 H-NMR (DMS0-d6) 6 : 3. 85 (6H. s) . 7. 07 (2H. d. J=9. 2Hz) . 
7. 12(2H,d. J=9,6Hz). 7.52(2H.m). 8. 00 (2H. d. J=8. 8H 
z). 8. 10(2H.d, J=8.8 Hz). 8.16(lH.s). 10.12(1H. s). 
[01 79] 8 7 

4-rN-r2-(4-y h^->:7xiiju)/<:^x^ 5yv-;u-5- 



t'U'i^^^uK^ y y ^;ux7.x;u (207 mg) ^dmf (i 

tSS) $THF (20 ml) lcS»L. ffi^b^T^^lfU^U (0.1ml) 
^iSTLT. SST19B#H;!j>^*iffco ?gj«^^IES 
^LTftib^itcSSJlSlSTHF (5 ml) lcS«L. C(Dj8 
##«i]75b) X-'^i^titzit^m (250 mg) <!: h U 
x^;U7£> (116 mg) (DDMFjSia (10 ml) «lzO**Clz 
;1^iPL<j:A<ibaSTLT. 0*t:T30iJ'ra/* e)fc^aT3 
^ra;(>'$^-^fro ^»^$^1£S£&. t^lOSBTK^^K^ 
10 Jnx-T. Srai«»*5»L. «;«L. B»x^;UTa5*L 
T. eiB^b^iaSllfet»5R (351 mg. ite^84%) i: LT 

mp 266-268°C 

7c%^«t11 023 Hi9 N304 -0. lH204h LT 
tt^fil (%) :a 68.51: H. 4.80: N. 10.42 

mmm (%) :c. 68.45; h. 4.72; n. 10.38 

iH-NMR(DMS0-d6)<^ : 3. 53 (3H. s) . 3. 6 

0 (3H. s) . 6. 79 (2H. d. J = 9. 2H 
z). 7. 17-7. 25 (2H. m). 7. 76 

20 — 7. 8 9 (7 H, m) . 
[ O 1 8 O ] ##M 8 8 
' 2- (4- t e r t -•:y^^U-7xXjU)-5-(4-x hPK 

>!/W^JU)7 5y ^>X>r 5^!/— JU8 8a) 2-(4-tert-3y 

4-xhP-1.2-'7xXU>v7£> (3. 00 g) t h 'J X 
^;i.7 5> (2.38 g)STHF (150 ml) lzi8«L. 0"Clc 
.^a]L<fA<^ie^b4-tert-::^^^;u^>y-f ;u (3.85 g) 
SaSTLT. 0**CT30^. SjaT3KM36^^^1fyio « 
«*attS^». l&fD«W7Ki:7K**nx.T. Vith^^^ 
30 5JLfco f#t»*ifcHi*i: p- h^Ux>;^;u4^>M-7KfO 
«S (3.80 g) $h;ux>(200 ml) rc|S»L. 17^mtt) 

T. «raitt*5»L. lESLfco #t)tLfcaS!^« vU 
:^y;u:f3^A^n7 h^^37>r-Ta»LT. MIEib^ 
^*«fet»* (5.55 g. Jtt*96%) tLTfifco 

1 H-NMR (DMS0-d6) 6 : 1 . 35 (9H. s) . 7. 62 (2H. d. J=8. 4Hz) . 
7. 75 (1 H. d. J=8. 8Hz) . 8. 1 0-8. 1 8 (3H. m) . 8. 46 (1 H. s) . 

88b) 5-7£y-2-(4-tert-:^^JU->>xx;u)K>X-< 5 

40 ##W88a) vmhytitzit^m (3.20 g) ^ftMx^ju 
(200 ml) {z1]U?L^ 10%/^^vOASt* (0.40 g) ^*n^ 
T. 7K*S?ffl»T18Kra;6^ltT}Sttia7uS'tTofco -b^ 
>f h5iai::cfcoTfi4«^^*Lfc^. m^^mmm^L 

Xs sia^b^ia^sfeJisa (3.00 g. saw) tLxm 

fee 

1 H-NMR (DMS0-d6) <5 :1.32(9H.s). 4. 94 (2H.br s). 6.48 
-6.58(1H.m). 6.64-6.78(1H,m), 7. 15-7. 30(1 H.m). 7.4 
8-7.54(3H.m), 7. 96-8. 04 (2H. m) . 12.18(1H.br s). 
88c) 2- (4-tert- :7 X x ju) -5- (4-x h n K > ^y ^ 

50 JU)75yK>Xw-5^-y-JU 
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##ff!l88b) vm^titzit^m (1.17 g) i:hUx^;u 
T5> (0.54g) ^PKx^;u (100 ml) icJg^L. 0 
°ClZ7%S^Ltj:t^i^mit4'-ha^»/^}l. (0.82 g) ^ 
jDx.r. 0'C■C3^F5;{)^^*1ffco ®«^aES*^. 

Kx^;u-e25t?*LT. SS5<b^!ta$efet»5K (1.39 g, 
ilR*76%) tLXmzo TC^iJ^fffil C24H22N403-H20t L 
T 

ttKd (%) :C. 66.65; H. 5.59; N. 12.95 

mmm (%> :C. 66.83; H. 5.74; N. 13.06 10 

1 H-NMR (DMS0-d6) 6 : 1 . 34 (9H. s) . 7. 50-7. 65 (2H, m) . 7. 

57 (2H. d. J=8. 4Hz) . 8. 09 (2H. d. J=8. OHz) . 8.22(2H.d.J= 

8.8Hz), 8.22(lH.m). 8. 39 (2H. d. J=8. 8Hz) , 10.62(1H. 

m). 

[01 81] 8 9 

5- (4-7 5 / ^ > yr^ ;u) T 5 y -2- (4-tert-:/^;u:7 X 

#%e!188c) r*»t>*ifc<b^!|a (1.00 g) SKKx5^;u 
(50 ml)->4ry— (100 ml) lc»«L. 10%/<^i/';7 

j^etm (0. i4g) $/ni7t-c. *^sfflftT3^ra3{)^itr 20 

L. >S«$SEBa&LT. SIH^b^iasafet»3S (0.92 
g. iR*99%) i:L-C#fco 
mp 179-182**C 

TL^^Wfil C24 H24 N40-0. 5H20<!: LT 

tflTfiS (%) :a 73.26; 6.40; N. 14.24 

mmm (%) :c. 73.30; h. 6. 10; n. 14.21 

1 H-NMR (DMS0-d6) 6 :1. 34(9H. s) , 5. 70(2H. br s) . 6. 61 
(2H. d, J=8. 4Hz) , 7.50(2H.m). 7. 56 (2H. d. J=8. 4Hz) . 7. 
74(2H.d. J=8.4Hz), 8. 08 (2H. d. J=8. 4Hz) . 8. 16(1H.s). 30 
9.79(1H.s). 

[0 1 8 2] #%^9 O 
5-(4-x h □ ;u) 7 5 y -2-(4- h U :? JU:^ P ^ ^ 

90a) 5-.=. h a-2- (4- h u □ > ^;u:7 x — ;u) ^ > 

4-x hP-1.2-:;x:ru>i?7 5> (3.06 g) h U x 
^;U7 5> (2.43 g)*THF (170 ml) lc»«L. 0°CIC 

L ia^b4- K 'j :7 ;u:^- p p« > y ^ ;u (4. 
17 g) ^SSTLT. 0"C-e30«'M. M^AV 3^Slt^^^ 40 

mm^hVSLLfzo »e>*ifcHtt:4:p- h^Ux>x;U7t^> 
K-*fD«3 (3.80g) ^h;ux> (250 ml) icK^L. 

mt&it^^in^Vi^ (5.91 g. JK«96%) tLxm 

fZo 

1 H-NMR (CDC 1 3 + DMS0-d6 )6 : 7. 60 (1 H. m) . 7. 79 (2H. d, J= 
8. 8Hz) . 8. 21 (1H. dd. J=2. 0 and 8. 8Hz) . 8. 37 (2H. d. J= 50 



8.8Hz), 8.70(1H,m). 

90b) 5-7 5 J -2- (4- h U -yii^-t P > ^;u:7 x =.}[A ^ 1/ 

#%«90a) Xm^tlfzit^^ (3.00 g) *>^y-;U 
(150 ml) \zm»L. m^<=7i^0JxStm (0.33 g) SiD 

LT, muit^^^^m&m^MtLxmtz (2.74 g. 

1H-NMR(CDCI3) 6 : 3. 80(2H. br s). 6. 72(1H. dd. J=2. 2 a 
nd8.4Hz). 6. 84(1H. brs) . 7. 50(1H. d. J=8. 4Hz). 7.69 
(2H. d. J=8. OHz) . 8. 09 (2H. d. J=8. 0 Hz) . 

90c) 5- (4-x h p ^> y>r ;u) 7 s y -2-(4- h u yjUTt 

P > ^)i.z? X - jj.) ^>X-Y 5 y 
##WOb) T-I#t>*ttc^b^!^ (0.85 g) ^hUx5^;u 
75> (0.37 g) STHF(70ml) lziS»L. 0**Clz)ftaiL 
<f/)<f>«ib4-xhP-<>y-f;i/ (0.57 g) imTiX. 0 
°C-e30»H. m}^X}b^mt}^^^iffzo i8«SaES^ 

L. PKx5^ju/)>/b^SSLT. S8B^b^«3^llfet»S5 
(0.95g. 1R*73%) tLXmzo 
mp 267-268°C 

7cS»Sfll C21 Hi3 N4F3O3 ^ LX 
tfJtfll (%) :a 59.16; H. 3.07; N. 13.14 
(%) :C, 58.94: H. 3.17; N. 12.98 
1 H-NMR (DMS0-d6) 6 : 7. 58-7. 67 (2H. m) . 7. 92 (2H. d, J=8. 
4Hz), 8.21-8.41 (7H.m). 10. 63 (IN. s). 
[01 83] 9 1 

5-(4-7 5y ^>^/>rju)7 5y-2-(4- h u :7;u;j-py^ 

;u7xx;u)^>X^ 5^ 

##«90c) -e»&tifc<b$«5 (0.48 g) *»»x^;u 
(20 ml)-y ^y— ;u (20 ml) iri§«L. 10%/<^v'!;A 
atm (60 mg) SlraifC. *mgHaT3KMAMtr» 

PSii^i^ES^LT. iilB{b'&ia^1@&«iai^@tt: (0. 
45 g. ^aW) Lr#fco 
mp 288-289°C 

7c*»«ffll C21 Hi5N4F30-0.4H20<t LT 
ItlTfl (%) : C. 62.50: H. 3. 95: N. 13.88 
(%) :C. 62.73; H. 3.78; N. 13.58. 
1 H-NMR (DMSO-de) 6 : 5. 73 (2H. br s) . 6, 62 (2H. d. J=8. 6H 
z). 7. 50-7. 61 (2H. m) , 7. 75 (2H. d, J=8. 6Hz) , 7. 91 (2H. 
d.J=8.6Hz). 8.23(1H.s) . 8. 36 (2H. d. J=8. OHz) . 9. 83 (1 
H, s). 

[01 84] 9 2 

2- C4-f ^jyu 7K4^ 37 X -;u) -5- (4-x K P K > 

;t/) 7 5 y ^>X-< 5 y VT— ;b 

92a) 2- C4— < V :^ P 7^4^ :7 x =l)[.) -5-ri K P ^ >X>r 
4-< v:^a7K^i^SJ&SK (3.78g) i:DMF (IJB) *T 
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HF (40 ml) ICS«L. 0''C\z7^SiLtj:t^k>mt*^'^') 
)V (1.92 ml) *;*aTLT. 0"CT* 1 M;M'ei6B#ra 
3bN#*lffco S!tt*aHS*L-Cl&e>*tfcSIB«3STHF 
(5 ml) lc?§»L. C<7)}§i«^4-z: hP-1.2-:7x^U> 
vT5> (3.06 g) i:hUx^;i.rS> (2.43 g) (OTH 
FSia (200 ml) «lcO°Clz)^aiLti:/)<b;iaTLT. 0"C 

ftWSW*i:7K**niLT. «rffi1«5^ ^BiLfco f#t>*tfc 
Hit:<S: P- h;ux>x;U;n>K~7K?a!ta (3.80 g) $ h 
;ux>(200 ml) izfiSL. 18B$mtt]!^iS3!lLfco 10 

-f-T*«S!Lr. HSB<b$J^^II«fe«aj^H«: (5.99 

g. ssw) t\^xmfz. 

1H-NMR(CDCI3) (5 : 1.34(3H.s), 1.37(3H,s). 4.62(1H. 
m). 6. 97 (2H. dt. J=2. 2 and 9. 2Hz) . 7. 60(1H. d. J=9. 2H 
z). 8.04(2H.dt J=2.2 and 9.0 Hz). 8.16(lH.dd. J=2.2 
and 8.8Hz), 8, 45(1H. d. J=l. 8Hz). 
92b) 5-T 5 y -2- (4->r V 3f □ 7K^->3y x x Jb) K r/X^ 

sy-y-iu 20 

##ffi|92a) -CSfe+tfe^b^iftl (2.50g) 

(70 ml)lci§»L. 10%/^^i;'t?Aj«* (0.25 g) ^ISItL 

X. *msfflsiTi5^raA^ctTS<ttja7c*ffofco iz^. 

T. eSB^b^^a^l^fiftSf^lii^ (2.17 g. i&$96%) 

1H-NMR(CDCI3) <5 : 1.32(3H.s). 1.35(3H.s). 4.57(1H. 
m) . 6. 63 (1 H. dd. J=2. 2 and 8. 4Hz) . 6. 80 (1 H. d. J=1 . 8H 
z) . 6. 90 (2H. dt. J=2. 2 and 8. 8Hz) . 7. 41 (1 H. d. J=8. 6H 
z) , 7. 92 (2H, dt, J=2. 8 and 8. 8Hz) . 30 
92c) 2- (4-^ V ::^a 7K^-> :7 X x ju) -5- (4-n h p 
!/-<;i/)T5/^>X^ 

##ffi|92b) T*»&nfc<b^«!l (1.00 g) ith'JX^^U 
T = > (0.45 g) $THF(50 ml)-ftKx^;U (50 ml) Ic 

?g»L. 0**Clc>&aiL3S:*<t)ffl^b4--hP^>V^-f;u 
(0.69 g) ^ftJilT. O'CTSO^^, Mia-e3^Pa/)N^*1? 

1^$51KLs $£«iL. »fix^;U3()x&lll^aLT. SIB 

^b^!tai&Sfet»* (1.37 g. iR^88%) <tLTl#fco 

mp 296-298°C ^ 40 

7c^»Sffl C23 H20 N404 LT 

tt-M^ffi (%) :a 66.34: H, 4.84; N, 13.45 

mmm (%) :C. ee.os; h. 4,96: n. 13.42 

1 H-NMR (DMS0-d6) d : 1 . 30 (3H. s) . 1 . 33 (3H. s) . 4. 73 (1 
H.m). 7. 07 (2H. d. J=8. 8Hz) , 7. 48(1H. d. J=9. 2Hz). 7.55 
(IH.d. J=8.8Hz), 8. 07 (2H. d. J=8. 8Hz) . 8.16(lH,m). 8. 
22 (2H, d. J=8. 8Hz) . 8. 41 (2H. d. J=8. 6Hz) . 1 0. 58 (1 H. br 
• s). 12.65(1H.br s). 
[ O 1 8 5] ##M 9 3 
5- (4-7 £ y K ^ ;u) 7 5 y -2- (4-W^ ^Jrfu 7H4r-> -y 50 



#%«9 2 c) XnhUxtzit^m (0.60 g) ^KKX 
^}\. (15 ml)-j»«^«y-;u (15 ml) lc5S«L. 10%/^^ 
v'!7A@tm (0.08 g) ^ADxT. 7K^SHftT3^FBlAx 

SSI^MIEe^Lr. ffiiS^b^!tei^*ife»SJ^S 
i* (0.45 g, JR^80%) tLT^fc o 
mp 157-159*^ 

Ttm^^m 023 H22 N402 -0. 5H20i: LT 
tt^ffi (%) :C. 69.86: H. 5.86: N. 14.17 

mmm (%) :c. 69.70; h. 5.78; n. u.oe 

1 H-NMR (DMS0-d6) d : 1 . 30 (3H. s) . 1 . 33 (3H. s) . 4. 72 (1 
H.m). 5. 71 (2H.br s). 6. 61 (2H. d. J=8. 8Hz) , 7.06(2H. 
d. J=9. 2Hz) . 7. 46 (2H. br s) . 7. 74 (2H. d. J=8. 8 Hz) . 8. 06 
(2H. d. J=8. 4Hz) . 8. 10(1 Km). 9.76(1H.s). 12.60(lH.b 
r s). 

[0 1 8 6] ##049 4 

5- (4- vx5^ juy 5 y K > -/>r ;u) 7 5 y -2- (4-^ v :>'a 

7K^-> 37 X x;u) K >X^ 5 y -y~;u 
##e!l92b) X%i^i(Xfzit^m (0. 54 g) (t4-vX5^;u 
75-/SS#M (0.41g) $DMF (10 ml) lcjS»L. 0"C 
|c?fta]L<i:?b^t)V7y yA/Kvx^;u (0.34 g) (DDMF 

(2 ml) SaTUr. 0*'C-ei5»;5^**-lffco f»6 

*i*}E$s*rchgx^;u7 5> (o.24g) Sfti^r. ^ 
> (0.26 g) sfti^T. ma-ei6Btra)b^&*iffro »» 

it>;£l^&^«SaL'C. afB^b^^j^RfilSa (0.30 g. 
1R^34%) tK^xmtzo 

7C*»«ffii 027 H30 N402 t LT 

tt»fll (%) :C. 73.28: H. 6.83: N. 12.66 

mmm. (%) :c. 73.43: h. 6.83: n. 12.58 

1 H-NMR (DMSO-de) d : 1 . 14 (6H. t. J=7. OHz) . 1 . 30 (3H. s) . 

1.33(3H.s). 3. 43 (4H. q. J=4. 8Hz) . 4. 72(1 H.m). 6.72 
(2H. d. J=9. 2Hz) . 7. 07 (2H. d. J=8. 8Hz) . 7. 38-7. 55 {2H. 
m). 7. 87 (2H. d, J=8. 8Hz) . 8. 03-8. 1 9 (3H. m) . 9,85(1H. 
m). 12.53(lH,br s). . 

[018,7] 9 5 

2- (2-y h 4^ 37 X X JU) -5- (4-x h □ K> -y ^ ;u) 7 £ 

95a) 2-(2-> h4^i>37xxju)-5-x hDK>X^ sy-y 
— ;i/ 

4-x hD-1.2-:7x:=:U>v7£> (3. 06 g) h ' J x 
5^;U7£> (2.43 g)$THF (180 ml) lciS«L. 0*»CIC 
Jf^*PL>^d:A<^^<b2-> h^vK>^/-<;u (3.41g) 
TLT. 0°CT-30». M;ari6B$ra;!)x^*1ffcp iSi«* 



(54) 



i|#Ba200(H)95767 



fco f§e)*LfcB»t p- h;ux>x;u7h>»-*Si!Bi 

(3.80 g) ^h;ux> (200 ml) fc»iSL. 19B#rBl»Df!& 

(5.19 g. 11X^97%) tLXmtzo 
1 H-NMR (DMS0-d6 )d : 4. 05 (3/2H. s) . 4. 08 (3/2H. s) . 7.1 
6(lH,m), 7.28(lH.m). 7. 53-7. 57(1 H.m). 7.80(lH.m). 
8. 12(1H.m). 8.37(lH.m). 8.53(1H.m). 12.80(lH.br 
s). 

95b) 5-T5y-2-(2-^ h^->:7 x -;u) ^ y-/ 

— ;u 

#%«95a),r*»t»ttfc<b*«8 (3.00 g) $>4iy-;u 
(100 ml)-i^ffix^;K200 ml) IzSSL. 10%/^^v'!? 
(0.58g) SJto^T. *«SSlfflftT5ftra;!»^ltr 

<f^:7-r-T?»HLr. HE<b$«3^flafetaa^ (2.55 

g. i|R^96%) tLXmtzo 

1 H-NMR (DMS0-d6)<5 :3.99(3H.s), 4.68(2/3H.br s). 4. 
92(4/3H,br s). 6. 49-8. 31 (7H. m) . 11. 55 (lH.br s). 
95c) 2- (2-> h ^ :7 X X JU) -5- (4-x h P /< JU) 

#%ffll95b) r*f#t)*ifc^b$!K8 (1.00 g) i:h»jxf^;u 
T5> (0.51 g) *THF(100ml) lc»»L. 0°ClcH^ffl 

L<i:3!)<t)^^b4-^ hP^>y-f ;u (0.78 g) ^Aa^r. 

L. B»x^;uT*ifc?^L-C. H8B<b^«a*Stfet»5S (1. 
42 g, J|K^88%) i: LTlifco 
mp 282-283**C 

5u«»«Tfll 021 Hi6 N404 -0. 2H20i: LT 
ttim (%) :C. 64.35; H. 4.22: N. 14,29 
(H) :C, 64.37; H, 4.15; N. 14.15 
1 H-NMR (DMS0-d6) 6 : 4. 04 (3H. s) , 7. 1 1 (1H. t. J=7. 8Hz) . 

7.25(lH.d, J=8.8Hz). 7.40-7.64 (3H.m). 8.22 (2H. d. 
J=8.4Hz), 8.13-8.40(2H.m), 8. 38 (2H, d. J=8. 4Hz) . 10. 
55-10. 61 (lH,m). 12.16(lH.m). 

[01 88] 9 6 

5-(4-75yK>-y^jU)7Sy-2-(2-> h^->3^x::: 

;u)x>xw'5-sry-jb 

#%eq95c) xmh^tifzit^^ (0.50g) ^|fKx^;u 
(50 ml)-y 4iy — ;u (100 ml) lcS»L. lOV^^i;'!? 
J^Sim (70 mg) $-^ra^T. 7K^I?;BiaT4B#^ANCfC 

L. »«t$iti£B£Lr. sfle4bdi«i$§Kfie«ia^a 

«: (0.46 g. m&m tLXmtzo 

Ttmi^^m 021 His N402 -0. 5H20-0. 2C4H802 1 LX 
ttSfil (%) :C. 68.01; H. 5.39; N. 14.55 

mmm (%) :c. 68.19; h, 5.41; n. 14.42 

1 H-NMR (DMS0-d6) 6 : 4. 03 (3H. s) . 5. 70 (2H. br s) . 6. 62 



(2H. d, J=8. 4Hz) . 7. iKlH.t. J=7.4Hz), 7. 22(1H. d. J=8. 
6Hz). 7. 35-7. 57 (3H. m) . 7. 75 (2H. d. J=8. 8Hz) . 8.34(2 
H.m). 9.80(iam). 12.07(lH.m). 
[01 89] 0%m 9 7 

2- (3-> h 4^ -> :? X x;u) -5- (4-x h p K > yr^ ju) 7 5 

97a) 2-(3-> h4:-->:7x-;u)-5-xhp/<>Xw^5^!/ 

3- > h+v^mSK (3.20 g) tmf (IS) ^THF (20 
10 ml) lzS«L. 0*^lc.^a]LJS:A<&ffl<b:f*1fU;u (1. 

92 ml) ^j'STUr. 0''CT*30». ^^XQBmt^^^H 
fco Sj«*aiE9*LT»e)tifcH(**THF (10 ml) Ic 
?g«L. Z(7)i§;'«^4-- hP-1.2-:7x- U>vTS> 
(3.06 g) i:h'Jx^;UT5 > (2.43 g)a)THF5S» (180 
ml) 4>(zO**Clz?ftaiL?S:3{)<t>;*STLT. 0^CT-30«'Pa. 

m^x^.smmt^^^atzo i»ts^^mE.@^^. laios 

W^itTK^iD^T. «fUi!tei^51SLfco f#b4xfc@<*<!: 
p- h;i/x>x;U7t^>K— *fDia (3.80 g) $h-^ux> 
(200 ml) (CfiSL. 4^mADf!ftSS!ELfco 

«ILT. SIB^b«%£/%fifit»^ (5.27 g. iK$98%) 

1 H-NMR (DMS0-d6) d : 3. 89 (3H. s) . 7. 12-7. 1 7 (IH, m) . 7. 
52 (1 H. t. J=7. 6Hz) . 7. 76-7. 83 (3H. m) . 8. 1 5 (1 H. dd. J=2. 

2 and 9. 2Hz) , 8. 49 (1 H, d. J=l . 8Hz) . 

97b) 5-7 5y-2-(3-y K^->3y xx;u)K>X-< 5 » 

— ;u 

##«ll97a) -efft^ttfc^b^!!* (2.50g) ^>4iy-;u 
- (75 ml)-KKx5^;u (75 ml) IzKSL. 10%/^^v'!7A 
30 aim (0.38 g) *jtlDK.T. *SSHftT17^raA^ltr« 
ttiSTESfTofco -b^-f h5iaicJ:oTtt«S»*Lfc 
JSSiSaEBifeLT. MlS^b^ia*^>'J*y;u:^^ 

A^7PTh^/^:7-f-"t?«ssiLr. SKit^^irm^ 
m^mmw (2.22g. saw) i:LTm-o 

1 H-NMR (DMS0-d6 ) <5 : 3. 84 (3H. s) , 6. 53 (1 H. dd. J=2. 0 an 
d8.4Hz), 6.68 (IH.brs). 6. 95-7. 00(1 H. m) . 7.28(1H. 
d,J=8.8Hz). 7.40(1H.t. J=8.0Hz). 7. 63-7. 67 (2H, m) . 1 
2.20(1H,br s). 

97c) 2-(3-y h^->:7xx;u)-5-(4-::i hP^>y-<JU) 

40 ysyK^X^s^!/— ;u 

#%W7b) xm^titzit^^ (0.80g) i:hUx5^;u 
r5> (0.41 g) $THF(70 ml) i::}g«L. 0*'Cl:i)fta)L 
Ut<h:>mtA-=zhoy<>V^JV (0.62g) SilD^T. 0 

J5t;f LT. SIH^b^ia^Slfet^m (1.06g. 11X^82%) t 

LTfifco 

mp>300'*C 

7C%^«Tffl C21 Hl6 N404 -0. 2C4H802 t LX 

50 ti-ffffi (%) :C. 64.49; H. 4.37; N. 13.80 
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(%) :a 64.58; H, 4.28; N. 13.83 
1 H-NMR(DHS0-d6) d : 3. 88 (3H, s) , 7. 06 (IH. d. J=8. 4Hz) . 

7. 43-7. 75 (5H. nO , 8. 1 6-8. 25 (3H. m) . 8. 35 (2a d. J=8. 8 
Hz). lO.eOOH.m). 

[0 19 0] ##^9 8 

5-(4-7 5y -<>!/>r;u)7 5y-2-'(3-> h4^->:7x- 

#*«97c) -Qm^tltzit^m (0.53g) ^BKxf^ju 
(20 ml)->^ry— ;u (30 ml) iCffiSL. m^^'yi^OM. 
aim (70 mg) ^mXX. *fRSfflftT2.5fi^raAM+T» 10 

S«I$»£S£LT. SIB^b$4A$t8fiffilS)^S»: (0. 

46 g. i|R*94%) tLXntzo 

jtmi^mm C21 his N402 -0. 5H20^ lt 

tt^fa (%) :C. 68.65: H. 5.21: N, 15.25 

mmm (%) :c. 68. 6o; h. 5.34; k 15.03 

1 H-NilR (DMSO-de) 6 : 3. 87 (3H. s) . 5. 72 (2H, br s) . 6. 62 
(2H, d, J=8. 6Hz) . 7.01-7.07(lH.m). 7. 41-7. 52(3H. m). 
7. 72-7. 77 (4H. m) , 8.18(lH.m). 9.80(1H.s). 
[01 91] 9 9 20 

5- (4-:^ h □ ^ > ;u) T s y -2- (3- hu :7 ;u7h g y ^ 

;U'7xzi;u)K>X>f 5^1/— ;u 

99a) 5~— h p-2- (3- h U :7 D > ^^1/3^ x — ;u) ^ > 

4-— ha-l,2-:7xziL/>i/T5> (1.91 g) <»: h U X 
^;U75> (1.26g)^THF (120 ml) lcS«L. 0°CIC 
)%a]L^i:;C)<bffiil:3- h U ^^U^P > ^;U^>l/'<;u (2. 
61 g) SiSTLT. 0**CT*10*^. MSl?15ftra/)^**1f 
fco ?g«^^EE®*^. l&«]fiW7K<i:7k^^iniLT. «fm 
«!lS5iaLfco fit>*tfcH<*^ p- h;ux>XJU/-n>K 30 
-TKfOtt (2.25 g) *h;ux> (180 ml) IzSau. 16 

E<b^«3*jtfet»5R (3.82g, S»M) tLXntzo 
1 H-NMR (DMS0-d6) <5 : 7. 81-7. 98 (3H, m) . 8. 1 7 (1 H. dd, J= 
2. 2 and 8. 8Hz) . 8. 51 -8. 56 (3H. m) . 
99b) 5-T S y -2- (3- h U 7^ ;u:^ □ > 5^;u :7 x - ;u) ^ > 

##«99a) Tf»&*tfc<b$«a (2.50g) $y4iy-;u 40 
(120 ml) lCj§«?L. 10%/<^i;OASl^ (0.30 g) ^JdP 

LT. m9&it^m^^m&m&mm» (2.34 g. 

W) tLTSfco 

1H-NMR(CDCI3) <5 :3.86(2H,br s). 6. 72(1H. dd, J=2. 2 a 
nd8.4Hz). 6. 85(1H,brs). 7. 48-7. 67 (3H, m) . 8.16-8.2 
4 (2H. m) . 

99c) 5- (4-— h P ^ > !/ ;U) T 5 y -2- (3- hU 3^ Jl^^t- 

p y ^;i.:7 X - ju) K 5 ^ -/-ju 50 



##«99b) -C?S&*Lfc<b61» (0.86g) thUx^^b 
rs> (0.38 g) $THF(70 ml) (zig^L. O^Clz^fJfflL 
3S:A<ib«^b4--hP^>y^;u (0.57 g) SJlPxT. 0 
"CTIO^J-. ^;ST-14B#ra;()N^*lfy-o iS^^^ES^ 

L. ^pp7t^;uA-y ^^y-;^/)^b^l^ssLT. sisib 

^ifel$Sltifet»5R (1.01 g. 1R*77%) tLXmz. 
mp 282-284**C 

Tcm^J-Wiil C21 Hi3 N4F303 -0. 3H20i: LT 
fft^ffi (%) :a 58.42: a 3.17: N. 12.98 

mmm (%) :c. 58.55; h. 2.99: n. 12.99 

1 H-NMR (DMS0-d6) d : 7. 51-7. 84 (4H. m) , 8. 22 (2H. d. J=8. 
8Hz). 8.27(lH.d. J=1.4Hz). 8. 40 (2H. d, J=8. 8Hz) , 8.44 
-8.50(2H.m). 10.60(1H.m). 
[01 92] 1 0 O 

5-(4-T5yK>vr^ju)75y-2-(3-m3?ju:^py^ 

;u:7x - ju)^>X-< ^y^/— ;u 

#%Cil99c) X^^tifzit-^m (0,85 g) ^itKx5^;u 
(20 ml)-y ^iy-;u (20 ml) lzS«L. \Q%^^'yi^<?A 
Stm (0. 12g) ^Jn^T. 7K^I?HSlT3KH*MtTm 

flta^cStTofco 1z^-r h^iSl::ckoTtta*»5feL. 
j§l«^MIES^LT. aSH^b^ia^tifet^^* (0.80 g. 

sfiM) tLxmtzo 

mp 148-150^ 

Tc^^^flrfil C21 H15N4F30-0. IC4H8O2 -0. 4H20i: LT 
ttKfll (%) :a 62.33: H. 4.06: N. 13.59 

mmm (%) :c. 62.27; h. 4. 19; n, 13.45 

1 H-NMR (DMS0-d6) d : 3. 40 (2H. br s) . 6. 63 (2H. d/ J=8. 4H 
z). 7.51-7.62(2H,m), 7. 74-7. 87 (4H, m) . 8.23(lH.s) . 

8.44-8.50(2H,m). 9.85(1H.s). 

[01 93] ##M 1 O 1 

2- (4- y ^ :7 X — ju) -5- (4-— h p ^ > ;i/) 7 5 y 
101a) 2- (4- y ^ :? X - ju) -5-1^ hp^>Xw-s-sr-y 

4-^hP-1.2--7x-U>i;T5> (3.06 g) i: h'Jx 
^;ur5> (2.43 g)$THF (130 ml) l::;8j8L. 0°CIC 

jfta3L*i:/i<&*<b4-y^;u^>y-f ;u (3.09 g) 

LT. 0*»CT30». ^ST5B#^/)^g?*iffcc 
EB*». teamW*i:*$lra5LT. «TUi<&S5WL 
fco ^btitcHftd: p- K;ux>x;U7h>K-7K«]ia 
(3.80 g) $h>UX> (200 ml) icK^L. 4^mjtlD»l 

T. «TttJia*5»L. $£«Lfco »t>*ifcHtt:$vU* 
y^b/j^A^PV h>/v:7-f-T?»JgLT. HEfc^a 
^lifeSgli (4.25 g. iiX*84%) tLXmzo 
1 H-NMR (DMS0-d6) 6 : 2. 41 (3H. s) . 7. 42 (2H. d. J^. OHz) . 
7.75(iad. J=9.2Hz), 8. 10-8. 16(3H. m). 8. 46 (1H.br 
s). 

101b) 5-7 5 y -2-(4-y ^Il^-P X -JU) ^>Xw^ 5 ^ V 
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=Jk 

#%«qi01a) X*nihMzit^^ (2.25 g) 

(70 inl)-ftMx5^;K70 ml) fcffijSUs 10%/^^i;OA 
mm (0.30g) ^^in^r, 7K*S?SmT16B$ra;tiN(tT}* 

» (2.10 g, SMM) tLxmzo 
1 H-NMR (DMS0-d6) (5 : 2. 36 (3H. s) . 4. 94 (2H. br s) . 6. 5 
1 (1 H, dd. J=2. 2 and 8. 8Hz) . 6. 65 (1 H. d, J=l . OHz) . 7. 26 
-7.32(3H.m). 7. 95 (2H. d. J=7. SHz) , 12.18(lH.s). 10 
[0 19 4] 101c) 2- (4- Vjl=~}D -5- (4-— h P 

#%CT101b) T•^#t)^^fc<b^1a (0.62g) thUx^;u 
r5> (0.34 g) *THF (50 ml) IC}S»L. O^'Clcj^ffl 
L bffl<b4-^h a 'Oy-r/b (0.52 g) ^^JD^T. 
0"cr*30». MiaT*3fl$Fa;i)N*^lf/io SKSaEB^ 

afet»5K (0.82g. 1R*80%) tLT»fco 

nip>300°C 20 

7cm»«rffl 021 Hi6 N403 ti.X 

ttfffil (%) :a 67.73: H, 4.33: N, 15.05 

USUI (%) :C. 67.70: H. 4.30: N. 14.70 

1 H-NMR (DMS0-d6) 6 : 2. 39 (3H. s) , 7. 36 (2H, d. J=8. 2Hz) , 

7. 47-7. 67 (2H. m) , 8. 03-8. 25 (4H. m) . 8. 39 (2H. d, J=8. 8 
Hz), 10.55{l/3H,s), 10.63(2/3H.s)/ 12.80(1H,br s). 

[01 95] 1 O 2 

5- (4-T 5 y K > -7 ^ ;u) 7 5 y -2- (4-> 3^ x - JU) 

##«yi01c) T-ffibtLfc^b^ia (0.50g) ^>^y— ;u 30 

(50 ml) icsau. mii=y-^^jj.eim (o.iog) sjm 

^r. 7K^SfflSlT63^Fa/)>ltT»toS7c^tToyco 4z 

«3*afet»5R (0.40 g. ift*87%) i: LTfifco 
mp 160-164*t: 

Tc^^flffii 021 H18N40-0. 6H20i: LT 

ttJCfii (%) iC, 71.41: H. 5.48: N, 15.86 

USUI (%) :C. 71.34: H, 5.29: N. 15.83 

1 H-NMR (DMS0-d6 )d : 2. 38 (3H. s) . 5. 73 (2H. s) , 6. 61 (2 40 

H. d. J=8. 4Hz) . 7. 35 (2H. d. J=8. OHz) . 7. 39-7. 58 (2H. m) , 

7.74(2H,d. J=8.8Hz). 8. 03(1H, d. J=8. 4Hz), 8.02-8,06 
(1H.m). 8.19(lH,s). 9.81(lH.m). 12.82(lH.m). 

[0196] ###11 1 O 3 

5-(4-i^x5^ju 7 5 y K>-y>r ju) 7 £ y -2-(4-> ^ju:? 

##«101b) X*»e>tlfc<b*«S (0.45 g) i:4-vx^;u 
7£y^J&S» (0.41g) ^DMF (5 ml) lz^g«L. O^^C 
lc,^SPL35:A<t>i/7y yA/Kvx5^;u (0.34 g) OJDMF 

(2 ml) *aSTLT. 0**CT?l5»A^**1ffcp 50 



*i«>?ldjaic hijx^;U7£> (0.35 ml) SUPK-T. 
MiMT* 1 ^FB1;!)^#*-t^tco * b lc4-v y 5^;ur £ y tfU 

v> (0.26 g) sjQ^r. MS-e4BraA^**-tffco s 

SLT. SIB<b^ita*Sfe«»^ (0.62g. 1R^78%) t 
mp 157-160^ 

Ttmi^^m 025 H26 N40-0. 5H20i: Ur 

Stfffil (%) :0. 73.68: H. 6.68: N. 13.75 

USUI (%) :C, 73.92: H. 6.48: N. 13.59 

1 H-NMR (DMS0-d6) 6 : 1 . 14 (6H. t. J=7. OHz) . 2. 39 (3H. s) . 

3. 42 (4H. q. J=7. OHz) . 6, 72 (2H. d. J=9. 2Hz) . 7. 35 (2H. 
d.J=8.0Hz). 7.44(lH.m). 7.55(lH.d. J=8,4Hz). 7.86(2 
H. d. J=8. 8Hz) . 8.04(1H.d. J=8.2Hz). 8. 08(1/2H. s). 8. 
20(l/2H.s). 9.79(l/3H.s). 9. 86 (2/3H. s) . 

[01 97] 104 
2- (3. 4-y ^ U > i>^^ i> 37 X x;u) -5- (4-=l h □ ^ > 

7 £ y K>X-< £ -y-y-;u 

104a) 2- (3. 4-^ U > -> X x;u) -5-x h p K 

>Xw-£4r!/-ju 

3.4-y5=-U>v:*-^v$JilSK (3. 32 g) <bDMF ( 1 ;*S) 
STHF (100 ml) lciS«L. O^CIw^ffl L^Sji^^ffi^b^J- 
^lfUJU (1.92 ml) ^aSTLT. SST 4^ra3!)>** 
atzo }Si«*MBE®^LTf#^HfcS«:^THF (30 ml) 
icSfBL. Z(DiSj«$4-xhP-1.2-:7xxu>e;7£ 
> (3.06 g) t hUx^;U7£> (2.43 g)CDTHFiSi« 
(180 ml) 4i|cO"Clw^fflL3S:;!i<ibSaTL-C, 0"CT?30 

t p- h;ux>;^;u7|^>»— TkSilft (3.80 g) *h;ux 

:x (200ml) lcffiiSL. '20^K*D«ftS5SLf-o JSS^^a 

JtLT. ®E<b^!|^^t#^tLtc@<**v'J*>r;u*^A 
^pvhy^:7^-T-«MLT. ffiIS<b^!|a*«fet»5K 

(4.59 g. 1R^81%) tLXmtco 
1 H-NMR (DMS0-d6) 6 : 6. 1 6 (2H. s) . 7. 1 5 (1 H. d. J=8. 2Hz) . 

7. 70-7. 75 (2H. m) . 7. 79(1H. dd. J=8. 2 and 1. 8Hz). 8.1 
2(lH.dd. J=2.2 and 8.8Hz). 8. 43 (IH, d. J=l. 8Hz) . 
104b) 5-7 £ y -2- (3. 4-> ^ U > V7h^ v 7 x x JU) K 
>XW^ £-yi/-;u 

##eyi04a) xmi^titzit^^ (2.50g) ^^^^y-yu 

(50 ml)-i^Kx^;K50 ml) IcRSL. 10%/<^v';7A 

Km (o,36g) ^iin^-c. *mi?fflftT20E^ra3£»Mtr}8 

(2.44 g. ffiSM) i:Lr#f=o 
iH-NMR(DMS0-d6) (5 : 4.92(2H.br s) . 6.09(2H. s). 6.49 
(1 H. dd. J=2. 2 and 8. 8Hz) , 6. 63 (1 H. d. J=l . 8Hz) . 7. 03 
(lH.d. J=8.6Hz). 7.26(lH.d. J=8.4Hz). 7. 56-7. 61 (2H. 
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m), 12.08(1H*br s). 

[01 98] 104c) 2- (3. 4-y ^ U > v 3^ x ~ JU) 

-5- (4-- h P K > JU) 7 5 y 5 ^!/— 

#%ffin04b) vmi^tltzit^m (0.76g) <i:h'Jx^^u 
TS> (0.36 g) ^THF (60 ml) l::5S«L. 0*'Cl::,1^a3 
LUi}<i^ikiU-=-hO^>V^)\. (0.56 g) ^JD^T. 
0°cr*30 MST*3«raA^3•*1ffcc iSMt^aES 

ltfet»5R (0.93 g. 1R*77%) 4: LTm=o 10 

mp>290°C 

Ttm^^mm Cu Hi4N405-0.2H204!: lt 

ttWd (%) :C. 62.13; a '3.58; N. 13,80 
H^lllfi (%) :a 62.25: H. 3.58: N. 13.53 
iH-NIIIR(DMS0-d6) 8 : 6. 13(2H.s). 7. 09(1H. d. J=8. OHz) , 
7. 45-7. 75 (4H. nO . 8. 22 (2H. d. J=8. OHz) , 8.10-8.22(1 
H.m). 8. 39 (2H, d, J=8. 8Hz) . 10.62(lH.m). 12.70(1H. 
m). 

[01 99] ##01 1 O 5 

5-(4-7 5 y ^>-y>r ;u) 7 s y -2-(3. 4-> ^ 20 

i^yj: - ju) 5 y -y— ;u 

##W04c) r*^§t>tvfc<b^^^l (0.50g) ^y^ry^^u 
(70 ml) l:iBSL. 10%/<vi^'i>Aam (100 mg) SAD 
x.r. 7K«»B*T17ftlMAMtr}tl!!l!a7C*fTotro DM 

rftk«l$f»£L. »«$»EES£». :4c$«nx.r. Arm 
ia^51»L. KKx5^;u-y ^y-;u/)Nt»l5ISSLT, 
Sffi1b^%l$a6{»3|^ (0.20g. iA^%) i!:Lr# 

mp 237-239''C 30 
Tc^^Srffi C21 H16N403-0.5H2041: LT 
ttS® (%) :a 66.13; H. 4.49; N, 14.69 
Hatffl (%) :C, 66.41: H, 4.57; N. 14.63 
1 H-NMR (DMS0-d6 ) <5 : 5. 72 (2H. br s) . 6.12 (2H. s) . 6. 61 
(2H. d. J=8. 8Hz) . 7.09(lH.d. J=8.0Hz). 7.50(2H,m), 7. 
66-7. 76 (4H. m) . 8.17(lH,m). 9.79(lH.br s), 12.60(1 
H.br s). 
[0200] ##m 106 

5- (4— :^x^;u7 5 y ^ > v^^ ;u) 7 5 y -2- (3. 4-y ^ u 
> -:;:*-^-> :7 X x ju) k >xw- s ^ 40 

##^104b) r*i#t>4xfc^b^!|a (0.41 g) <t4-vx^;u 
7SySmSK (0.41g) *DMF (5 ml) izMML. 0"C 
|c)fra]L3S/i<t>->7y yA/K-yx^^^U (0.34g) <Z)DMF 
(2 ml) ^iSTLT. 0**cr*15»;bN^*lf fco fib 
*i4S*«lcK«jx^;U7 5> (0.35 ml) SftljeT. 

Siar- 1 mmt^^^-^tco se>ic4~vy^;u7 5y 

v> (0.26 g) $An^T. ^ia-e4BM;bN$*lffco » 

3tL. ft»x^;u-y ^y-;^3^)^t>?i^8aLT. SlS^b 

*«!l*J««fet»5K (0.41 g. 4Jt*48%) tl^Xmzo 50 



mp 152-154"C 

7C^5J^«TfiI C25H24N403-1.0H20<!: LX 

ti-fffil (%) :C, 67.25; H. 5.87; N. 12.55 
(%) : C. 67.10; H, 5.89; 12.60. 
1 H-NMR (DMS0-d6 )6 : 1 . 1 4 (6H, t, J=7. OHz) , 3, 42 (4H. q. J 
=7.0Hz). 6. 12(2H. s). 6. 71 (2H. d, J=8. 8Hz) , 7.07(1H. 
d. J=8. OHz) . 7, 38-7. 58 (2H, m) , 7. 66-7. 72 (2H. m) . 7. 86 
(2H, d. J=8. 8Hz) . 8.19(2/3H.s). 9. 85 (2/3H. s) . 9.78(1 
/3H.S). 8.05(l/3H.s). 12. 60(1 H.m). 
[0201] 1 O 7 

2- r2- (4- y K V 3^ X X ju) X ^ jU] -5- (4-x h g K > -y 

>r;u)7 5yK>x^5-y!/-;u 

107a) 2-r2-(4-y h4^i>:7 xx;u) x^;u1-5-x h 

>x^5y-y-;u 

3- (4-y K^i>:7x-;u):^ge7j->ffi (3.60g) <tDMF 

(IS) STHF (30 ml) 0"Clwi^a3L3ti:3()<e>« 
<b**1fU;u {1.92 ml) SaTLT. MaT?20Kra*^ 

t*iffco ^g^«^a^EB*LT^#t)ttfcatt;^THF (20 

ml) lc5g»L. Z(D}S?ft$4-xhP-1.2-7xxU>i; 
75 > (3.06 g) h'Jx5^;u7S> (2.43 g) (7)THF 
»a (100 ml) *lcO"Clc?^a)L3S;b<&iaTLT. 0"Ct? 

30^^. mux4mmt)^^^'^fz. mm^mE.m^'^. 

Httt p- K;bx>x;U7f^>K— TkfPia (3.80 g) * h 

;i.x> (150 ml) CiffiSL. 14B#mj!iDf»iS55L7co iSK 

L. ttJgLfco #t>*tfc@tt;$v'J^>f;u*^A^g^ 

h^/^^^-f-T-ttKLr. H8aib^4aS1®fe«iaJ^H<* 
(5.25 g, ite^88%)^L-C#fco 
1 H-NMR (CDC 1 3 +DMS0-d6) 6 : 3. 1 8 (4H. m) , 3. 78 (3H. s) . 
6.82(2H,d. J=8,4Hz). 7. 14(2H. d. J=8. 4Hz). 7.58(1H. 
m), 8. 13(lH.dd. J=9.0 and 1.4Hz). 8.46(lH,br s). 
107b) 5-7 5 y -2- [2- (4-y h^->:7 xx;u) X^JU]K 

#%<Wi07a) -efibtttc^b^ia (2.53 g) $y^y— ;u 

(40 ml) lciS»L. 10%/^^i?'!7Al»^ (0:25 g) ^j[in 

7Lr*ms?fflaTl7B*ra;6^l+T}^ftfca7c^^Tofco -tr^ 

r. stE^bd!t^£m&^aii$@^ (2.25 g. ^&6^) t 
Lxmzo 

1 H-NMR (CDC 1 3) (5 : 3. 09 (4H. m) . 3. 77 (3H. s) . 3. 90 (2H, b 
r s) , 6. 61 (IH, dd, J=2. 2and 8. 4Hz) , 6. 74 (IH, d, J=2. 6H 
z) , 6. 80 (2H. d. J=8. 8Hz) , 7. 07 (2H. d. J=8. 8Hz) . 7. 32 (1 
H. d, J=8. 4Hz) . 
[0 2 0 2] 107c) 2-[2-(4-y h^^ v37 x - ;U) x^;u] 

-5-(4-x hg/<>-y>rju)75y ^>X-< 5y-y-;u 

##efll07b) xm^*ifzit^m (0.64g) th^JJL^JV 
75 > (0.29 g) ^THF (50 ml) lc?§«L. O^'CizT^W 
L3S:>!i<t)ift^b4-x hg^>^/-f ;U (0.44 g) ^ftJ^TO 
^T*30 m^X3B^mt}^^^iitzo »«*affiB* 
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(0.65g. ift^65%) ^L-t^y-Co 
mp 202-204°C 

Tbmi^mm C23 H20 N4O4 -0. 2H20i: LT 
H-fffii (%) : C. 65.77; H. 4.90; N. 13.34 

mmm (%) :c, 65.77: h. 4.77; 13.12 

1 H-NMR (DMS0-d6 )8 : 3. 06 (4H. m) . 3. 71 (3H. s) . 6. 83 (2 
H. d. J=8, 6Hz) . 7. 17{2H.d.J=8.4Hz), 7. 39 (1 H. d. J=8. 4H 
z). 7.49(1H.d. J=8.2Hz), 8. 00(1/3H. s) . 8.08(2/3H. 
s). 8. 21 (2H. d. J=8. 8Hz) . 8. 38 (2H, d. J=8. 8Hz) . 10.49 
(l/3H.br s).. 10.54(2/3H.br s). 12.20(lH.br s). 
[0203] 108 
5- (4-7 S y K > ju) T 5 y -2' 12- (4-^ h ^ 17 x 

##«107c) -CSfettfefc^ta (0.52g) *>4ry-;U 
(15 ml)-KKx5^jK15 ml) lc?g«L. 10%/^^v't7A 
Btm (60 mg) ^jta^r. 7K«SHSlT17^raA^ltrft 

H(* (0.36g. Jtt*75%) iiLTmco 
mp 110-113*^ 

jzm^^m C23 H22 N4O2 -0. 2C4H8O2 -0. 5H20<h LT 
tffffil (%) :a 69.20; H. 6.00; N. 13.56 
USUI (%) : a 69.44; H. 5.95; N. 13.31 
1 H-NMR (PMS0-d6) <5 : 3. 04 (4H. s) . 3. 71 (3H. s) . 5. 70 (2 
H,m), 6.60(2H.d. J=8.8Hz), 6. 83 (2H. d. J=8, 8Hz) . 7.16 
(2H. d. J=8. 8Hz) . 7. 31 -7. 48 (2H. m) . 7. 72 (2H. d. J=8. 8H 
z). 7.93(1/3H.s). 8.04(2/3H.s). 9.67(1/3H,s). 9.72 
(2/3H. s). 12. 09 (1H.br s). 
[0 2 04] ##011 0 9 
5- (4- vx^;U7 5 y ^ > ;U) 7 S y -2-r2- (4-^ h 

##Cill07b) T#btifc<b^ia (0.27 g) tA-VJL^)\. 
75ySm#K (0.20g) SDMF (10 ml) lziS»L. 0°C 
lZ3ftaiL«CA<C>S/7y yA/ai;x5=-;u (0.17g) a)DMF» 
m (2 ml) ^iSTUr. 0"C-CM55j^A^^^1f/to f#t>*L 
hUx^;U7 5> (0.12 g) SifflitT. 

•CI BtrBi;bN§-*-tff-o *t>(c4-vy^;u7sy 

(0.13 g) SADiir. Sa"C40ftM/^^^*^ffco 
MaS*^. 7K<i:P»x5^;U^^lD^r. :&aSS5J^lS 

it>A^t>ii«SaUT. HIS<b*1»$;*«fet»5fe (0.22 
g. JlX^50%) ^LXii/co 
mp 185-187^C 

Ttm^mm C27 H30 N4O2 ^ LT 



»M.m (%) :C. 73.28; H. 6.83; N. 12.66 
(%). : C. 73.17: H, 6.86; N, 12.62 
' » H-NMR (DMS0-d6 ) <S : 1 . 1 3 (6H. t . J=7. OHz) . 3. 04 (4H. br 
s). 3. 41 (4H, q, J=7. OHz) , 3.71(3H.s). 6. 71 (2H. d. J=8. 
8Hz). 6. 83 (2H. d, J=8. 8Hz) . 7. 16(2H, d. J=8. 4Hz) . 7.30 
-7.45(2H.m). 7. 84 (2H. d. J=8. 8Hz) . 7. 95(1/3H. s) . 8.0 
5(2/3H.s). 9.71(l/3H.br s). 9.80(2/3H.br s). 12.07 
(lH.br s). 

[0205] 1 1 O 

10 5-(4-y h^v-<>V-<;U)7 5y-2-(4-y h^:>:7x- 

;u)-i-y ^;t.^>X-< s ^V—ji. 

llOa) 2. 4"-:;x h D-N-y ^;U7:=: U 1/ 
2,4-i;^hP7-'j> (3.66g) 5DMF (50 ml) 
L. 0"Clw1^fflLtt*<b60%;fitt7Km<b:^h'J';?A (0.80 
g) illUpLX. 0°CX30^t^^^i£tzo #b>*i^;'g^i« 
ica-^^b^^^^U (1.25 ml) SiSSTLT. 0°CT*30»ffl. 

^b«4A$ite«ea (3.88 g. i&mm tLxmzo 

26 ^K-NMR(CDCl3) (5 : 3. 15(3/2H.s). 3. 1 7 (3/2H. s) . 6.93 
(lH.d. J=9.4Hz). 8.31(lH.dd J=2.6 and 9.4Hz). 8.60 
(lH.br s), 9. 16(lH.d. J=3,0 Hz). 
110b) 5-7 5y-2-(4-y h4^->:7xx;u)-l->^JUK> 

syy-;u fe,fct/ 5-(4-y h4^vK>vrY;u)7^y 

-2-(4-y h^i>:7xx;u)-i-y ^juK>X-Y ju 

#%«110a) T?»&*tfc<b*i|Si (1.00 g) ^»Mx^;u 
(30 ml) icSSL. 10%/^^v't?Aj9im (110 mg) ^jm 
?LX. **»HaT2BtM;!)MtT}ttta7C$*Tofco C 

30 ;i/7 5> (1.23g) SAD^. *iblCffi<b4-y h+i/^> 
*/-f;U (1.73 g) S^SfiTLT. 0'C"l?30»M. Sa"C3 
B*raAx#*-lffco DMF (50 ml) ^^ID^T. «fmi&*>S« 

X. «fai«3*5B»Lfco #^ti/cHtt:^x4iy-jU (70 
ml) icffiiSL. &i&m (3 ml) $j!a]^T15^NAQf!ftja 

h^^:7-r— -cfSSiL-c. 5-75y-2-(4-y 
40 h^i^yx, -;u) -1 -> ^;u^ >x-f 5 y y-;u* tift^a 

«cia (0.24 g. 11X^19%) i:LT*fc5-(4-y h + v^> 

V^-r ^U) 7 5 y -2-(4-> h+v3^ xx;u)-l-> 

X-<5 4^y-;U$Sfe|»3K (0.54g. i|X^27%) ^ LT 

#fco 

5-(4-> h+*>^>y-f ;U)7 5y-2-(4-> h:^*>-7xzi 

;u)-i-y ^;u^>X-< 5 y ;u 

mp 210-21 rc 

TC^^ffi^m C23 H21 N3O3 <h LT 

ttftfil (%) :a 71.30; H. 5.46; N. 10.85 

50 mmm :a 71. 04: h. 5.34; n. 10.84 
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1 H-NMR (CDC 1 3 ) 5 : 3. 85 (3H. s) . 3. 86 (6H, s) . 7. 06 (2H. 
d. J=8. 8Hz) .7.13 (2H. d. J=9. OHz) , 7. 53 (1 H. d. J=8, 8H 
z) . 7. 63 (1 H. dd. J=l . 8 and 8, 8Hz) , 7. 81 (2H. d. J=8. 8H 
z). 8. 00 (2H, d. J=8. 8Hz) . 8. 1 1 (IH. d. J=1. 4Hz) . 10.18 
(1H.br s). 

5-T5y-2-(4-y h+i/:7x-^u)-i->^;u^>X-f ^ 

1 H-NMR (CDC l3) d : 3. 40 (2H.br s). 3.75(3H,s). 3.85(3 
H. s) . 6. 71 (1 H. dd. J=8. 4and 2. 2Hz) . 7. 00 (2H. dt. J=2. 2 

and 8. 8H2) . 7. 08-7. 14 (2H. m) . 7. 66 (2H. dt. J=9. 2 and 10 

2. 2Hz) . 

[0 2 0 6] 1 1 

2-(4->t h^v37xrL;u)-l->^;U-5-(4-- hDK>-y 

##0qilOb) t?fft)ttfc5-T5/-2-(4-> h^v:7x^ 

;u)-l->^;u/<>X-f syy— ;u (0.36 g) ^ hgx^ 

(0.17 g) STHF (50 ml) |C»»L. 0**Cfc>& 
aJL^»:;&<t>Ja^b4-^ hP'Oy^^U (0.26 g) $jDx. 

T. o"c"e3o sa"c?2fl#MA^**1ffco 

(0.52 g. iU^91%) ^:LT^#fco 
mp 265-266*'C 

7c*»«ffit C22 H18 N4O4 -0. IHaOt LT 
tt-lffB (%) : C. 65.37: H. 4.54; N. 13.86 
(%) :C. 65.26: H. 4.59: N. 13.74 
1 H-NMR (DMS0-d6 )d : 3. 87 (3H. s) , 3. 90 (3H. s) . 7. 1 4 (2 
H. d. J=9. 2Hz) . 7.58(1H.d. J=8.8Hz). 7. 66(1H. dd. J=1. 8 
and 8. 8Hz) . 7. 82 (2H. d, J=8. 8Hz) , 8. 1 5 (1 H. d. J=l . 6H 
z). 8. 23 (2H. d. J=8. 8Hz) , 8. 39 (2H. d. J=8. 8Hz) , 10.59 30 
(IH. s). 

[0207] 1 1 2 

5-(4-75yK>V^;U)75y-2-(4-^ h:^->:7x- 

##«iii-e»t)*ifc<b*«!i (o.40g) s>^iy-;u (3 

Oml)-DMF (30 ml) IzKSL. 10%/^^i?'i?ABt^ (50 
mg) SJto^r. 7KSgfflaT84^ra;!)xitrffiftfcil7c*ft 
ofco DMFSJiDiLT. «rai1»*»«LT/i>€>. -tr^-f h 

^;u->4iy-;u*^&iijeaLr. HI5<k^«jSefet» 40 

(0.33 g, IR*89%) tLXmtzo 
nv> 223-225°C 

Ttm^mm C22H20N402-H20i: LT 

itnm (%) :C. 67.68; H. 5.68; N. 14.35 

mmm (%) :C. 67.67; H. 5.71; N. 14.36 

1 H-NMR (DMS0-d6) 6 : 3. 85 (3H. s) . 3. 86 (3H, s) . 5. 71 (2 

H. br s) . 6. 61 (2H. d. J=8. 8Hz) .7.13 (2H. d. J=8. 8Hz) . 

7. 50(lH.d. J=8.4Hz). 7. 61 (IH. dd. J=l. 8 and 8.8Hz). 

7. 75 (2H. d. J=8. 8Hz) . 7. 81 (2H. d. J=9. 2Hz) , 8.09(lH.d. 

J=1.4Hz). 9. 77 (1H.br s). 50 



[0208] 1 1 3 

5- (4- V X ^;U7 5 y ;u) 7 S y -2- (4-> h ^ v 
3yxx;u)-1->^;i/^>X^ sy^y— Ji/ 

##ffilll0b) r*#b4xfc5-7Sy-2-(4-y h^v37xx 
;U)-l->^;U^>X-f 5^7— ;U (0.24g) i:4-vx 
^;U7SySJ&SK (0.19 g) ^DMF (10ml)(Cj§« 
, L. 0**Clc)%a3L3S*<bv7y yA/Kvx^;u (0.16 g) 
ODMFJgjfll (2 ml) ^JSTLT. 0't-ei5»K;b^^^lf 
fco f#b*i.4;l^?aich'Jx^;U7S> (0.17 ml) ^ 

sy e'j vxo.12 g) ^*DxT. asr*3Bra/)>**'tf 

fco »!«^aiEB*a. *i:K»x^;u*/n3x.T. *« 
';7A"CS£«L. SJ««aES*Lfco »&*tfcHtt:$v 

{o.24g. nsLmm) tLxmzo 

rap 161-163°C 

Ttrn^mm C26 H28 N402 i: LT 
ttWfil (%) : C. 72.87; H, 6.59: N. 13.07 

mmm, (%) :c, 72.69; h. 6.33; n. 12.97 

^ H-NMR (DMS0-d6) 5:1. 14(6H. t, J=7. OHz) . 3. 42 (4H. q. J 
=7. OHz). 3.86(6H,s). 6. 72 (2H. d. J=9. 2Hz) , 7. 13(2H, 
d,J=8.8Hz). 7.51(1H.d. J=8.8Hz). 7. 63(1H. dd. J=1. 8 a 
nd 8. 8Hz) . 7. 81 (2H, dt. J=8. 8 and 1 . 8Hz) . 7. 86 (2H. d. 
J=9. 2Hz) . 8. 1 1 (1 H. d. J=1 . 4Hz) . 9, 83 (1 H. br s) . 
[0 2 0 9] 1 1 4 

6- (4-:;x^JU7 5yK>-y ^;i.)7£y-2-(4-y h^-> 

:7xx;u)-i-y ^ju^>x-< syy— ;u 

114a) 6-7 5y-2-(4-y h^->:7xx;u)-l-> 5^jUK> 

x^s>y-y-ju 

#%15q75a) vnibHfzit^^ (0.54 g) *DMF (10 ml) 
lcS«L, 0"Clc?&fflL)S3b<t)60%a6i47Km<b-^hU';7 
A (0.09 g) *JD71T. 0°CT-30 »raA^#*lffco ^#f> 

*L4;S^?aica';7^b>^;u (0.13 ml) *iinx.x. m& 

«rmia*5isiL. teJSLfco »ib*t4H(**y ^y-;u 

(10 ml)-ftllx^;u (10 ml) izSau. 
M,etm (60 mg) ^Jn^T. 7KBSfflaT4^H3&Mtr 
}8tt5a5c*frofco -b^-f h5aaiCj:^T<ttj«*»5fe 

7- f-T*«S5lL. ftKx5^>u-/s:^-9->ANt»SiaaL 
T. fiifiBib^J^SIIfejaB^ (0.15g. i|X*30%) tLxm 

fco 

1H-NMR(CDCI3) :3.75(3H.s), 3. 80 (2H.br s). 3.88(3 
H.s). 6.64(lH,d. J=1.4Hz). 6. 70(1H. dd. J=2. 2 and 8.4 
Hz) . 7. 02 (2H. d. J=9. 2Hz) . 7. 57 (1 H. d. J=8. 4Hz) , 7. 67 (2 
H. d. J=9, 2Hz) . 

114b) 6- (4-i;x^ JU7 5 y ^ > Jl.) 7 5 y -2- U-jf^ 



I 
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##«114a) -C^fettfc^bdia (0.10 g) i:4-yx^;u 
TS/^mSK (0.08g) *DMF (10 ml) lcS«L. 0°C 
lc)fraL3fe)!i<'bi^Ty y^Kvx^;^ (0.07g) a>DMFS 
i« (2 ml) ^;'STLT. 0''CV\B^mt^^^'^fzo 

hUx^;UT5> (0.07 ml) ^ImKX. 

(0.05 g) SttJ^r. Ma"e60^Fa;!)^^*1ffcc s 
JSL. SJ«*«IEB*Lfco fie)*tfcHi**i/U*y^U 10 

■9-»b^e>s«aLT. HE<bd«a*itfeea (0.07 g, 

i|X^41%) tLXmtzo 
mp 215-21 7°C 

7c^^«rfil C26 H28 N4O2 -0. 1H20<i: LX 
ft»ffl (%) :C. 72.57; H. 6.61: N. 13.02 

mmm (%) :a 72.54; h. 6.74; n. 12.96 

1 H-NMR (CDC 1 3 ) <5 : 1 . 20 (6H. t. J=7. 2Hz) , 3. 41 (4H. q. J= 
7.0Hz), 3. 81 (3a s). 3.88(3H.s). 6. 67 (2H. d. J=9. 2H 
z), 7.01-7.07(3H.m), 7. 67-7. 72 (3H, m) . 7,81(2H.d,J= 20 
8.8Hz). 8.06(lH,br s). 8. 36(1H. J=l. 8Hz). 
[0210] 115 

3- r5- (4-i/X^ £ y K > ^ /^ JU) 7 5 y K >xw- £ 

yy^— ;u-2->r;u]-N-:7x-;u3^ae;u — k 

115a) 3-(5-x h p/QX^ £ ^V—)i.-2-^J[.) Z^U e 
^>eix^;u 

4- ri >p-l,2-:7xxU>vT£> (7.66 g) <t h U x 
^;UT£> (6.07 g)STHF (300 ml) lcjS»L. O'CIc 
?&a]L<i:;£)<t>m^bzli<Kx5^;u (8.23 g) ^5STL 

T. o**c-e3o»ra. Sia-c3^ra3&^3?^iffco jSKsa 30 

fco ^#^>tlfca»;<!:p- h;ux>x;U7t^>K-*«i1*i 

(9.51 g) $hJUX> (300 ml) IC»SL. lO^mttllft 
SSSLfco j§«*iSEEe*S. tK. laiQfiW*. PKx 
5^;u*aox.T. ^S«3£5»J». ««S*»a(L. *i: 

□ ■7 h^/^3^^--c»SlL. B»x^;u-i;-< v::^De 
>l.x-x;U;&NiblijaSLT. SE^b^!|aS;3Kjtfet»* 
(6.65 g. JR¥51%) tLTfifco 40 
1 H-NMR (DMS0-d6) d : 1 . 1 6 (3H, t. J=7. OHz) . 2. 91 (2H, t. J 
=7. OHz) .3.15 (2H. t, J=7. OHz) . 4. 06 (2H. q. J=7. OHz) , 
7. 66 (IH. d. J=8. 8Hz) . 8. 07 (IH. dd. J=2. 2 and 8. 8Hz) . 
8.39(lH.d. J=2.2Hz ). 

115b) 3- (5-7 £ y ^>X^ £ >y i/-;u-2-^ ;u) 7^P e 

##«115a) -e»bttfc^b^«8 (1.38 g) $^>4iy-;u 
(40 ml) (Z?§«L. 10%/<^i;^Amm (0. 14g) ^iJD 
7K«»HSlT17^MA^itT«ftba7C^fTofzo -fe 



LT. j5IB^b««g$llfiiA4««g (1.22 g. Sfift) 

xntzo 

1 H-NMR (DMS0-d6) <5 : 1 . 1 7 (3H. t. J=7. OHz) . 2. 79 (2H. t. J 
=6. 8Hz) , 2. 96 (2H. t. J=6. 8Hz) , 4. 05 (2H. q. J=7. OHz) . 
6. 43 (1 H. dd. J=l . 8 and 8. 4Hz) . 6. 58 (1 H. d. J=l . 8Hz) . 
7, ll(1H.d.J=8.4Hz). 
[0 2 1 1 ] 115c) 3-r5-(4-vX^;U7 £ y ^>!/>f ;U 

7 £ y ) K>x>r £ !/-;u-2-w^;u] -ifu bf:j->^x^ 
ik 

##<M115b) X^^iCltzit^m (1.22 g) t4-i;x^;u 
7£y3cJil#K (1.06g) ^DMF (10 ml) lc?g«L. O^C 
lc)ftJ9]L3S:;&<?>i/7y y^Ki;x^;^ (0.90g) ODMFJS 

(2 ml) ^;1STLT. 0"C■C15«^ra;^)^^*■tffco 
*LS;l^agl:: hUx^;U7£> (0.64g) SllDiir. M 
ffl-CI B#FaA^#*ifyco $ t>l^4-vy^;U7£y v 
> (0.67 g) ^llO^T. ^aT-3.5Bra3b^^*1ffco S 

i:^>3!)Mblf«aLr. eiB^b^iA^d&fSs (1.51 g. 

1R*71%) tx^xmtzo 

1 H-NMR (DMS0-d6) <5 : 1 . 21 (6H. t. J=7, OHz) . 1 . 26 (3H. t. J 
=7. 4Hz) . 2. 86 (2H. t. J=6. 8Hz) . 3. 20 (2H. t. J=6. 8Hz) . 
3. 43 (4H. q. J=7. OHz) . 4. 1 8 (2H, q. J=7. OHz) , 6. 69 (2H. d. 
J=8. 8Hz) . 7. 00 (1 H. br s) . 7. 58 (1 H, br s) . 7. 79 (2H. d. 
J=9.0Hz). 7. 85 (lH.br s), 10. 20 (lH.br s). 
115d) 5-(4--:;x^JU7 £ y K> ;u) 7 £ y -2-(3-b 

KP4^->3^pe;u)K:xX>r £^i/-';u 

##«llll5c) xm^iMzit^m (0.55 g) ^THF (20 m 
I) IC?S»L. *«1bl$5*U^';7A (90 % ; 0.09 g) 
^ISifLX^ 30°CT-7B$mA^^*lffco iSiSSiiEEB* 

r. SIE^b«!|a$;iKti&{^3^ (0. 10 g. JK«20%) ^ L 

1 H-NMR (CDC 1 3 ) 5 : 1 . 20 (6H. t. J=7. 1 Hz) . 1 . 95-2. 04 (2H, 
m). 2. 96 (2H, t J=6. 8Hz) . 3. 42 (4H. q. J=7. OHz) . 3.73(2 
H, t. J=5. 8Hz) . 6. 67 (2H. d; J=9. OHz) . 7. 06-7. 1 1 (1 H. m) . 
7. 42 (1 H. d. J=8. 6Hz) . 7. 80 (2H. d. J=9, OHz) . 8. 02 (2H. b 
r s). 

115e) 3- [5- (4— :;x ^;U7 £ y ^ > JU) 7 £ y ^ > 

X-< £ ^-y— ;u-2->r ;u]-N-:7 x-;u:^p 

##«115d) X%i^il^fz^t^m (0.13 g) STHF (30 m 
I) izjgPL. 0*^C(c.^aiL<j:;!)<t):7x-;u^ vix7^- 

h (0.04 ml) ^ira^r. o**c-C2ftiH. m^xumvAis^ 

LT. eieib^^$;iiiti&^a^@tt; (90 mg. ilK^51 

%) ti.xmz. 
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mp 114-118**C- 

TE^^Wil C28 H31 N5O3 -0. 2C4H8O2 tLX 

ttftfit (%) :C. 68.74; H. 6.53: N. 13.92 
mmm. (%) :C, 68.81: H. 6.59; N. 13.78 
1H-NMR(CDCI3)<5 : 1, 18(6H. t. J=7. 2Hz) . 2.08(2H.m); 
2. 83 (2H. t. J=7. 3Hz) . 3. 39 (4H. q. J=7. OHz) . 4. 11(2H. 
m). 6.64(2H,d. J=9.2Hz). 7. 00-7. 39 (8H, m) , 7.81(2H. 
d.J=9.2H2). 7.96(lH.br s), S.UdH.br s). 

[0212] ##011 1 1 6 
5- (4- V X ^ j U T H y K > -7 ^ ; U) 7 S y -2- (4- e U V 10 

116a) 5-- h P-2-(4-e U -J}]^)^-^X^ 5 ^^r-;u 
4--hP-1.2-:7x-U>vT5> (3.06 g) i: h U x 
^;ur5> (4.45 g)SDMF (50 ml) lc5S»L. O'ClcH^ 
a]L<f;&<^>m<b-f Vxzi^^KJfiK^ (3.56g) ^Jbn^ 

o'cr*30»M. m^v\B^mt^^^i£tzo 

tttp- h;ux>;:<.;U7h>K-7KfP!B3 (7.61 g) $ h;u 
x> (200 ml) ICSSL. 15^MADl»il3!ELf=o 

v«j*y;u*^A<?D^hy^:7-f--ett»LT. SIB 

it^^^n^&m^ (3.42 g. 71 %) tLXmzo 
1 H-NMR (DMS0-d6 ) <S : 7. 85 (1 H. d. J=8. 8Hz) . 8. 1 3-8. 22 (3 
H.m). 8.57(1H.d, J=2.0Hz). 8. 82(1H, d, J=1. 4Hz) . 8.84 
(IH. d. J=1.4Hz). 

116b) 5-7 5 y -2- (4- e «J ixiU) K 5 ^ /U 

#%W116a) X'^ii^Hxtzit^^ (1.20 g) ^DMF (50 m 

I) izmmL. m/i'pz^'^M.Btm (o.20g) ^an^r. 

*m??ffi^T65^ra/)>ltr}fftfiS7C*fTo/co -b7-< h 
^la^S&SiSJ^Si^ (0.65g. iK$62%) tLX'i^ 

fee 

1 H-NMR (CDC 1 3) <5 :5. 11(2H,br s). 6. 59(1H. dd. J=8. 8 a 
nd 2.0Hz). 6.67(iad. J=2.0Hz), 7. 36 (1 H. d. J=8. 8Hz) . 
7. 96 (2H. d, J=6. 2Hz) , 8. 66 (2H, d, J=6. 2Hz) . 

116c) 5- (4-:;x^ JU7 5 y K > >r ju) 7 5 y -2- (4- e 

##fiyi16b) xmh>*lfzit^^ (0.65 g) <t4-vx^;u 
75y3fSSK (0.63g) *DMF (20 ml) (z»f»L. 0"C 40 

rc;^fflL?i*<t>v7y y^Kvx^;^ (o.53g) (ooniFm 

}& (2 ml) S;1BTLr. 0"C-el5^^'M3^)^#*1ffco f»t) 
tL-S/^^iSlc hUx^;U7S> (a38g) ^iJOxTMiS 
XbOmmt)^^miftz. »«i*iaES*». *SiD^T. 

■7 h^^^:7-<-T*fBSL. »Kx^jU;!»vt>IIISSL'r. 
SiEfb$«g$3{fSfiB(t: (0.53g. Jtt^45%) tLXm 

tZo 

mp 248-250°C 

Tc^^Srfil 023 H23 nsOt LX 50 



ttJTfil (%) :C. 71.67: H. 6.01: N. 18.17 
(%) :C. 71.78; H. 5.94; N. 17.97 
1 H-NMR (CDC 1 3) d : 1 . 20 (6H. t, J=7. OHz) . 3. 41 (4H. q. J= 
7.0Hz). 6. 64 (2H. d. J=9. 2Hz) . 6. 98(1 H.m). 7.66(1H. 
m). 7.80(2H.d. J=9,2Hz), 7.86(2H.m), 8. 16(1H.m).8.4 
5(2H.m). 8.57(lH,br s). 12.40(lH.br s). 

[0213] 1 1 7 

5-(4-S?x^;U7 5 y K>y>r 7 5 y -2- (2. b K 

p ^ > V :7 ^ >-5->r ju) K 5 ^ 

117a) 2.3-vb Ka^>l/:7^ >-5-:b;U7ts^7;U7^b K 

X— • e— • ^>T-ba)v-t'— - • yf-f v-^- 

;u--y5XhU— . 36* 3700. 1993^ (Monte. A. P. e 
t. al.. J. Med. Chem. , 1993. 36. 3700) frffiKCT)* 
aUffioT^ffiLfco 2.3-i;t KP'O!/:^^^ (3.00 
g) ^mt:^^\yly (50 ml) lCjS»L. 0**Clc;^aiL* 
;b<bEaffi<b-r-f (9.76 g) SAO^. mi^Xiy^nu:^^ 
JUy^^UX— T-;!. (2.26 ml) * lO^J-HJb^ltT^lST 0 

«IB$»aiL. tK. IN^fi. ffi¥ad%7K<7)ll(iT?2flc,'»L. 

«$*Lr. SIB^b^ia^Slfe;1&tt1^ (1.07 g. 11X^29%) 

1H-NMR(CDCI3) 6 : 3.28(2H.t. J=8.6Hz). 4.70(2H.t.J= 
8.8Hz). 6.88(lH.d. J=8.0Hz). 7. 67(1H. dd. J=1. 8 and 
8.0Hz). 7.76(1H.d. J=1.0Hz). 9.84(lH.s). 
117b) 2.3-i;b KP^>-y:7^>-5-:^;U7H>^ 
x*y^ • /\^f>a>^T=-p-9--f ^;uX. 33. 219. 1992^ 
(Hara. H. et, al.. Heterocycles. 1992. 33. 219) Iz 
EKcD^jfelzttor^jSLfco ##figil7a) X%^Mz 
<b^ia (0.15 g) $7izh> (150 ml) icJSflSL. »* 
^WC^^f^-iy'^dx (0.82 g) ^j&D^. *t>icl%ia^> 
#>K*»J/;7A*)83S(32 ml) *aTL. 80°Ct?3»IH 
t^^^iffzo ^}S!^*»^L. ?gi«^^ES^^. IN 
aK**nxTpHllzLT}!»>e>it»X5^;i.-eattSL. ffllQ 

»EB£LT. IStB1b«f^$3&t»^ (0.14 g. 
%) tLT#fco 

1 H-NMR (CDC 1 3 ) a : 3. 27 (2H. t . J=8. 8Hz) . 4. 68 (2H. t. J= 
8.8Hz). 6.82(1H.d. J=8.8Hz). 7. 93-7. 96 (2H. m) . 

[0 2 14] 117c) 2-(2.3-vt: KPK^-y^y ^ >-5-.^ 
;U)-5-x K p /QXw^ 5 ¥^J—}\^ 
##fi!1117b) X%y:>^fzit^V!^ (0.14 g) ^DMF ( 1 ;*®) 

STHF (10 ml) icjSML. mt^^-^'))\^ (0.08 ml) 
^JSTLT. Ma-el2B#W;!)N^*1ffco JSJS^^ES* 
LTf#t>tLfcifitt«3*THF (3 ml) lzS»U. CO^Sift 
^4-x hP-1.2-:7x-U>f^7 5> (0.13g) t h U 
x^;U7 5> (0. lOg) <7)THF?§iS^ (15ml) 43|30"crc)% 
fflL3S:A<t>iaTLr. 0''C-C30«'. Mia"Cl. 5B#raA^$^^ 
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dilft^^lSLfco WbttfcHittp- h;ux>7.;U7h> 
K-*S11«3 (ai6g) ^K;Ux> (50 ml) (cSiSL. 

<b^ia^afet»5R (0.17 g, i|R^72%) tLXmzo 

1 H-NMR (DMS0-d6) 6 : 3. 30 (2H, t. J=8. 8Hz) . 4. 65 (2H, t. J 

=8.4Hz). 6.97(lH.d. J=8.4H2). 7. 64-7. 78 (1 H. m) . 7.99 

(1H.d. J=8.4Hz). 8.11(2H.m), 8. 47 OH. m). 

117d) 5-7 5/ -2- (2. 3- v b K □ ^ > 7 3^ 5 >~5-^ ;u) 10 

#*«ll7c) t?Sbttfc<kdi|fti (0.l6g) «>4iy-;u 
(30 ml) IcSSL. 10%y^^v'l?AKm (0.03 g) 

LT. Sia^b$«g$tg6Sft: (0.14g. iK$94%) 

1 H-NMR (CDGI 3 ) 5 : 3. 09 {2H. t, J=8. 8Hz) . 3. 60 (2H. br 
s) . 4. 56 (2H. t. J=8. 8Hz) . 6. 62 (1 H. dd. J=2. 2 and 8. 4H 
z). 6.74(lH.d. J=8.4Hz). 6.77(1H.s), 7, 39(1H. d, J=8. 20 
4Hz). 7.71(lH.d. J=8.4Hz). 7.88(lH,s). 
117e) 5- (4-^;x^;i.T S y ^ly^J^C JU) 7 S / -2- (2. 3- 
^Jti Kd/<1/-7:7^>-5-W^JU)K>X^5^V-JU 
##ffqil7d) V^i^Htzit^m (0.13 g) i:4-S?x^;u 
TSySJ&SK (O.lOg) ^DMF (10 ml) lwjS»L. 0"C 
lzjftBlL<i:/i<&->Ty UArKi^x^^U (0.08g) (DDMFSS 
(2 ml) ^jgSTLT. 0**CT-1553'raA^*^-tffco 

hUx^;U7 5> (0.06 g) ^ttJ^T. ^ 

^T* mra/)^**iffro *^iz4-v-?<^;uTsy 

> (0.06 g) S^Hl^r. MS-e60^ra;6^#*1ffco S«E 30 
*«ttB*». 7k^»Mx^;u*JiD7fC*«SS»Bt 

fet»5R (0.12g. i|X*54%) t L-C»fco 
mp 161-165°C 

7c%5)^«f{i 026 H26 N402 -0. 6H20^: Lr 

ttKffi (%) :C. 71.41: H. 6.27: N. 12.81 

mmm.i^) :C. 71.26: H. 6.09: N. 12.75 

1 H-NMR (CDCI3) 6 : 1 . 19 (6H. t. J=6. 9Hz) . 3. 03 (2H. t. J= 40 

8.4Hz). 3.41(4H.q. J=7.0Hz). 4. 53 (2H. t J=8. 3Hz) . 6. 

61-6.70(3H.m). 7.06(lH.d. J=8.0Hz). 7. 55(1H. d. J=8. 0 

Hz), 7. 74-7. 85 (3H. m) , 8. 05 OH, s), 8. 340H.br s). 

[0215] #%M 1 1 8 
5-(4-i;x5^;U7 5 y ^>l/-< ;u) 7 5 y -2-(4-> h^-> 
37 xxju> ^JU) K>X^ 5 ^-y-JU 
118a) 2-(4-y h:^->:7x— JUy^JU)-5-— hPK^X 

2-(4-> h^v3^x-;u)»» (3.32 g) i:DMF ( 1 iS) 
*THF (20 ml) lz»»U. «^b:*"*-tf U ;U 0.92 ml) 50 



LTlit)tL/c;fi*cJK5*THF 05 ml) iCjg^L. CCOjgiS 
$4-xhD-l,2--7xxU>vr5> (3.06 g) h U 
x^;UTS> (2.43 g) a)THF?gi$ 050ml) 4'(cO*'C(z 
.i^a]L*;b<t>5aTL-C. 0°CT*30«'. ^ax-LS^KA^^ 

>»-7Klaia (3.06 g) $h;bx> 050 ml) icSS 
L. 15^^1AD;Kii^Lyc. TK^ifiaiQ 
SW*i:Wi$x5^;U*linS.T. ^tia 

SVLT. ISaB^b^l^^ti&ftSJ^Sit: (5.56 g. iK^94 
%) tLXmzo 

1 H-NMR (CDC 1 3 ) <5 : 3. 78 (3H. s) , 4. 27 (2H. s) . 6, 88 (2H. 
d,J=8.8Hz). 7. 22 (2H. d, J=8. 8Hz) . 7.520H,br s). 8.1 
6OH.dd.J=2.0 and 8.8Hz). 8. 44 OH.br s). 
118b) 5-7Sy-2-(4-> h^i/^^x— ;u>^;u)K>x 

#%«I118a) vm^titzit^'^ (2.00 g) 
(70 ml) 10%/^7V'>Aa* (0.25 g) $JlD 

^-f h5iSlCckoXfii«$»*Lfc». SjS^aES* 
LT. mKit^^^m&m^ 0.79 g. SSW) tLT 

1 H-NMR (DMS0-d6) 8 : 3. 71 (3H. s) . 3. 97 (2H. s) . 4. 80 (2 
H.br s). 6.43 0H.dd, J=1.8 and 8.4Hz). 6. 57 OH, m). 
6. 85 (2H. d. J=8. 4Hz) . 7. 1 2 (1 H. d. J=8. OHz) . 7. 21 (2H, d. 

J=8. 8Hz) . 

[0 2 16] 118c) 5-(4-:;x^;U7 5y /<>^7^ju)7 
ik 

#%ffi|118b) -ef#t)*tfc^b^ttl 0.00 g) ^4-vX5^jU 
T^y^mSK (0.80g) ^DMF 05 ml) (C?g»L. 0*^0 
1:^)^83 L3{i:3b< t> i/ry yA/Kvx^jU (0.68g) ODWm 
m (2 ml) ^SSTLT. 0°CT•15^^'raA^^*1^ f-o ^#^> 
*L-SS^ja(whUx^jUTS> (0.48 g) SAD^T. M 

> (0.51 g) im?LXs MaT-20B#ra;b>**iffco sjest 

*aiE9*«. TKtftKx^ju^JtaitT. 

$iy-;u*Mb>S«aLr. HIE^b^ttSltfett* (0.68 

g, i|X^40%) tLXmtzo 
mp 172-174°C 

7u%^«rffi C26 H28 N4O2 -0. 2H20^ LT 

iflffli (%) : C, 72.27: H. 6.62: N. 12.97 

^mm. (%) : 0. 72.20: H. 6.45: N. 12.93 

1 H-NMR(CDCl3) 5 : 1. 20(6H. t. J=7. OHz) . 3. 41 (4H. q. J= 
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7.0Hz). 3.78(3H.s), 4.17(2H.s). 6. 66 (2H. d. J=9. 2H 
z) . 6. 84 (2H. dt. J=8. 8 and 2. 2Hz) .7.18 (2H. d. J=8. 8H 
z). 7,50aH.m), 7.76(2H.d. J=9.2Hz). 7.85(lH.s). 8. 
08 (lH.br s). 
[0 2 17] 1 9 

5- (4- vx^;UT s y ^ > i/>r ;u) 7 s y -2" (4- h 'J 

119a) 5-^ Ka-2-(4-m37JU^P> h4^->3y xzi;u) 

4-hU:7^U;J-p> h^i/^aSH (2.06 g) tDMF (1 10 
;TS) ^THF (15 ml) lcS«L. tS^bit^if (0.96 m 
I) «aTLTSST-20^ra;6^**-tffco iSME^aEB 
*LT#^>tifc/'att1^^THF (15 ml) l::5§«L. CCDS 
iS^4--hD-1.2-3?xziU>i;rS> (1.53g) 
■Jx^;ur5> (1.21 g) (DTHFSiS (150ml) *lzO^C 
l::>&aiL3&:36<t>iaTLT. 0"CT-30». MiS-eaftWA^ 

;U*>M-*lOia (1.90 g) *h;ux> (150 ml) IcJS 
au. 15Kra^iaS!ftS3lLfcc S«*aEEB£^. 7Kt$& 20 

-f-i?»MLr. SIB^b^«a*llfet»* (2.93 g. 

91%) tLxmzo 

1 H-NMR (DMS0~d6 )6 : 7. 62 (2H, d. J=8. 4Hz) . 7. 79 (1 H. d. J 
=8. 8Hz) . 8. 1 6 (1H. dd. J=2. 2 and 9. 2Hz) . 8. 35 (2H. d. J= 
8, 8Hz), 8.50(1H,br s). 
119b) 5-7 5y-2-(4-m:7JU:^P> h^iy-y 

##«119a) T?»t>*^fc^b^ia (1.50 g) ^>^y-JU 30 

(70 ml) lcS«L. m^i^i>'^J^Btm (0.17 g) *J!iD 
xr. 7KmSfflaT17Kra3bMtTmft6a7C*fTo/co -b 

LT. SIB<b^ia*Kfe»aj^Hit: (1.30 g, JR^96%) 

t Lxmzo 

1 H-NMR (CDC! 3 ) (5 : 6. 69 (1 H. dd, J=2. 0 and 8. 8Hz) , 6. 81 
(1H.m). 7. 22 (2H. d. J=9. 6Hz) . 7. 46(1H. d. J=8. 4Hz), 8. 

02 (2H. dt. J=8. 8 and 2. 2Hz) . 

119c) 5- (4-i^x^;u 7 S y >^ > Jb) 7 5 y -2- (4- h 

'jyji^ytaM^ h^->:7x— ju)k>x^ s^yr— jt^ 40 

##0!lll9b) vmk>*itzit^^ (0.70g) <h4-vx^;u 
TSyamSK (0.48g) SDMF OOml) lzS«U. O^C 
(z)^a)L>tfA<^v7y y^Ki^x^;^ (0.41g) CDOMFiS 
m (2 ml) ^iSTLT. 0"C-ei5»ra)J|N**-lf fco f&t> 
*t*;1^»lw hUx5=';ur5> (0.29 g) S^ftlTlT. m 

^-Qimmt^^'^iffzo s ^ic4-vy5^;ursy eui^ 
> (0.31 g) ^iB?Lx. Ma-ei9B#raA^**-tffco 

L. PKx5';l.;6^^ll»aLT. m^it^m^B&f&a 

(0. 50 g. 1R*45%) tLXmzo 50 



mp 217-219*^: 

TL^^J^^Bffil C25 H23 N4F3O2 -H20i: Ur 

ti-jrfil (%) :a 61.72: H. 5.18: 11.52 

mmm (%) :c. ei.ss; h. 5. le; n. 11.57 

1 H-NMR (DMS0-d6) 6 : 1 . 1 4 (6H. t. J=6. 9Hz) . 3. 43 (4H. q. J 
=7.0Hz). 6.72(2H.d. J=9.0Hz), 7.45-7. 62 (4H.m). 7.86 
(2H. d. J=9. OHz) . 8. 1 4-8. 31 (3H. m) . 9. 82-9. 90 (1 H. m) . 
[0 2 181 1 2 O 

5- (4— :;x^ JU7 S y ^ > V^-f ;U) 7 5 y -2- (4-> ^JU^ 

120a) 2-(4-y ^;U^:^:7xxju)-5-x hDK>X>f S 

4-j>« ^;u^;f2cmSK (0.84g) <tDMF (1 S) ^THF 
(10 ml) 0**Clc.^aiL>5:3b<b«<b:l-^1f UiU 

(0.48 ml) ^;TaTLr. m'^XUmmt^^^^iitzo S« 
^«lEH^LTf#<E>*Lfc@tt:STHF (5 ml) 
C0!>S/'«*4-xhD-1.2--7x-U>i?7 5> (0.77 g) 
i:h*jx^;U7 5> (0.61 g) ODTHFiSJft (100 ml) « 
IzO^Clzj^fflLsfeA^iSfiTL-C. 0**C1? 1 B#ffi|. SStJA 
B#ra*^^*1ff-o iSJS^MES^^. fi&SlSWTK^Tk^ 

>x;U7tx>K— 7K?a1«3 (0.95 g) ^h;ux> (lOO ml) 

^:7-f--e«i5lLT. aiBib^ft^Stfete* (1.02 g, 

ilX^71%) <b:LT#f-o 

1 H-NMR (DMS0-d6) <5 : 2. 58 (3H. s) , 7. 48 (2H. d. J=8. 6Hz) . 
7.75(lH.d. J=8.8Hz), 8. 11-8. 18(3H. m) . 8. 46 (lH.br 
s). 

120b) 5-7 ^ y -2- (4-.?^ y x -;u) ^ >X>r ^ 

##fifll20a) -e^e^tifc^b^lft (0.50 g) i:«<bK--r 
r~7KfPia (1.98 g)?x^y-jU (50 ml) lC?g<»L. 

65"cr*3^ra;5^**iffco mmmm*.^m?Lxpm\zm 

4Lr. HfiAlSi^att: (0.50g. SfiW) ^ LXf? 

fee 

^ H-NMR (CDC 1 3) <5 :2.53(3H.s). 4. 94 (2H.br s), 6.52(1 
H. d, J=8. 4Hz) . 6.64(lH,s). 7. 27(1H. d. J=7. 6Hz). 7.36 
(2H. d. J=8. 4Hz) . 7. 99 (2H. d. J=8. 4Hz) . 12. 21 (lH.br 
s). 

[0 2 1 9] 120c) 5- (4-vX5^;U7Sy ^>V-<;U)7 

5 y -2- (4- y 7 X x; u) K >x^ 5 -y -^ju 

##ffi|120b) ■C?»t>*tfcfc^4Sl (0.45 g) tA-i>JL^)\. 
7Sy^JiL#K (0.36g) ^DMF (15 ml) iCjg^L. 0"C 
lz)fra3L3S:A<t)V7y y^Kvx^;^ (0.30g) a)DMFi» 
a (2 ml) SaTLT. 0*t:-ei5»faA>**1ffco »t> 
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*t4?1^«lzhUx^;UT5> (0.21 g) *ilDS.r. ^ 

> (0,23 g) ^Jin^r. ^a-c48^M>!)^**iffco sat 

ffifB^b^«3^afe»5R (0.42 g. 4X^55%) t LTf# 
mp 148-152**C 

TcS^flrfil C25 H26 N40S-0. 3H20i: LT 
tt-ftli (%) :C. 68.87; H. 6.15: N. 12.85 10 
nana (%) :C. 68.73; H. 6.12 12.60 
iH-NMR(DMS0-d6)d : 1. 14 (6 H. t. J = 7. 1 
Hz) , 2. 55 (3H, s) , 3. 42 (4H, 
q. J = 6. 8 Hz) . 6. 73 (2H. d. J = 
9. 2Hz), 7. 41 (2H, d . J = 8. 8H 
z) , 7. 43-7. 54 (2H. m) . 7. 86 

(2H. d. J=59. 2Hz) . 8. 08 (2H. 
d, J = 9. OHz), 8. 20 (1H. m). 
9. 83(1H. br s). 12. 72(1H. b 
r s) . 20 

[0220] ##04 121 

5- (4-i;x^;uy5y ^>!/-<jU)7sy-2-(4"> 

##«120c) •c»q>*ifc^b^«l (0.12 g) ^^nnTfou 
A (20 ml) IcfiSL. 0**C(c)%aiL3SA<bnh-^aPia* 

Bmm (o.iog) o'>aa^.)\.M,mm (2mi)saTL 

*aiEB*L. ^ie>4^fcH^*^i/U*y;u*^A^p•7 30 
h^^:7-f--C?«J!Lr. )HIBfc*tt*3E«fe»5K (0. 
06 g. 11X^48%) tLXmtzo 
mp 157-158**C 

Tim^^m C25H26N402S-1.0H20<b LT 

iYUm (%). :a 64.63; H, 6.07; N. 12.06 

mmm (%) :a 64.94: h; s.es; n. 11.74 

1 H-NMR (CDC 1 3) <5 : 1 . 1 4 (6H, t. J=6. QHz) , 2. 62 (3H. s) , 
3.34(4H.q. J=6.9Hz), 6. 54 (2H. d. J=8. 8Hz) . 7.12(1H,d. 
J=8.8Hz), 7. 38-7. 56 (3H. m) . 7. 77 (2H. d, J=8, 8Hz) , 8.0 
8(2H,d. J=8.4Hz), 8. 18-8. 25(1 H. m). 8.55(1H.s). 40 
[022 1 1 1 2 2 

2-(i-/<>-:;ju:^^->^ju7H-jue^u -:;>-4-^;u)-5- 

122a) 1-^>v?JU;j-4^v:^;U7K-;u-4-tf^U VlyfiJl^ 

-rv-^=i^>« (6.46 g) $4M TKKfc-^ h U A* 
(12.5 ml) lc?g»L. 0°Clc)^^L?tfA<f>ifi<b^> 
i»\.:Pt^iyiJJi^^=^)i^ (9,38g) t4M ;K»^b:^ h U -t? 
AtK^^ (15 ml) $jgl2;»JS/i<tt1±(w3^^«t^J:3lc 50 



APtLT. 0°CT2B#ra. SST 1 ^ra/»x#*if fco SJ6 
H2-3lz)S-S<k5f::jtlDilfca. KKx^^UT-atb L. *T 

LT. (12.87 g. iSLmm)tLxmzo 

1 H-NMR (CDGI3) 6:1. 59-1 . 77 (2H. m) . 1 . 90-1 . 96 (2H. m) . 

2. 47-2. 58 (1 H. m) . 2. 89-3, 02 (2H, nO . 4. 07-4, 1 4 (2H, 
m), 5. 13 (2H.br s). 7. 35 (5H.br s). 
1 22b) 2-(l-K>i;ju:j-4^->^;U7Kx;ue^U -:;>-4-^ 
;u)-5-::i haK>X^ S-y^/— ;U 
##«!l122a) T#e>tifc4b^1ft (2.63 g) . DMF ( 1 S) 

$h;ux> (30 ml)lciS«L. iAit^*-)\^ (0.77 m 
I) ^*D^T. 60°CT2^PB^;bN^*-tffco ?g«*^E® 
THF (10 ml) \zf»»Ls SiS^^EEB^LT^'b 
*lfcS(*^THF(10 ml) IZS^L. C<7)?g?ffi *4-ii h 
1,2-:7xxu>vT5> (1.53 g) i:hUx^jurS> 

(1.21 g) (DTHFJSac (100 ml) ^icO^ClcH^ffl L35:/»<?» 
STLT. 0°CT2B#^. MST 2 ^raA^^*1f /co ;S 

«{$aSE95&^. ffilaS«:4c. ;K$AD^T. «fmi^$5 
aiLt-o l#^+if-att:<h p- h;Ux>XJU7t^>ffi-7KlQ 
«3 (0.38 g) $hiUx> (150 ml) CifiiSL. 15^Mj!lD 
SftiSSSLfco }§«*aES^«. fiSfaSW*. i^^ 
X5^;U^»PXT. flfai«3*^»J». W«B*»fliL. * 

i:fiafpfia*TS5fe»L. m:^mm-r k u 't7AT«:«L. 

P^h^^^-^-f-TWiSjLT. BE4b$1*l*jlfe«ftaJ^ 

Htt: (1.43 g, J|K*38%) tLXmtzo 

1H-NMR(CDCI3) 6 : 1. 75-2. 18(4H.m). 2. 97-3.24(3H,m). 

4.31-4.38(2H.m). 5. 17(2H.s). 7.35(5H.m), 7.45(1/2 
H. d. J=8. 8Hz) , 7. 76 (1 /2H, d, J=9. 2Hz) . 8. 1 9 (1 H, dd. J= 
2. 2 and 9,0Hz), 8. 36(1/2H, d. J=2. 2Hz). 8.63(l/2H.d. 
J=2.2Hz). 9.84(1/2H.br s). 10. 10(1/2H. br s). 

[0 2 2 2] 122c) 5-7 5 y -2- (1 > il JU 

7Kx;ue^ 'J -:;>-4-<;u) K>x-r s y-y-;u 

##«!l122b) T»t>*Lfc^b^1*l (0.38 g) $y$iy-;i. 

(30 ml) [ci§<gL. a^bx»v^;U (44 mg) *ftn^T)!i^ 
t)*m<blS^*:^ hU-t^A (0.19 g) ^iO^T. SST 

L. KKx5^;u. IN mK**PitT«fOLT;!)^b« 

g't7AT$£JtL. JS«*MES5feLT. ®I5^b^«a^ll 
fe«iaj^H(* (0.33 g. iR*95%) tLTfffco 
1 H-NMR (CDC 1 3 ) (5 : 1 . 71 -1 . 92 (2H, m) . 2. 05-2. 1 1 (2H. m) . 
2.91-3.03(3H.m). 3. 60 (2H.br s). 4. 26-4. 32 (2H. m) . 
5. 1 5 (2H. s) , 6. 64 (1 H. dd. J=2. 2 and 8. 6Hz) . 6. 79 (1 H. b 
r s). 7.33-7.38(6H.m). 

122d) 2- (1 >i?;i/;j-^-> ^ ;i/7K— tf^^J^J >-4-^ 

;u) -5- (4-:;x^;u7 5 y ^ > -y ^ ju) 7 5 y ^ 5 

##ffl!122c) T»e>tufc^b$«a (0.33 g) ^4-i;x^;u 
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TSy^aSK (0.19g) SDMF (10 ml) lcS«L. 0*^ 

(::)f^ii]L3S/)<b vTy y^K^;x^;^ (ai6g) (DDWm 

(2 ml) SaTLT. 0**C-C15»FaAN**-lffco f#t> 
h'Jx^;UTS> (0,11 g) ^»DK.r. m. 

> (0.12 g) ilBKX. S;gr*65ftfflA^#*1ffco i§« 

*^A>7D-7h^f^:7-f--e«aiLT. ffiffifc^iastB lo 

fe^SJ^Ht* (0. 34 g. 1H^69%) <!:LTl#fco 
Tcf^^j^^rfi 031 H35 N503 -0. 5H20^: LT 
tffffii (%) :C. 69.64: H. 6.79: N. 13.10 
mmfik (%) :C. 69.83: H. 6.68: N, 12.84 
1 H-Um (CDC 1 3 ) <5 : 1 . 26 (6H. t . J=7. OHz) . 1.67-1.97 (4H, 
m), 2. 89-2. 96 (3H. m) , 3. 41 (4H. q. J=7. OHz) . 4.20(2H, 
m), 5.10(2H.s), 6. 78 (2H. d. J=8. 8Hz) . 6. 90-7. 00(1 H. b 
r s). 7.33(5H.m). 7. 50-7. 60(1 H. br s). 7.80(2H,d.J= 
9.0Hz), 7.93(1H,nO, 10.80(lH.br s). 

[0223] 1 23 20 

5-(4-i^x^JU7 5 y K>-7^ ;u) 7 5 y -2-(4-i;x^;U 

rsy :7xx;u)K>X^ s^v^— ;u 

123a) 2-(4-i;x^;u7 5y :7xx;u)-5-::: haK>X 

4- vX5-;UT S y Sm#K (3.86 g) <hDMF (1;TS) 
fc^:J-x;u (3 ml) lzS«L. MS-Cl6WFa;bNS*1f 
^co ?Si«^MES^LT^f,ti/iSIS!t&^4-x hP-1.2 
-:7x — U>vr5> (3.06 g) i:hUx^;ur5> 
(4.45 g) a>THFjS,«(150 ml) *i-o*»cicJ%a)L3S/)<t>^IO 

^T. o°c-e30»M. sa-ci5Btra3J»^#*iffco 30 

*it)+tfc@tt:«!:p-hJUx>x;U7^>K-7KlP!B3 (7. 

60 g) $h;ux> (200 ml) ic»sL. 2ommimi»m3it 

5K(4. 87 g. 1R^78%) t LXmzo 
1 H-NMR (DMS(Hl6) 6 : 1 . 1 5 (6H, t. J=6. 8Hz) . 3. 44 (4H. J 
=6.9Hz). 6. 82 (2H. d, J=9. 2Hz) . 7. 50 (lH.br s). 8.01(2 
H. d. J=9. 2Hz) , 8. 07 (1 H. dd. J=2. 4 and 9. OHz) . 8. 40 (1 40 
H.br s). 

123b) 5-7 £ y -2-(4-:;x^JU7 £ y ^ xXJU) /<>x 

#%«|123a-C*#/c<k^1*l (2.87 g) $DMF (100 ml) Iz 
»»L. 10 % Ji'y^J'^J^mm (0.33 g) *ftlS.T. * 
^S?HSlT20^H*MtTSfi4a7c^fTof-o ir^-f h5 

w»x5^ju^An^T. ^m^^^^L. mmm^^m 



(2.15 g. tt*83%) i: LT»fco 

1 H-NMR (DMS0-d6 ) 5 : 1 . 1 3 (6H. t. J=6. 9Hz) . 3. 39 (4H. q, J 
=7. OHz). 4. 80 (2H.br s). 6.45(lH.dd. J=1.8 and 8.8H 
z). 6.63(lH.br s). 6. 73 (2H. d. J=9. 2Hz) , 7.17(lH.d.J 
=7.6Hz). 7.85(lH,d. J=8.8Hz). 11. 85 (lH.br s). 
[0 2 2 4] 123c) 5- (4-vX^jU7 £ y ^>^y>r ;U) 7 
5 y -2-(4-i;x^;U7 5 y 3^ xx ;u) K>X^ £ ^ 

ik 

#^{M123br*#fc1b^«3 (0.28g) <k4-i;x^;U7 £ y 
(0.20 g) *DMF (10 ml) l::S»L. 0**Clrjft 
aiLJtf;{)<bv7y 'J>Kvx^;u (0. 17g) <DDMFS?a 
(2 ml) ^iSTLT. 0**CT*15»raA^$*1ffco f#6*t-5 
h 'J X5^;U7 £ > (0. 12 g) ^ AO^T. M^r* 

mra/»^**iffco * t>iz 4 ^;i.7 £ y 

(0.13 g) ^AP^r. M^-C36B#ra/)^^*lffco 

i^Kx^;u;!)NbS3eaLT. SE<i:^!KaSafet»5R(0. 2 

Ig. Jtt*46%) i: LT»fco 
197-200°C 

7U%^«Tffi C28H33N50-0.5H20^ LT 

ttSfil (%) :C. 72.38: H. 7.38: N. 15.07 

mmm (%) :c. 72.37: h. 7.44: n. 15.04 

1 H-NMR (DMS0-d6) 6 : 1 . 1 4 (1 2H. t. J=6. 7Hz) . 3. 42 (8H. q. 
J=7. OHz) . 6. 72 (2H. d. J=9. 2Hz) . 6. 77 (2H. d, J=9, 2Hz) . 
7. 44 (2H. m) . 7. 86 (2H. d. J:=8. 8Hz) . 7. 93 (2H. d. J=8. 8H 
z). S.lKIH.m). 9.80(lH.br s). 12.37(lH.br s). 
[0225] 1 2 4 

5- (4— :;x^;u7 £ y ^ > !/>r ;u) 7 £ y -2- (4- u 
##«i22d) T?»t)*ifc<b*1» (1.27 g) sy^y-;u 

(50 ml) IZ}§»L. 10%/^^v't?A8t^ (0.20 g) ^ftJ 
TLX. 7K«l?ffl«T64^ra36Mtr}8«a7c**Tofzo -b 

LT. mKit^m^mnf^mmf&siti (o.ei g. ib^65 

%) tLxmtzo 

mp 156-160°C 

Ttmi^mm 023 H29 NsOs -O. 3H20^: LT 
St»fil (%) :C. 69.60: H. 7.52: N. 17.64 
mmi& (%) :C. 69.84: H. 7.45: N. 17.60 
1 H-NMR (CDC 1 3 ) <5 : 1 . 20 (6H. t. J=7. OHz) . 1 . 72-1 . 99 (4H. 
m). 2.61-2.73(2H.m). 2, 89-3. 02(1H.ra). 3,10-3.16(2 
H.m). 3. 45 (4H. q. J=7. OHz) . 6. 68 (2H. d. J=8. 8Hz) . 7. 08 
(1H.br s). 7,53(lH,m), 7. 82 (2H. d. J=9. OHz) . 8.00(1 
H.s). 8. 26 (lH.br s). 
[0 2 2 6] 1 2 5 

2- (1 -y<> ju-4- bf ^ u y ) -5- (4— X JU7 £ y K 

> -y ^ ;u) 7 £ y ^ >x^ £ ^ -y- 

##<5yi24)T*#t>tufc^b^!|^ (0.25 g) &DMF (3 ml) 
I3»»L. mmti^'J^J^ (0.10 g) S*Die-C. 60*t:T?20 
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ml) ^m^X. ^;aT•36B#re>b^^*■lffco SSI^ME 

s*». waifts^aL. «:«Lr. sib 

it^^^&^^^ (0.23 g. itt^76%)i:LT#fco 
mp 130-133**C 

ttSfil (%) :C, 74.26; H. 7.35; N. 14.43 

mmm (%) :c. 74.43; h. 7.14; n, 14.50 

1 H-NMR (CDC 1 3 ) 5 : 1 . 21 (6H. t. J=7. OHz) . 1 . 84-2. 1 3 (6H, 
m). 2. 85-2. 96 (3H. m) , 3. 43 (4H. q. J=7, OHz) . 3.51(2H. 10 
s). 6. 68 (2H. d. J=9. 2H2) , 7. 26-7. 32 (6H. m) . 7.52(lH.b 
r s). 7.79(2H.d. J=8.8Hz). 7.89(lH.br s). 
[0227] ##011 1 2 6 

2-(i-7-t?^ju-4-e^'j )-5-(4-i;x^;uT s y ^ 

##«1124)r*f#b*Lfc<b^ia (0.25 g) STHF (50 ml) 
lc»«L. O^CIzjftfflLttA^b hUx^;ur5> (0.14 

g) (0.09 ml) ^iraxt. Mia-e60^ra3&^^ 

«fai«3*55iL. KJau-c. iiiB^b^!Ba^afet»5S (o. 20 

27 g, 1R*98%) t UT»fco 
tnp 160-164^C 

5tm^«im C25 H31 N5O2 -0. 3H20<»: LX 
ttlHil (%) :C. 68.41; a 7.26: N. 15.95 
(%) : C. 68.59; H. 7.58; 15.90 
1 H-NMR (CDCl3)<5 : 1. 20(6H. t, J=7. IHz), 1. 70-2. 10(4H. 
m). 2. 03 (3a s). 2.60-2.71(1H.m). 3. 04-3. 16(2H. m) . 
3. 42 (4H, q, J=7. OHz) , 3. 80-3. 87 (1 H. m) . 4. 54-4. 61 (1 H. 
m). 6,68(2H.d. J=9.2Hz). 7. 07 (1H.br s). 7.49(lH,br 
s). 7. 81 (2H. d. J=8. 8Hz) . 8.03(lH.s). 8. 22 (lH.br s). 30 
[0228] ##fin 127 

4- rN-r2-(4-y h^v:7xnju)K>x>r syy— ;U-5- 

##^8 7'T?#fc4-[N-[2-(4-> h^v:7x-;U)'<>X 

5 y y— ;u-5-f ;H * ;u/ <^-r ;u] SSSK^ (3. 
31 g) tMl*.miti- h 'J '^7 A (16ml) a» y -JU (lOOml) 

lN*S(16ml)t?*faL/io «Tmi»$^» 
L. 7K2*L. 9£SLTSlB^b^!ta^»ifeB«;(3.2g. Hx 

*91%)*»fco 40 
mp>300°C 

7cm^«r11 C22 Hi7 N304 -2. 2H20^ LT 
ttlUS (%) : C. 61.88; H. 5.05; N. 9.84 

mmm (%) :c. 61.95; h, 4.80; 9.88 

1 H-NMR (DMS0-d6 )d : 3. 85 (3H. s) , 7.11 (2H. d, J=8. 8Hz) . 
7.53(2H.m). 8. 04-8. 1 8 (7H. m) . 10.38(lH.s). 
[0229] 1 2 8 

5- [4- (N. N— :;3:5^;U7 5 y ) ^ ;u/ <^ ^ ;u/< > JUI 7 

£y-2-(4-> h^i>^x-ju)K>xw-5-sr-y-;u 

#%« 1 2 7 -e^fcib^ifti (0. 58g) t i?x5^>i.r a > (o. 50 



18ml) 0!)DMF(5ml) SjS'STKJ^^Ti/r y U A/Ki?x^;KO. 
26ml) SilD^. ]5^mii^^^1ffz»s h'Jx^^U7 5> 

(0. 24m I ) 1 4- V y 5 y e « j i; > (o. 21 g) * sn 

:7-f--caffi{L. THF;bv^|ieSLT®SB^b^!B3**fe 
«H*a (0. 34g. J|R*51%) t Lxmtzo 
mp 251-252 °C 

TC^iJ'Wfil C26H26N403i: LT 

(%) :C. 70.57; H. 5.92; N. 12.66 
^mm. (%) :C. 70.30; H. 5.93; N. 12.44 
iH-NMR(DMS0-d6) 6 : 1. 1 1 (6H. m) . 3. 1 
8-3. 21 (2H, m) . 3. 44-3. 49 (2 
H. m) . 3. 85 (3H. s) . 7. 1 1 (2 
H, d, J = 9. OHz) , 7. 40-7. 60 (4 
H. m) . 8. 02-8. 19 (5H, m) , 1 
O. 3 6 ( 1 H, b r ) . 
[0230] 1 2 9 

2. 2-i^y^ju-4-rN*-r2-(4-y h#->:7xxju)K> 
Ji 

##«1 2 7T*f#f-^b^!|a(0.58g)i:i.i-i;y^;ut K 

^vXO. 13ml) (DDMF (5ml) Sja>N^*.^Tvry y/uKi? 
x5^;K0.26ml)$J!lD7l. 15»ra*^3r*lffc». hUx^ 
;UT S > (0. 24ml) <h4- vy ^;U7 S y e 'j vXO. 21g) 
^tm^fzo SliBJat^S;arS&lc3BM*^#*1f/i:«. 

h^7:7-r--e»SiL. y *y-;u-itKx^;u/>NiE>if 

Jg^Lr. SI2^b^1^*»fe*f*^^(0,41g, itt*63%)i: 
mp>300 

^t^^j'fiffii C24 H23 N503 -0. 3H20i: LT 
ttltfig (%) :C, 66.29; H, 5.47; N. 16.10 

mmm (%) :c. 66.24; h. 5.35; n. 16.07 

1 H-NMR (DMS0-d6 )d : 2. 63 (6H. s) , 3. 85 (3H. s) . 7. 1 1 (2 
H. d. J=8. 8Hz) , 7. 46 (1 H. d. J=8. 8Hz) , 7. 58 (1 H. d. J=8, 8H 
z). 7. 92 (2H. d. J=8. 4Hz) . 8. 04-8. 21 (5H, m) . 9.58(1H. 
s). 10.32-10.39(lH.m). 

[023 1] 1 3 O 

5- (4-7 5 y K > 7 5 y -2- (4-y h ^i/ :7 X X JU) 

130a) l-tert-::^ h4^v^jU;Kxju-2-(4-y h^->:7x 
x;u)-5-x hpK>X>f syV'— ;u fecfcI/ l-tert-:^^ 
^->^;U7ttXJU-2-(4-y h^v>^xxjl.)>6-x hp/Q 

#%0y75a)-ei#tc2-(4-y h + v:7xx;u)-5-x hDK 
> X>r 5 y y — ;U (3. 67g) a>THF (1 00m I ) « ja-^xa» 
tert-Zf (6. 86g) <b4-i^y ^;U7 5 y tf' J v?>(20mg) 
*AD^. M;M-C3^ra. St)lc60*'C■e4ftPaA^^^iffco 
»j«*aM*L. aB!|aicBKx^;ui:*SJ!in^r. 
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x^;W-5-- hP-OX-f syy-;u^ltft«Bl (2.34 

g, iiR^47%)<!: Urmco 

iH-NMR(CDCl3)d : 1.54(9H.s). 3.89(3H.s). 7.02(2H.d 
t. J=9. 2 and 2. 2Hz) . 7. 66 (2H. dt. J=2. 2 and 8. 8Hz) . 
7. 82 (IH. d. J=8. 8H2) . 8. 30 (IH, dd, J=2. 2 and 8, 8Hz) . 
8. 95 (IH. d. J=2. 6Hz). 

^fz. y 1-tert-:^ h*v*;^7^:-;^-2-(4- 

> h + v7x^^U)-6--hP-<>X^5y\/— VU^SHfe 

(1.72g, iR^34%)i: LTfifco 
1H-NMR((JDCI3) <5 : 1.48(9H.s), 3.89(3H.s). 7.02(2H.d 
t. J=8. 8 and 2. 2Hz) . 7. 62 (2H, dt. J=2. 0 and 8. 8H2) . 
8. 1 1 (IH. d. J=9. 2Hz) . 8. 29 (IH. dd. J=2. 2 and 8. 8Hz) . 
8. 63 (IH. d. J=2. 2Hz) 

130b) 5-7 S y -1 -ter t- :^ h ^ jti JUtIC - ;u-2~ (4-y 
h ^ X - JU) ^ lyXw- 5 ^ 

##ffqi30a) -rjm-l-tert-::^ h+v*;i.7H^JU-2-(4-> 

h ^ V :7 1 -;u) -5-^ h p ^ >X^ 5 y v^— ;u (1 . Og) (D 

KKx^;u (30ml) - y 4i y -JU (30ml) il^jSi8^^10%/< 
^v'l?Aft«(150mg)$ttI^T. 7K*SHaT5Kra;6Mt 

mt^it-^^inis^m^mmttico. 91 g. j|3i«99%) <!: lt 

1H-NMR(CDCI3) (5 : 1.42(9H.s). 3. 81 (2H. brs) . 3,86(3 
H. s) . 6. 74 (1 H. dd. J=2. 2and 8. 6Hz) . 6. 96 (2H. dt. J=9. 2 

and 2. 2Hz) . 7. 35 (1 H. d. J=2. 2Hz) . 7. 50-7. 57 (3H. m) . 

[0 2 3 2] 130c) l-tert-3f h^i^ii)i.M=.)U-2-U- 

y h:^v3yx-;u)-5-(4-- KDK>v;u)Tsy 

#%«130b) -C?»fc<b^1ft (700mg) . ifl<b4-- h P'Oi? 
;U (354mg) <!: h U x^;UT S XI . 06g) CDi^Kx^^ JU (20m 

l)S«S90**C-e3HWA>**if/co si£ja-^7Ki:fia*pa 
T»fca«tft * i/ u * y^u* ^ P ^ h :7 -IC 

cfeyaMLT. eEft^ia$sifet»35(iiomg. iR^ii%) 
t Lxmzo 

1H-NMR(CDCI3) (5 : 1.35(9H.s), 3.86(3H.s), 4.40(lH.b 
r s) . 4. 57 (2H. s) . 6. 68 (1 H. dd. J=2. 2 and 8. 8Hz) . 6. 95 
(2H. dt. J=8. 8 and 2. 2Hz) . 7. 22 (1 H. d. J=2. OHz) . 7. 50- 
7. 60 (5H. m) . 8. 21 (2H, d. J=8. 8Hz) . 
130d) 5-(4-T a y K> v;u) r^y -l-tert-::^ V 
i2 ;U7K-;b-2- (4- > h ^ -> :7 X ii;u) ^ >X^ 5 

#^0!I13Oc) -Cfitr^b^l^dOOmg) COX^ y — ;u (20ml) - 
THF (15ml) ;g^lS«lca^bmx- (lOmg) ^»nx. 

•c. o'^\z,}^ay.ui}<^^mit\^5m-)' k u ':7A(246mg) 



s»P7iro**c-e30»Hi. se)ic^st?i5B#ra/)N**if 

Kx^;i.^lraiLT. «aS*»BlL. 7Ki:iafDft«*T? 
,*.^ft. »*«SK-^h'J^A-e$£«Lfco i§«l*^IES 
*Lr. H8B<b^445Sltfel»5S(100mg. ^SM)i:LT 

^H-NMR(GDCl3) d : 1.42(9H.s). 3. 65 (2H, brs) . 3.85(3 
H.s). 4.26(2H.s). 6. 66-6. 71 (3H. m) . 6. 95 (2K d. J=8. 8 
Hz). 7.19(2H.d.J=8.0Hz). 7. 26-7. 28 (2H. m) . 7.50-7.5 
10 7(2H.ra). 

130e) 5-(4-7 5y ^>i>;U)7Sy-2-(4-> h^v:7 

X -;u) K >x>r 5 y 

#%C!ll30d) T*?#fc^b^1^(100mg) ^4N^<b*^CDStKx 
^;uSja(4rol)l::jS«L. Mia•e4KM36^**1ffcc «fffi 
ia$55lL. i^KxTF;u-C25feif LT, Sffi<b^JK5$Slfe 

t»*(95mg)t LT#fco 
mp 207-210 

Ttmi^^riS. 021 H2oN40-3HCI-1.8H20^ LT 
tt-ITfi (%) :a 51.88; H. 5.51: N. 11.52 

20 mmm (%) :a 51.98: h. 5.42: n. 11.40 

1 H-NMR (DMS0-d6) <^ : 3. 88 (3H. s) . 4. 41 (2H. s) . 6. 63 (1 
H. d, J=l . 8Hz) . 6, 96 (1 H. dd. J=2. 0 and 8. 8Hz) . 7. 23 (2 
H. d, J=9. 2Hz) . 7.35(2H.d, J=8.4Hz). 7. 50 (2H. d, J=8. 8H 
z). 7.34-7.53(lH.m). 8. 20 (2H. d. J=8. 8Hz) . 
[0 2 3 3] 3 1 

5- (4-i;x^;u7 5 y K ! />r ju) 7 5 y -2- (5-^ > 3^ 
'J-ju)K>x^s^vr^;u 
131a) ^>-y:7^>-5-^jt/7tf>^ 
^^muibvmtzit^^ (0.85 g) . N-3fP^CIi<K 

30 K (0,92 g) fcj:i;2,2 -rv^ex (^v:^^P- 

hU;U) (0.09 g) *K>if> (70 ml) icKSL. 10 
B#^ADl»agtLfco iSiS^*«l£B^ft. TK^ifflK-T. 70 
. "C•ClO»ra;^^^**1ffca. «t)*LT«rttl1»S5aiL. 9t 
JgLT. Sffifc^1^l^efel»5S(0.67 g.i|R^79%)<t Ur 

1 H-NMR (CDC! 3) 6 : 7. 09 (IH. dd. J=0. 8 and 2. 2Hz) . 7. 6 
9 (1 H. t. J=8. 6Hz) . 7. 94 (1 H. dd. J=l . 7 and 8. 7Hz) . 8. 1 1 
(lH.d. J=2.2 Hz). 8.31(lH.d. J=1.4Hz). 
131b) 2- (5-K > -y :7 U -;u) -5-- h P ^ >X>f 5 ^ 
40 — ;u 

##Cqi31aT-f#/c^b^ia (0.67 g.) <!:DMF (IjS) *THF 
(30 ml) lzS«L, ifi<b:l-^+f g ;u (0.40 ml) ^iST 
LT. ^ST*13^m>b^^*^fy-o i§fflESaES5£LTf# 
t)*Lfc»Sia*THF (5 ml) lciS«L. ca>iSa[^4-^ 
hP-1.2-3?x-U>yT5> (0.63 g.) irhUx^^u 
75 > (0.50g) OTHFiSift (70 ml) *lcO**Clc5^ai L^S 

A<t)iaTLr. o*c-e30»ra. S;at?4ftra/i^^^if 

JBa^^aiLfco l#t>ttfca(*4t:p-h;ux>:^;u7^>K- 

50 ;KID«3 (0.79 g.) $ h;ux> (80 ml) ICSSL. 24^ 



r 
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wimmsmLtzo s»e$xi£9£&. 7K^figias«;K$ 

ia*llfet»^(0.93 g. i|R^81%)i>:LT#fro 
' H-NMR (DMS0-d6 ) 6 : 7. 1 5 (1 H. d. J=l . 4Hz) . 7. 72 (1 /2H, 
d. J=8. 8Hz) . 7. 82 (3/2H. d. J=8. 8Hz) , 8, 1 3 (1 H. d, J=2. 2H 
z) . 8. 1 2-8. 23 (2H, m) . 8. 38 (1 /2H. m) . 8. 55 (3/2H. m) , 
[0 2 3 4] 131c) 5-T^y-2-(5-K>V:7iJ— jU) ^ 

#%ffl|131br»fc<k*i» (0.30g.) $>«4i>'-;u (20 10 
mL)-KKx^jU (20 ml) (c?&»L. 10 % /^^i/'t^ASt 
* (0.04 g) imXX. 7K«»fflSlT13ftM/)MtT»tt 

(0.26 g. ^mm)tLxmzo 

1 H-NMR (CDC 1 3) 6 : 6. 70(1H. dd. J=2. 0 and 8.6Hz). 6.83 
(1H.m). 6.88(1H.in). 7. 49(1H. d. J=8. 4Hz). 7.59(1H.d. 
J=8. 4Hz) , 7. 68 (1 H. d. J=2. 6Hz) . 7. 94 (1 H. dd. J=l . 8 and 
8.8Hz). 8.24(1H.m). 

I3id) 2- (5-K > :7 U — ;U) -5- (4- vx^;U7 5 y K > 20 

ju) 7 5 y 5 -sr !/-ju 

#%fflll31cT'f#fc^b^!fel (0.67g) <t4-vx^;i.r^y 
SaSK (0.22 g) «DMF (10 ml) (cS»L. 0''C{z)% 

a3L3S:*<t>*>ry u>»e?x^ju (o.isg) a)DMF»» 

(2 ml) $;1STL-C, 0°CX^5^mt^^^iifzo ^h^il^ 
5S*»l3hUx^;ur5> (0.13 g. 1.3 mmol) ^Mx. 

yeuv> (o.i4g) imxx. ^^x\mmt^^^-^ 
fzo mm^mmm^^. ^tmmoL^)\^t:iB?Lx. ^m, 

^in&mamm» (o.i6g. ik«35%) ^ uxftfco 

mp 155-160"C. 

5c%^«rfilC26 H24 N4O2 -0. 8H20<h LT 
ttl9:fil (%) : C. 71.15: H. 5.88: N. 12.76 
SaSiit (%) : C. 71.11: H. 5.87: N, 12.50 
1 H-NMR (CDC 1 3) <5 : 1 . 1 8 (6H. t, J=7. 4Hz) , 3. 48 (4H. q. J= 
7.2Hz). 6.51 (IH.d, J=1.4Hz).' 6,60(2H,d. J=9.2Hz), 7. 
04(1H.d. J=7.6Hz). 7. 38(1H. d, J=8. 8Hz). 7.55(1H.d.J= 40 
2.2Hz). 7.62(lH,d. J=8.4Hz). 7. 80(2H. d. J=9. 2Hz) . 7. 
99(1Kdd. J=2.0 and 8.6Hz), 8.05(1H.s). 8.22(1H.d.J 
=1.4Hz). 8.48(1H,br s), 
[0 2 3 5] ##091 3 2 

2- ii-o uu -5- e u z»iA -5- (4-:; x ^ jur 5 y k > ^y 

132a) 2-(2-^Da-5-eu-:/JU)-5-x haK>X>r 5^ 

6-^DD=.a^>K (4.73g) $<7PP7tx;uA (70ml) 
izSRSL. mt^it—iy^ (2.63 ml) SJiP^T. 5KM 50 
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F (20 ml) Iwjt^L. ca>J§;"«$4-xhP-1.2-:7xx 
U>i;T5>(4.59 g) t hUx^;ur5> (7.29 g) 

(DDMF^giS^ (100 ml) ^\z.Qrc\-i^n{^ut< ^mr \.X . 

hJUx>x;U/-^>K-*S]!Kj (5.71 g) ^ h;ux> (20 

0 ml) lcS«L. 24^ra*DS^ii3!lLfco ^SI^^IES* 

T^&*ifcB»:**>'J*y;U*^A^7P-7 h^^^:7-f- 
T'fSKLT. HlB<b^i|a^®fet»* (2.29 g. i|R*28%) 

t y.xmtzo 

1 H-NMR (DMS0-d6) 8 : 7. 80 (1 H. d, J=8. 4Hz) . , 7. 83 (1 H. d. J 
=7. 4Hz) , 8. 1 8 (1 H. dd. J=2. 2 and 9. OHz) . 8. 54 (1 H. br 
s) . 8. 59 (1H. dd. J=2. 6 and 8. 4Hz) . 9, 21 (IH. d. J=2. OH 
z). 

132b) 5-7 ^ y -2- {1-^ □ P-S- bf' J V JU) ^ >X-f S y 

-y-;u 

##«i32a-e»fc<b*tt (o.50g) $y4iy-;u (30 m 

I) fz?S«L. mibm--^>^^U (0.04 g) <t7K^^bl5 
5*-*-hU'>A (0.53 gl) ^tBTiX. MST*1B#MA> 
^^iftco ir^-f K^iai3c):or«i«l^^*Lyc$. ?g 
«*aEEB*LT. lNaK-e4>fPL. KSx^yu-ettm 

JSL. }§«^^I£®^Lr. SEib^ia^lifet^* (0. 

38 g. tisimm)t\.xmzo 

1 H-NMR (DMS0-d6) d : 6. 58 (IH. dd, J=2. 0 and 8. 6Hz) . 6. 
71 (lH,d. J=1.8Hz). 7.34(lH.d. J=8.6Hz), 7.67(1H,d.J= 
9. 2Hz) , 8. 43 (1 H, dd. J=2. 5 and 8. 3Hz) . 9. 05 (1 H. d. J= 
2. 6Hz) . 

[0 2 3 6] 132c) 2- (2-^ P P-5-e U -:;;U)-5-(4-i^ 

X5^;u7 5 y ^ > ;u) 7 5 y ^ 5 y v^— ;u 

##«132bT*4&fc<b6«l (0.30g.) i:4-vX^;U7S 
y^mSK (0.25 g.)*DMF (15 ml) lc?&»L. O^CIz 
)%aiL<i:3&<f>v7y U>»vx^;U (0.21 gXDDMFSa 
(2 ml) *;'aTLT. 0*t)-C15»ra;&^**lf /co ^btt 
4;S&iai::hUx^>l/7 5> (0.15 g) ^tSXTLXM^X 

61^ra3^)^^*1ffco »a*aiEB*a. tk^kkx^^u 

»liL. it»x5^;u-^+-9-»!i^bS«aL-C. BBBib 

^i&*sifet»*(o.o7 g. itsimm)tLxmtzo 

mp 151-155**C 

7c«»«ffli C23 H22 NsCIO-O. 5H20t LT 

ttWfii (%) :C. 64.41: H. 5.40: N. 16.33 

mmt& (%) .C, 64.30: H. 5.50: 16.29 

1 H-NMR (CDCI3) 6 : 1 . 1 7 (6H. t. J=7. OHz) . 3. 36 (4H. q. J= 

7.4Hz). 6. 56 (2H. d. J=8. 8Hz) . 6. 98-7. 03(1 H.m). 7.14 

(1 H. d. J=8. 8Hz) . 7. 51 -7. 59 (1 H. m) , 7. 70 (2H. d. J=9. 2H 
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z), 8. 10(1H.s). 8.20(lH,dd.J=2.3 and 8.4Hz), 8.31- 
8. 37 (1 H. m) . 9. 00 (1 H. d, J=2. 2 Hz) , 

[0237] ##M 133 
5- (4- vX^;U7 s y K > >f ju) T s y -2- (3-^x - — 
JW)^>X^5-5rV-;u 

133a) 5-^ h □-2-(3-5^x-— ju) K>X^ 5 ^-J—)\. 
3-5^:^:7 1 >*JU7H>K (1.28 g) tDMF (ISS) ^THF 
(20 ml) lz?8«L. «<b:<-4^1f'j;u (0.96 ml) ^;TST 
LT. MaTM4^raA^#Stffcp Sj«*«ES56LTfi 
&*tfcaB«aSTHF (15 ml) lzS»L. C<DS;-«*4-- 10 
hP-1.2-:7xxu>i;T5> (1.53 g) i:h'Jx^;u 
rs> (1.21 g) (DTHFSa (100 ml)*rzO'*ClzH^»L 
&3i)<b;*STLT. 0*'CT-30»ra. ^Sl? 4^^*^**-^ ' 

(1.90 g) $h;ux> (150 ml) icffiSL, 15 
^MADM^ildtELfco TK^fflfDSSTK 

^«3Sefet»^(2.30 g. JR^94%) iUr^ifco 20 
^ H-NMR (DllSO-de ) 5 : 7. 73-7. 85 (2H. m) . 8. 1 3 (1 H. dd. J= 
2.2 and 8.8Hz), 8. 40(1H. dd, J=2. 6 and 1.6Hz). 8.46 
(lH.br s). 

133b) 5-7 ^ y-2-(3-^X-— jU)^>X>r S -y-/— 
##ff!1133aT'f#fc<b^!t^ (1.00 g) ^>^y-;U (100 
ml) l=:S«L. 10 %/^^v';?Ajat* (0.15 g) ^Jta* 
T. 7K^SfflaiT13ftra;5)Mtr}*fl4iS7c^fTofco -tr^ 

T. SIH<b^«3$Sfet»*(0.76 g. iR^86%)i:LT^ 
fco 30 
1 H-NMR (DMS0-d6 ) 5 : 4. 70 (1 /2H. br s) . 4. 93 (3/2H. br 
s) . 6. 50 (3/4H, dd, J=2. 2and 8. 4Hz) . 6. 55 (1 /4H. dd, J= 
2. 2 and 8. 4Hz) . 6. 63 (3/4H. dd. J=l . 8Hz) . 6. 76 (1 /4H. d 
d. J=1 . 8Hz) .7.16 (1/4H. dd. J=8. 4Hz) . 7. 26 (3/4H. d. J= 
8.4Hz). 7.63-7.72(2H.m). 8. 03 (3/4H. m) . 8.10(1/4H. 
m) . 12.15 (3/4H. br s) . 1 2. 30 (1 /4H. br s) . 
[0 2 3 8] 133c) 5- (4-ixX^;U7 5 y ^ > V ^ }\A T 
5 y-2-(3-^xx-^U) ^ S y-/-JU 

##W33b-cmc^b^1^ (0.43 g) <l:4-vx^;uT ^ y 
SmSK (0.41 g) $DMF (15 ml) dSff^L. O^'Clc^ft 40 
n\^tmh\yTJ 'j>Kvx^;u (0.34 g) ODMFJg^ 
(2 ml) ^iSTLT. 0"C•T?l5»M)!»^S*1f fco fib*t« 
jS^iSl^ h U x^jUT 5 > (0.24g) ^I^tLX. ^;^r- 

mra/»^^*if/co *e)ic4-i;>5^;ursy eu v> 

(0.26 g) **D^r. SffiT86ftmAN**1ffco 
aEE®^^. 7K<!:PKx5^;u^ilD^T. 

;u*^A>7P^ h<;^^:7-f — -cffiSlL. ft^x^^ju-^^ 

*■9•>A^t»^i»aL-C. HE<b$1ftSafe«5K (0.25 50 



g. i&?&32%) t L-Cftfco 
mp 258-260^C 

TC^^Sffit C22 H22 N40S-0. 5C4H802 -0. lH20<h: LT 
ItSfil (%) :a 66.06: H. 6.05: N. 12.84 

mmm (%) -.c, 66.14; h. 6.i4; n. 12.94 

1H-NMR(CDCI3) 6 : 1. 19(6H. t J=6. 8Hz). 3. 41 (4H. q. J= 

7.2Hz). 6.64(2H.d. J=9.0Hz). 7.05(lH.m). 7.24-7,28 

(lH.m). 7.53(lH.d. J=9.0H2). 7. 65(1H. dd. J=l. 3 and 

5.1Hz). 7.80(2H.d. J=9.0Hz). 8.12(1H.s), 8.20(1H. 
m). 

[0 2 3 9] ##^1 3 4 

5- (4-:;x^;u7 5 y K > 7 5 y -2- (3-3^ u ju) 

134a) 2-(3";7U;U)-5-x ha^>X^ 5 ^!/— 
3-:7^>:b;U7K>K (1.12 g) tOMF (1;*a) ^THF (20 
ml) icSiBL. ffl<b:*-*+^ U ;u (0.96 ml) ^iSTL 
T. MaT?l5B#ra?b^*^1?fco Sf«*S^Ii®*Lrf#f> 
tLtcSiBia^THF (10 ml) lzS»L. c:<;)S»^4-x h 
□-1.2-7X — U>i;75> (1.53 g) i:h'Jx^jU7 
5> (1.21 g) (DTHF^gift (100 ml) *fcO"Clc,^ai L3tf 

A<«biaTLr. o"cT*3o»ra. MS-ei7^raA^**if 

«3S5SJLfco #t)ttfcHtt:4i:p-h;ux>x;U7h>B- 
7K««5 (1.90 g) $h;ux> (150 ml) icSiSL. 15fiJ 
mDmm^Ltzo ^«^$^IEB^&. 7K<!:fia¥aSW?K$ 

iwitr. «fail«i*5»L. e:«LT»&tifcH{**v'j 

-^+-9->Axe>steaLT. HE<b*«5*ffife»a (0.5 

6 g, itsim2s%)tLxmtz. 

1 H-NMR (DMS0-d6 ) d : 7. 13(1H. dd. J=0. 7 and 1.8Hz). 7. 
73 (1 H. d. J=9, 2Hz) . 7. 92 (1 H. t. J=l . 7Hz) . 8. 1 3 (1 H. dd. J 
=2. 2 and 8. 8Hz) . 8. 44 (1 H. d. J=l . 8Hz) . 8.51(lH.m). 
134b) 5-7 5 y -2- (3- U ;U) ^ 5 

^^mmavmzit^^ (o.46g) *y^y-;u oom 

I) l:iiS«L. 10 % /^^v't^X.K* (0.05 g) ^jtoit 
IBE^b^^4!l^llfe«5K (0.38 g. JR*95%) tLX 

mtzo 

1 H-NMR (DMS0-d6) d : 6. 68 (1 H. dd. J=2. 2 and 8.4Hz). 6. 
83(lH.m). 6.91(1H,m),7.41(lH.m). 7. 51 (IH. t. J=2. OH 
z). 8.05(lH.s). 
[0 2 4 0] 134c) 5-(4-i^x^jU7 5 y ^>V^-f ;i/) 7 

£ y -2- (3-:7 u ju) ><>X>r s ^ ;b 

##«134b-e»tc<b$145 (0.30g) i:4-i;x^jU7Sy 
SmSK (0.31 g.)^DMF (15 ml) (ci§»L. O^'CIOf^ 
aL*A<f)S'7y U>Kvx^jl. (0.26 gXDDMFJS^a 
(2 ml) ^;1STLT. 0°C-e155^^^;^)^**1f f-o »t>;h,^ 
5l*l«(c h U X5^;U7 5 >. (0.18 g) SiBlitT. Mig-C 

1H#ra*^**iffc„ SFf>ic4-i;>^;u75y eu v> 
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(0.19 g) SJtoitT. sa-e6mMA>#*-tffco 

^■»t>;b^b^lSaSLT. S8B<b^ia^efel»5K(0.37 g. 
itt^66%)i:Lrmrc 
mp 167-169'*C 

7cm»«Tfil C22 H22 N4O2 -0. 4 C4H8O2 1 LX 
fft^ffl (%) :C. 69.19; H. 6.20: N. 13.68 10 
mmm (%) :C. 68,89: H, 6.42: N. 13.37 
1H-NMR(CDCI3)6 : 1.19(6H.t J=7.2Hz). 3.40(4H.q,J= 
7.2Hz). 6.64(2H.d, J=9.2H2). 6.87(lH.m). 7.08(lH,d. 
J=7.6Hz). 7.36(1H,t J=1.7H2). 7.48(1H. d. J=8. 4Hz). 
7. 81 (2H. d, J=8. 6Hz) , 7. 99(1H, s) . 8. 07(1H. br s), 8.1 
8(1H. s). 

[0241] ##04 135 
5-r3- (4- vx^ JU7 5 y 37 X -JU) 7>7 'J P ^ ;Ul 7 5 y 
-2-(4-> h4^->3yxx;u)/<>XW^5^!/— 
135a) 3- (4-:;x^JU7 s y :? x ^JU) 7-^ u ;u^x^ 20 

2k 

i;x5^;U7txX?t^yftKx5^jU (7.40 g)a>THF (70 ml) 

jSjSic. 7;u=r>sfflaT. o°ci?6o%att7KS^b-^- h u 

-i^A (1.32 g) Sftlx.r30»raA^**-tffcp Ol^•C. 4- 
vx^/U7Sy ^>X7;u-rt K (5.32 g) (DJHF (40 
ml) »j«SO"C-C;'aTL. O°C-e30«HI. ^aTlS^Pa 

r4>laL. if ttx^;u-T?Mm L/C. ttdj^£;Kitfflfaft 

^^lEB^LT. mV&it^^^n&ii^^ (7.52 g. £ 30 
«M) i:LT»fco 

1H-NMR((»C13) 6 : 1 . 18(6 H. t, J=7. 

2Hz), 1. 32 (3H. t. J=7, 1Hz 
) , 3. 3 9 (4 H, q, J = 7. 1 H z) , 
4. 23 (2H. q, J = 7. 2Hz) , 6. 

19 (1H. d. J = 15. 8Hz). 6.62 
(2H, d. J = 9. 2Hz) . 7. 40 (2 

H. d. J=8. 8Hz), 7. 61 (1H. 

d. J = 15. 6Hz). 

[0242] 135b) 5-r3-(4-vX^Jl/7 5 y 3> x 40 

x;u)7-^ u Dw^;u]7 5y-2-(4-y h^->:7x— 

#%«!|135a)r*mc^b^J}a (1.00 g) i:2N*K<b*^ h U 
(4,0 ml)Sx^iy-;u (10 ml) (cjS«L. 

Sa-cmra. 50-60°Ct?2^M;b^**1ffco S«t^« 
ES^^. Siei^lclN^K (8.0 ml) ^tU^X^^L 
tzo mmiAEiS^^. SISta^THF (30 ml) \z&M 

DMF (1;-^) tmf^^-Ji^ (0.32 ml)^iJP;^r^ 
aT*12ffiSr^;!)v#^-tffco S«l*^IEe^«. 3^e«3^TH 
F (30 ml) \z»»Lfzo »^*i^»m^i. ##«!l75b) 50 



;u (0.97 g) t K'JX5^;U7S> (0.99 g) CDTHF 
(50 ml)-DMF (50 ml) m7ei^\z^)%LUf}<P,m?L. 0"C 

SIB1»l::|&lDa97K$A]K.. «T£bia$%%Lfr. ^ 
btL^Htt^ V 'J :^>r;u:^ ^ A>> d-t -"Ctt 
SIL. nKx^jU;6^bWIS^LT. effi^b^t^^S&f^ 
* (0.69 g. Jtt^39 %) tLXmzo 
mp 251-253*'C 

7C*»«rffi 027 H28 N402 • 0. 2H20 tLX 
ttSft (%) :C. 73.02: H. 6.45: N. 12.61 
(%) 73.06: H. 6.57: N, 12.35 
iH-NMR(DMS0-d6+GF3C00H) (5 : 1. 12(6H. t J=6.7Hz). 
3.43(4H, q, J=6. 8Hz) , 3. 92 (3H. s). 6,61(1H, d. J=1 
5.4Hz), 6.81-6.84(2H. m). 7. 31 (2H. d. J=8.8Hz). 7. 
48-7. 63 (4H. ra). 7.78(1H. d. J=8.8Hz). 8. 16(2H, d. 
J=8.8Hz). 8.55(1H. d, J=1.6Hz), 10.47(1H. br s). 

[0243] ##04 136 
2-(4—:;x^jU7 5y '7x:::;u)-5-(1-x^;u-5->r > K 

JU7t^-;U7 5 y ^ S ^ V—Jl^ 
136a) 1-x-?=-;u^ > K— ;u-5-^;U7K>^ 

> K— -IU-5-*;U7t^>K (4.20 g) CDDMF (50 ml) m 

7;i/^>ISiH»T. o^c-c?60%ai±*«^b:t-h'J 

':7A (2.22 g) iimz^xzom^^^atzo ot^r-. a*;? 
^bx5^;u (4.36 ml) ^m^xm'^x\mmt^^^ii 

tzo i8ift£»EB£&. glB«l3*^fffix5'>u$tt]il 

^^"^mzo ^tz. *®lClNSK**D^T*faLfr«. 

myKmm-th'j'^j^xKmLtzo »«*aEB*». » 

BJa*StKx5^;ur*?ijSSLr. HE^b^ia^dfeeS 
(2.27 g. iK¥46 %) £:Lr#/co Mt^AOmmimE. 
B*Lr#bti4SIB«3^-tSH;a«!tet^t5-t^. f#^4x 
*;S^ia*lN *»<b:fhg';7A7KiSj« (60 ml). x5i 
y-;U (60 ml) fc<i:tf:THF(30 ml) <D;l^i*lc?g» 
M^-cmm. $^lclOB$raAallfti3^Lf-. }Sfi^$»E 
B^%. mW^\z\H f&» (60 ml) $^k.T. iffix^ 

'^-h'J't^AT-ftjaL. »jS*aEEBSLT. HE^bdia 

(2.37 g. 11X^48 %)tLXmtzo Mffi^b^ 
lacD^ttiRSI*. 4.64 g (©^94%) T'feofco 
mp 182-183°C 

1H-NMR(CDCI3) <y :1.50(3H, t. d=7. IHz). 4. 21 (2H, q, 
J=7. 1Hz). 6.63(1H. dd. J=0. 7 and 3.3Hz). 7.20 (1 

H. d, J=3.0Hz). 7.38(1H, d. J=8.8Hz). 7.99(1H. d 

t J=1.4and 8.8Hz). 8.50(1H. m). 
[0244]136b) 2-(4-i^x^;U7Sy :7x— ;u)-5- 

(1-X5^;u-5-^ > K U iU) ± )U7H^)i.7 £ y ^>X^ £ 



4 



##«136a)T?»fc<b*<fi (0.40g) t##«123b) T*f# 
fzit^m (0.56 g) t^mv (15 ml) lc?g<BLfco 

x^;u (0.34 g) ^iJD^T. 15«^FBl;b^^*lffc^. h'j 
X5^;UT5> (0.24g) SJDiLT. S^t? mMj&Ng?* 

-tf. $ b>ic4-vy 9^;ur (0.26 g) sjid^ 

m;a'C13^bl35N$^lffc. ^»^^»i£S£^> SIS 

fco SISiaSvU*^*;u*^A<7DV h^^:7-f-T*a 
SIL. KKx^;u->*y-^u;j>x€,IHSaL-C. ffiffilb 

^ia*<gfet»5S (0.61 g. 11X^68%) ^LTfifco 
7c%5i^«rfil C28 H29 NsO - H2O ^ LT 
tfjjLfil (%) :C, 71.62: H. 6.65; N. 14.91 

mmm. (%) :c. 71.74: h. 6.62: n. 14.70 

1H-NMR(CDGI3) 5 : 1.15(6H. t. J=6.8Hz). 1.40(3H. t 
J=7.0Hz). 3.42{4H. q.J=6.8H2). 4.27(2H. q. J=7.2H 

z). 6.60(1H. d. J=2,8Hz). 6.79(2H, d. J=9.2Hz). 7. 

44-7. 61 (4H. m). 7.82(1H. d. J=10.2H2), 7.95(2H. d, 20 
J=8.8Hz). 8. 16(1H. s). 8.30(1H. d. J=2.6Hz). 10.1 

KIH. s). 
[ O 2 4 5 ] ##04 13 7 

2-(4--:;x^jU7$y :7x-;u)-5-(1-x^;U-5-^>K 

##«136b)-e»fc<b*«l (0.30g) (Dx^iy-^U (20 
ml) Sj'aic. 28%x^y-;uttmK (5 ml) ^ISiTLs m 
^-e10^m;6^$^tffzo ;:g^^£li»S&. trtbia^^Ql 
LT. SI5ib^«3*llfet»* (0.28 g. J|R^77 %) <!: L 
xmzo 30 
7C«»3Bfffl C28 H29 NsO • 3HCI • 0. 7H20 t LX 
H-Wfil (%) :a 58.63: H. 5.87: N. 12.21 

mmm (%) . a 58.89; h. 6.17; n. 12.02 

1 tt-NMR (DMS0-d6 )6 : 1 . 1 7 (6H. t. J=6. 8Hz) , 1 , 39 (3H. 
t. J=6.8Hz). 3. 43-3. 52 (4H. m). 4. 28(2H, q. J=7.0H 
z), 6.62(1H. d. J=3.2Hz). 6.94(2H, d. J=9.2Hz), 7. 
54 (1 H, d. J=3, 2Hz) . 7. 62 (1 H, d. J=8. 8Hz) . 7. 69 (1 H. 

d. J=8.8Hz). 7. 82-7. 90 (2H. ro). 8.13(2H, d. J=8.8 
Hz). 8.33(1H. d. J=1.4H2). 8.46(1H. d.J=1.4H2). 1 
0.48(1H. s). 40 

[0246] 1 3 8 

5-(4-i:;x^;i.7 5 y K>!/>r ;u) 7 5 y -2-(l-x^^u-5 
> K u ju) ^ :^X-c 5 ^!/— ;u 

138a) 2-(1-x^JU-5-^> KUJU)-5-x hp/QX-f 

0^mma) xmzit^^ (0.94g) i:4-xhP-1.2-:7 
xxu>i;r5> (0,76 g) a)DMF (10 ml) T 
;Uzf>flHSlT. 0°CT*e^Ty 'J>^^^x^;K0.85 g) 

i&Anx.. i5»M3&^**iffco oux-e. hUx^^uTSv 

(0.60 g) ^/ID^. ^Ig-eeO^ffflsb^^^iftco 50 
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«a (0.94g) h;i/x:^iclia7L. 6B#raJinSfta3SL 
-f-T^ttMLT. ®i5^b^ia^*ifer^;u:7TX (i.07 

g. i|R^70 %) t LXmz. 

iH-NMR(DMS0-d6) 5 : 1.41(3H. t J=7.0H2). 4.28(2H. 
q. J=7.2Hz). 6.62(lH.d. J=3.0Hz). 7.53(1H. d, J=3. 
2Hz). 7.69(2H, d, J=8.8Hz). 8.05(1H. dd. J=1.9and 
8.5Hz). 8.11(1H, dd, J=2. 4 and 9.0Hz), 8.47(1H. 
m). 

138b) 5-7 ^ y -2- (1 -x^ jU-5->r > K 'J JV) ^>X^ 

##05138a)r*#fc^b^«3 (0.66 g) ^y^J/-;u 0(K) 
ml) icSSLfco fit>tu4»iS;^^l;i. ^-^^bx-/^ 
;u (47 mg) i:*«fcl55*:M-U'!7A (82 mg) ^JiDil 

^iBT*16B#ra/|NS*1ffc&. -tr^-f h^iSSfto 
fco S»E$%SS£». «S«IC7K^RKx^;u$Ad 

S*Lr. sie<b$«3Stife7^;u:7 7X(0.27 g. ia^4 
5 %) t Lr»fco 

1H-NMR(CDCI3) 6 : 1.49(3H. t. J=7.2H2), 4.20(2H. q, 
J=7.2Hz). 6.55(1H, dd. J=0.6 and 2.6Hz). 6.66(1H. 
dd. J=2. 2 and 8. 4Hz) , 6.89(1H. m). 7. 17(1H.d. J= 
3.2Hz). 7. 41-7. 49 (2H. m). 7,92(1H. dd. J=1.6 and 
8.8Hz). 8. 21 OH, m). 

[02471138c) 5-(4-i^X^JU7 5y ^>V/-<JU) 
7 S y -2-(l-x^;u-5-^ > K U ;U) 5 
^%mmb)xmzit'^^ (0.26g) i:4-vx^;u75 
y^mSK (0.19 g)$DMF (20 ml) l::i««ILtco 

4x*^i«(c. 7;u=f>i?ffl«T. o°cr*i/7y 'J>ffi-:^ 

x^;u (0.16 g) SJPTl. 15i^M/>^**1ffco #6*^-6 
S^j'iSir KUX5^;U7^> (0.11 g) ^Im^xMi^v ^ 

^Fa;b^#*-tffc^. 4-v>^;u7sy eg v> (0.12 

g)^^raxTMia■e4aM3!l^**1?fco «Ji^aEB* 

--eaSSL. i*Kx^;u-/s:^-9->A^t>^iSSLr. @ 
K^b^«3*Stfe»* (0.14 g. Jte*33 %) iiUrSfco 
7cm5}'«Tfll 028 H29 NsO • 0. 3H20 tLX 

(%) :C. 73.59; H. 6.53: N. 15.33 

mmm (%) :c. 73.70; h. 6.48; n. 15.09 

iH-NMR(DMS0-d6) 5 : 1. 14(6H. t. J=7.2Hz). 1.41 (3H. 
t, J=7. IHz). 3.43(4H,q. J=7.0Hz). 4.26(2H. q. J=7. 
4Hz). 6.58(1H, m), 6.72(2H. d. J=9.2Hz). 7.40-7.56 
(3H. m), 7.62(1H. d. J=8.8Hz). 7.86(2H, d. J=9. 2H 
z). 7. 93-8.1 7 (2H. m). 8.36(1H. m). 9.84(1H. m). 1 
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2.8D(1H, m). 
[0248] 139 

5- (A-i^jj^jv-r 5 y K > yrw- ;u) T 5 y -2-T4- U-^Jjl 
^;u7 5 y K > ^ ;u) T 5 / :7 X -iul k 5 >y -7 

5-T ^ y -2-(4-T 5 y :7 X k>x-< s y 

(0.40 g) <t4-vx^;UT5ySmS» (1. 56 g) SDMF 
(20 ml) lc?g<RLt::o ^ t>*l4}S.«lc, SmSBSl 
0"C-evTy 'J>KvX5^;u (1.28 g) ^Sn^. 15 

(0.43 g) ^m?LX. m^X*^mmt^^^i£tzm. 4-v 

p« ^;uT 5 y tr«jv> (0.48 g)$*D^r. ^a"C4H 

pa. 5o"cr*2Bra;!)^^*-tffco mm^mmm^^. ms 

@(*^^<by^u>-y 4iy-;u (#aM::5/i) 

5R*x4ry-;uzAD!»S»L. 28%x4iy-.;utt^K (1 . 
OmI) S*0^r. MS-C10»*^**1ffco »t)4x«51* 

mKit^^^n&tiM (0.54 g. 1K^53 %) tLxm 

7C%^«rfil C35 H38 N602 - 3HCI - H2O t LT 
WJHl (%) :C. 59.87: H. 6.17: N, 11.97 
(%) iC. 59.61; H. 6.31: N. 11.93 
iH-NMR(DMS0-d6)5 : 1.14(12H. t. J=6.7Hz). 3.46(8H. 

q. J=7.2Hz). 6.84(4H.m). 7.77(1H. d, J=9.4Hz). 7. 
88-7. 95 (5a m). 8.14(2H. d, J=8.4Hz), 8.29(2H. d. 
J=9.6Hz). 8.51 (IH. s). 10. 29-10, 38 (2H. m). 

[0 2 4 9] 4 0 30 

5- (4- V y ^ y K > -y ^ ;u) T s y -2- [4- (4- v y 

^juT s y /<>-y^ ju) 7 5 y 37 X -juiK>x^ 5 -y-y 



5-r s y -2- (4-7 5 y :7 X -;u) -1 -t- h ^ v * ;u7Hx 
;u><>X-< 5 VKO.70 g) i:4-i;y^;U7'5y * 
(1.43 g) ^DMF (10 ml) izmMLtzo #t>ti4 

^1. (1.41 g) *J!B1S.. 15»raA>**1?fco S&sKiJl^ 

iSiz, h'jx^;uT5> (1.05 g) Sfti^r. 
^MA^**iffca. 4-i;y^^uT5y (1.05 4o 

g) ^iraxT. 50''C-C40^ra;!)^#^-tf f::o 

y4iy-;u-28%x4iy-;Hl«K (10 ml) izlm^mm 

* (1.01 g. ilR^74%) tLXmza 

TzmnVim 031 H30N6O2 - 3HCI - 1. 5H20 t LX 

ftMCfK (%) :C. 56.84: H. 5.54: N. 12.83 50 



mm (%) :a 56.78: H. 5.72: N. 13.00 
iH-NMR(DMS0-d6) 5 : 3.03(12H. s). 6.82(4H. d. J=8.0 
Hz). 7.77(1H, d. J=9.2Hz). 7. 89-7. 98 {5H. m). 8,15 
(2H, d, J=8.8Hz). 8.30-8.34(2H.m). 8.51(1H. m). 1 
0.29(1H. s). 10.40(1H. s) 
[02 50] 141 

2- (5-^ > :7 'J ;u) -5- (1 -X ^;u-5-^ > K U ;u) ^ ;U7K 



%<5!li 31 c) xntzB-T 5 y -2- (5-^ > 1/ :7 g ;u) ^ >X 

-fsyy-^U (0.25 g) i:##C!l136a)t:f#fc1-x^;u- 
5-<> K-;U*JU7H>K (0.23 g) ^DMF (20ml) izfS 

PLfco »ib*L*Sj«lz. sm»H»T. 5/ryu>K 
i^x^^U (0.20g) ^o°c-c*Q^. o'cTis^j-ra^^^sif 

fco f#t>*i*jg^»lz. h'jxf^;urs> (0.15g) s 

ui;>(o.i5 g)SJ!iD^. ^^vaamt^^^atzo m» 

x5^;Ufr?g«L. 4N^^b7K«/BtKx5^;u?g-at (2.0 ml) 
lB<b^tel*Kfet»* (0.30g. iR*66 %) tLXmtzo 

Ttm^^m 026 H20 N402 • HOI • 0. 2H20 tLx 

W»fil (%) :a 67.81: H. 4.68: N. 12.17 
Hatfi (%) :C. 67.78: H. 4.70: N. 12.30 
iH-NMR(DMS0-d6) (5 : 1.40(3H. t J=7.3Hz). 4.28(2H. 
q. J=7.0Hz), 6.63(1H.d, J=3.0Hz). 7,25(1H, d. J=2. 
2Hz), 7.54(1H, d, J=2.8Hz). 7.63(1H. d. J=8.8Hz). 
7. 84-8. 02 (4H, m). 8. 24-8. 35 (3H, m). 8. 57 OH, d. J= 
1.4Hz). 8.66(1H. d, J=1.4Hz), 10.51(1H, s). 
[025 1] ##0!l 1 4 2 
5- (1-x^;u-5-W^ > K U ){.) -h ;U7Kx;uT 5 y -2-(4-y 

^ju^:^3^ X x;u) K>x^ s y-y-;u^s^^ 

#%«1 20b) -^#^5-7 S y -2- (4-y ^;U5^:f :7 X x;u) 
K>X^5yi/-;U (0.45 g) <h##ffqi36a)T*l#tc1- 
x^;u-<> K— ;u-5-*;U7p>K (0.50g) SDMF (30 m 
I) l^»»Lfco ^feti-SS^ftr::. a*»HftT. 0^1? 
vryU>KvX5^;u (0.43g) ^mfLs 15»Fa;&^#* 
-tffco #&*ii»?S^iai:i. h'Jx^^ursv (0.36 g) 
*^IQ^. ^^TfrnW. 40"Cr*17B#raA^^*1ff-o 

$iSj£B£&. SIB%l:iSBr;K<hi^Kx^;u$)!]Dit. « 

mm^^i^^i^fzo ^sg^TKihfiafQ^^TKr'jftj^L. » 
»»x^;usja (1.0 ml) sjait. S;a-eio»ra*^** 

x^;UT-j5fe;*Lr. jSI5^b^!tel*tifet»5R (0.18 g. i|R 
*75 %) LT»fco 
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Ttmi^^m C25 H22 N4OS • HCI • 0. 5H20 t LT 

it^fi (%) :C. 63.62; H. 5.13; N, 11.87 

mmm (%> :c. 63.77; h. 5.06; 12. o8 

iH-NMR(DMS0-d6) <S : 1.40(3H. t. J=7.3Hz). 2. 61 (3H. 
s). 4,28(2H. q. J=7.3Hz). 6.62(1H. d. J=3.0Hz). 7. 
53-7.65(4H, m). 7. 76-7. 95 (3H. m). 8,23(2H. d. J=8. 
4Hz). 8.34(1H, br s). 8.54(1H. s). 10.50(1H. br 
s). 

[0252] 143 

5-(l-x^;u-5-^ > K 'J M ± }VM-}vr ^ J -2- (4-^ 

1 4 2 -Cftfe^b^Jft (0. 10 g) (h^U QTj^^UA 
(20 ml) igj-^lc. y^^DPiaSmSK (40mg) (D^; 

□ □7l^;uA3;ft (5 ml) SO°Ct?*Dit. 0*^C-C 1 ^H)!)^ 

^;U-e^5fe.^LT. )lIBfc««l*ffle«3R (60 mg, iR*5 
8 %) i: Urmco 

7C^^«Tfil C25 H22 N4O2S - 0. 3CH3(X)0C2H5 - 0. 5H20 h 
LT 

Stffffi (%) :C. 65.84; H. 5.36; N. 11.72 
H^fil (%) tC. 66.13; H. 5.45; N. 11.74 
iH-NMR(DMS0-d6)d : 1.40(3H. t, J=7.3Hz). 2.82(3H. 
s), 4.28(2H. q. J=7.3Hz). 6.61(1H. d. J=3.0Hz), 7. 
52 (la d. J=2.8Hz). 7, 60-7. 63 (3H. m), 7.83(1H. dd. 

J=1 . 8 and 8. 8Hz) . 7. 86 (2H. d. J=8. 4Hz) . 8. 28-8. 31 
(2H. m). 8.35(2H. d. J=8.4Hz). 10. 19(1 H. br s). 

[0253] 144 
5- (l-x^;u-5-^ > K U }\A ± j\,7H=lji.7 5 y -2- (4-> 
^ JUX JU ^ :^ X X JU) K >X S ^ ^J-JU 

i»%m^ 4 2-e»fc<b*«! (0.20 g) (D^^aDTi^^uA 

(30 ml) >Si«l3. >4»^Paia$JilSK (0.18 g) CD<7 

□ □Tt^iUASSt (5 ml) ^0**CTfJBlit. 0**Ct? 1 ffiSHA^ 

^>K::?8»L. 4N«<b**/BMxf^jUiSja (1.0 ml) 
^JPPtT. S;at?10»raA^#*-l?fco »i^>*L4;S*»S 
»a^. «f alias 531 L. KKx^;u-ci5ti*LT. eBB 
<b^1**Kfeia5R (60 mg. ite*26 %) t Lr»fco 
7c*^«ffil C25 H22 N4O3S ■ HCI • 0. 5H20 t LT 
ttjCiit (%) :a 59.58; H. 4.80; N. 11.12 
S;11flt (%) :C. 59.69; H. 4.76; N. 10.87 
iH-NMR(DMS0-d6) 5 : 1.40(3H. t J=7. 1Hz). 3.34(3H. 
s). 4.28(2H. q. J=7.0Hz). 6. 62(1H, d. J=2.8Hz), 7. 
54 (IH, d. J=3.0Hz). 7.62(1H. d, J=8. 8Hz) , 7.77-7.8 
7(3H. m). 8.23(2H. d. J=8.2Hz). 8. 32-8. 34(1 H. m). 
8.49(2H, d. J=8.8Hz). 8.51(1H. s), 10.45(ia br 
s). 

[0 2 5 4] #4091 4 5 



2-(4-vpt^;UT^ / 3^x-;U)-5-(1-X9^^U-5-^ > K 

145a) N-(3-x hP-4-7 5y ^xx;u)-1-x^ju>r > 

K-JU-5-:ti;U7H4^->^S K 

##ffill36a)-Cf#fc<b^ia (4.14 g) <7)DMF(30 mi) SjS 
ic. 0°CT-vTy (3,66 ml) SAD^, 2 
5»ra/|x$*1ffco Ot^T*. 2--hP-1,4-3?x^U>v 
r5X3.52 g)i: hUx^;UT5> (3.36 ml) S/ffl 
X. 0°CTl.5B#ffl$e>|cmaTM4^ra3!)>#*1ffro ^ 

10 &ti4fE*j«lC7K*J!inx. BKx^^u-caaiLfco ttm 

^p^ h^5:7-<-T?fSKL. fit>tt'5Hi*Sx-^;i. 
1:2fe/^LT. HIB^b^ia (6.43 g. J|R*91 %) SSfco 
1H-NMR(CDCI3) (5 : 1.50(3H, t. J=7.3Hz). 4.23(2H, q. 

J=7.3Hz). 6.02(2H. brs). 6.61(1H. d. J=3.3Hz). 6. 
86 (IH. d. J=9.0Hz). 7.22(1H. d. J=3.3Hz). 7.42(1H. 

d, J=8.6Hz). 7.75(1H. dd. J=8.6and 1.8Hz). 7.82 
(IH. s). 7.95(1H. dd. J=9.0 and 2.4Hz). 8.18(1H. 
20 d, J=1.8Hz). 8.21(1H. d. J=2.4Hz), 

145b) N-(3.4-:;7 5y 3yxx;U)-1-x^JUW- > K-;U 

##«145a)T*#fc^b^!B3 (6.3 g) i:10%y<^ v't^Aft 
m (50% wt ; 1.0 g) STHF (120 ml)- ^ ^ y — ;U (120 
ml) \zm^. M^"e*mS?H^T18^ra;!»^^^1f/co 

»t)*i«>H{*sx-T^n?2StJ*Lr. Hia^b^ifastife 

ttttS (6.02 g. 1R^85 %) ^mzo 
30 ^H-NMR(C0Cl3) 5 :1.49(3H. t. J=7.3Hz). 3.39(4H. br 

s). 4.21(2H. q. J=7.3Hz). 6.59(1H. d, J=3.2Hz). 
6.68(1H, d. J=8.2Hz). 6.78(1H. dd. J=2.2and8.2H 
z). 7.20(1H. d. J=3.2Hz). 7.34(1H. d. J=2.2Hz). 7. 
40 (IH. d. J=8. 7Hz). 7.72(1H. br s), 7.74(1H. dd. J 
=1.8 and 8.7Hz). 8. 15(1 H. d. J=1.8Hz). 

[02 5 51145c) 2-(4-iy^^)l^T^y :7x^;L)-5- 
(1-X^;U-5-Y> KUJU)^JU7HxjU7 5y ^>X^ 5 

0mmu5b)vmfzit^^ (0.37 g) ^4-v>5^;ut5 

40 y*aS» (0.17 g)SDMF (10 ml) lc»»Lfco 

^i>m?A\z^ mm^m%T. o'^cT-vry u>Kvx^ 

;U (0.17 g) SJJD^. 15»raAx#*-|#fco Sbtv-SS* 
h'Jx^;UT5> (0. 12g) SiJDx. mS-C18^ 
45°C'r*7KraA^^*1ffco S«*aiiB^». SIB 

h;UX>X;U7^>K— TKftia (0. 76g) ShJUX> 
(lOOml)lc^^. 14B$mtt]«(SSSELy=c «rmi«$51!K 

fco ^i'b4^'6H^*;«>'U*^*;^:/3^A^PV h^^:7-f 
50 -t?»KL. B»x5^;u->^y— ^uA^^neaUT. 
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mmt^^^im^m^ (52 mg. 431^12%) tLx» 

Ttm^^m C26 H25 N5O ■ 0. 3H20 t LT 

ttSifS (%) : C. 72.81; H. 6.02; N. 16.33 

mmm. (%) ic. 72.90: h. 5.79; n. 16.17 

iH-NMR(DMS0-d6) (5 : 1.39(3H. t, J=7. 2Hz) . 3.00(6H, 
s). 4.27(2H. q. J=7.2Hz). 6.61(1H. d. J=3.2Hz). 6. 
83 (2H. d. J=8.8Hz). 7. 48-7. 61 (3H. m). 7.80-7.iB5(l 
H. m), 7. 93-8. 19 (4H. m). 8.29(1H, m), 10.05(1/3H. 
s), 10.12(2/3H. s), 12.42{1H. s). 10 

[0256] 1 4 6 

5- (4-i^x ^ JU 7 5 y K > ju) T 5 y -2- (5-K ^T^ 

146a) 2-(4->^JU:7 x-JU)5^:^7'b h7iU¥t: h^^y 

4-p«5^;U5^:f :7xy— ;u (12.42 g) SIN TKKib^h h U 
';7A7KS^ (120 ml)-y (60 ml) IzmML 

fzo '^^ti^mmz^ o^^cicj^aL^f/j^t). z^u^r-n 

Kr;u-7=t Ki?-?*'9=-;UT-b4»— ;U (11.74 ml) (D^^ty 
-;U?S?S (60 ml)S;TSTLyi». ^ia■e18^PB^A^^*if 20 

m (16,5 g. Jtt*78 %) tK^xntzo 
1H-NMR(CDCI3) (5 :2.32(3H. s). 3.07(2H. d. J=5.4H 
z), 3.35(6H. s). 4.50(1H. t. J=5.7Hz). 7.10(2H. d. 
J=8.0Hz), 7.30(2H. d. J=8.4Hz). 
146b) 5->^JU^>!/^;j-:7x> 
tKU'JVM (54 g) ^^□□^>-tf> (100 ml) 
L. 140"Clzftll»L«C;6<t>. ##ffill46a) -CSfc^b^tt 30 
(14.36 g) 0!>^pa^>-lf>»« (50 ml) * 1 B#M;b> 

»l81»l::fiW*i:v-r V3^pe^ux— r^USiPx.. 10» 

(2.56 g, ift*26 %) tLTWfco 
1H-NMR(CDCI3) <5 :2.47(3H. s). 7. 18(1H. dd, J=1.6a 
nd 8.2Hz). 7.26(1H. dd, J=0.8 and 5.6Hz). 7.41(1H. 40 

d. J=5.6Hz). 7.63(1H. s). 7.76(1H, d, J=8.0Hz). 

146c) 5-::fp^>^juK>^y^:^:7x> 

^mmU^b)-Q%fzit^m (2.56 g). N-3fD^CIi<K 

-fSK (3.07 g). rye:^v-f v::^5^p-hu^u (o.i 

4 g) ^^f&it9tm (50 ml) IzJn^. 3B#KAPf»il5SL 

*«lfe;*tta (2. 79 g. ia*71 %) tUrfffco 
^H-NMR(CDCl3) <5 : 4.65(2H. s). 7. 31-7. 88(5H. m). 
[0257] 146d) 5-t: KP4^-»^;u^>^/^;t-:7 
x> 50 



##«146c) xntzit^m (3. 87 g) . B1K■^ K U -t^A 
(2.65g) S50%r-ti hVTK^g;"* (85 ml) I^S»Ltco 
f»b4x«»?$$4B#mJbDi!fti9;7SLfc%. »Kx^;u$^ 

(2.91 g. SSM)i:Lrf#fco 

^H-NMR(CDCl3) 5 : 4.82(2H. s). 7. 32-7. 39 (2H, m). 7. 
47 OH. d. J=5.4Hz). 7.83(1H. m). 7.87(1H. d. J=8.4 
Hz). 

146e) 5-^>y^^:7x>r>/UT^b: K 
##«ll46d)r*#fc<b^ia (2.91 g) Svx^;i.x-ir 

(200 ml) fc»»Lfcc S&*l«»»ja!fc-K<b^># 
> (14.55 g) SJUP^. ^;aT*2B$ra/)^^*lffc*. ;S 

lasiifeBt*: (2.27 g, ite^79 %) ty.xmzo 

1H-NMR(CDGI3) d : 7.49(1H. d. J=5.6Hz). 7.58(1H. d. 

J=5.6Hz). 7.87(1H. dd. J=l . 6 and 8. 4Hz) . S.OKIH. 

d. J=8.4Hz). 8.32(1H. d. J=0.6Hz). 10. 12(1 H. s). 
146f) 5-K > -7^:^ :7 X > ^ JU7R>K 
##^]146e)T*f#fz<b^!tel (2.25 g) <!:«SKv^:t- v-t^ 
A (11.35 g) ST-tr h> (400 ml) izfiiSLfco 
tl^®S^irl%ia^>^->K*U't;A7K»^ (444 ml)' 
S«Q^. 2B$M»D»ilildKLfco ^iS«g$5SiJ^. 
i«EB*L. SISI^fclN ^KS^lDieT. pHl(0;'S^!feS 

#/co K?:i^ia$x-i^;u-e«ajLyiS^. ttmiasfiafa 

^E®*LT. SlB^b^iaSefet»* (1.16 g.. i|X^47 
%) t\^xmtzo 

1H-NMR(CDCI3) (5 : 7.46(1H. d. J=5. 4Hz) . 7.55(1H. d. 
J=5.6Hz). 7.96(1H. d.J=8.0Hz). 8.07(1H. dd, J=2.0 
and 8.8Hz). 8.62(1H. s). 

[0258] 146g) 2-(5-K>^y^xxjU)-5-x hPK 

^mmu^f)xmz\t'^^ (0.61 g) tm? {^m) sth 

F (30 ml) lci8»Lfco «<b:*-^1f U 

;U (0.33 ml) SiJDx. ^iaT?18^ra;5^#*1f/co 
Saj£S£^. jSBI^STHF (10 ml) l::}$ML/co 
i^i>^m^. 4-x hP-1,2-:7xxu>vT5> (0.52 
g) i: h'Jx5=-;UT5> (0.42 g) COTHF(50 ml) Siftic 
O^C-eaSTL. 0*CT?2B#M. ^a"C 2 ftM*^#*-tffco 

(0.'65 g) *h;ux> (100 ml) lcS«L. 6^Pdl 

i|«g*llfet»* (0.97 g. Jtt^96 %) t\.xmtz. 
lH-NMR(DMS0-d6) 5 :7.64(1H. d, J=5.4Hz). 7.75(1H. 
d. J=8.8Hz). 7.91(1H.d. J=5.4Hz). 8. 12(1 H. dd. J= 
2. 2 and 8. 8Hz) . 8.22(2H. br s). 8.47(1H. d.J=2.2H 
z). 8.77(1H. s). 
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146h) 5-'T5y-2-(5-K>^r^x-iU)^>Xw^ S^!/ 

^^mueg)vmzit^m (o.96g) i:io%/^^i^';7AK 

m (50% wt : 140 mg)^y ^y— ;u (80 ml) I^Sa^, tK 

. fet»5R (0.85 g. iiX*99%) i:L-C#fco 
iH-NMR(DMS0-d6)d : 4. 86 (2a br s). 6.54(1H. dd, J= 
2. 0 and 8. 4Hz) . 6,71(1H. br s). 7.28(1H. d. J=8.4H 
z). 7.55(1H, d. J=5.4Hz). 7.83(1H. d. J=5.4Hz), 8. 
09 (2H. s). 8.57(ia s). 12.30(1H. br s). 
146i) 5- (4— :;x^ JbT 5 y K V ju) T 5 y -2- (5- 

##ffl|146h)-eftfc<b^%l (0.27 g) ^4-vx^;i.r5 
y^Jil#K (0.23.g)$DMF (5 ml) lciS«Lfco #t>*t 
-S;S«lc. SSSa»T. vrv' »J>»vx5^;u (0.20 

g) *0**ct?An^. l5«3b^**-t?fco 

hUx5^;UTS> (0.15 g) S^ra^. O^^C-CI^Pfls M 

at?mra. 45°c-ei5ftraA^#*iffco »«saii9* 

LT. )SlB^b^!a*afet»* (0.20 g. 11X^45 %) tL 

5c*»«fflt 026 H24 N40S • 0. 5H20 tLX 
tMJfit (%) 69.46; H, 5.61: N. 12.46 

mmm (%) :a 69.49; a 5.59; n. 12.21 

1H-NMR(GDCI3) <5 :1.19(6H. t J=7. 2Hz) . 3.39(4H, q, 

J:=7.0Hz). 6.62(2H. d.J^.8Hz). 7.12(1H. d. J=5.0H 
z). 7. 08(1 a m). 7.40(1H. d. J=5.4Hz). 7.66(1H. d, 

J=8.8Hz). 7. 78-7. 85 (3H. m). 7.97(1H. m). 8.02(1H. 

dd. J=8.2 and1.8Hz). 8.44(1H. m). 8.52(1H. m). 

[0259] 147 

##«146h)T*»fc^b^1*l (0.27 g) 4t##09136a) 
fc1-x^;U-f>K— ;U-5-*;i.7H>K (0. 19g) ^DMF (5 
mD'izm^Lfzo S^SfflSlT. 0**C 

t?i/ry U>Kyx^;u (0.20g) **a*. 15»la)b^# 
*lffco Ol>-e. h'Jx^^^UTS^ (0. 15g) **D^. 

o°c-e 1 ^m. sa-c i fi^ra. 45*'c-ei5B#B3&x#*-tf 

HE<b^«a*Sfet»* (0.18 g. J|R*41 %) tLX 

Ttm^mm cze H20 naos - 0. 2ch3Gooch2CH3 - 0. 3H20 t 

H-JJfil, (%) : C. 70.04; H. 4.87: N. 12.19 

mmm (%) :c. 69.99; h. 4.73; a 11.97 

1H-NMR(GDCI3) <5 :1.44(3H, t J=7.3Hz), 4.14(2H, q. 



J=7.2Hz). 6.51(1H, d.J=2.8Hz). 6.96(1H. d. J=5.4H 
z). 7.10-7.16(1H. m). 7.18(1H. d. J=3. 2Hz) . 7. 29-7. 
32 (2H. m). 7.66(1H. d. J=7.8Hz). 7.69(1H. d. J=8.4 
Hz). 7.77(iadd. J=l . 6 and 8. 6Hz) . 7.98(1H. dd. J= 
1 . 6 and 8. 6Hz) , 8.23(1H. d. J=1.4Hz). 8. 27 (IK br 
s). 8.41(1H. d. J=1.6Hz). 8,52(1H. m). 

[0 2 6 0] ##^1 4 8 

6-(4-vx^;ur s y ^>7-Y ;u) 7 s y -2-(4-;^ V 

y X x;u) ^ >X-< 5 y V—)U-A-i3 >^ > 

10 148a) 2. 3-^J7 5 y -5-x h □ ^Jil#»^ ^JU 

2-r sy-3.5-vxhPSmSK (e--zi'!7> (P. Co 
hn) ^i- hi/x-^-r • "7iT ■ ^5— (Monatsheft 
■ e fuer Ghemie) . 22. 387 (1901)) (18.5 g) . mtT 
>^X't;A (30.5 g) fcJ:i;25%T>^xT* (40 ml) 
*7K (120 mDlililD;^, lO-BO^'CXmrnt^^^Mtz^. 1 
5-85°CT*fi5<b:^ hU'!7A97KfPl«3 (64. 5g) *'>L-ro»l 

^fco s«;a[*75-85•^t?mM*^#*'tffca. ^^sia* 

*5«JL. >$»y— ;U (200 ml) lrSA^LT. 
20 (15 ml) <t^tlc2.5Brai§3SLfco ^J«^aatES^S. 
«IBiai:i»»x^;ui:*7K$lrax.. KK* »J -i? 

5^;uANt)SsaaLT. siE^b^ia (3.02 g. 11x^17.6 

%) *»:r=o 

»H-NMR(CDGl3) 5 : 3.51(br s). 3.93(3H, s). 6.43(br 
s). 7.72(1H. d. J=2.6Hz). 8.52(1H. d. J=2.6Hz). 
148b) 2-(4-y h:^v:7xxjU)-6-x hDK>X-< 
30 -y-JU-4-:faJU7K>^>^;u 

##ffi|148a)-C#fc<b*1» (3.0 g) i:hUx9^jUT5> 
(2.38 ml) ^THF (100 ml) (c?g«Lfco ^#t>4x^?Sa 
«ibp-Txv-rJU (3.2 g) £7K>&T;*STLyio S 

iSia^ o**cT*mra. ^e>l3M^-c?5^KA^^*1ffc^ 

fro l^t>ti'S@tt:i:/^^ h;ux>x>U7fx>K-*«]!fa 
(3.2 g) (150 ml) icSiSL. IIBt^JllDiKia 

SSELfco «Mt*aEB*». aS1»*^^>-;U (tt30 

ml) izKsuyio f#t)tt*a8Siaiwaw**iiD^T^ 

40 SttlzLfca. WKx^;UT?aaSLfco ftffijft^TKa 

r. lilH^b^lft (0.41 g. i|R^8.8 %) ^mzo 

@«;£e£«». >^iy-;u (lOO ml) lcS;5>U. 
(3 ml) <h^(z19B$^$£BLf=o S«l$i«l£B£». S 

sifticTK^iJD^. »Kx5^jut?amLfco ttasift^TKx* 

m.. SI®!fe^P^x^juANt,^SgaLT. ®12^b^ia* 
Slfe»* (1.79 g. Jte*39 %) tLxntzo 
50 1H-NMR(CDCI3) <^ : 3.92(3H. s). 4.09(3H. s). 7.09(2 
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H. d. J=8.9Hz). 8.07(2H. d. J=8.9Hz). 8.80(1H. d. 
J=l.lHz). 8.84(1H. d. J=l.lHz). 
[026 1] 148c) 6-7 5y-2->(4"y h^v:7x— JU) 

^>X^ sy^y— ;u-4-:^;U/K>^y^;u 

##fi5148b)r*#fc^b^itel (1.7 g) i:10%/^^vOAK 
m (50% wt; 0.34 g)^>^y-;U (50 ml)-THF (50 m 

aur. ss^bd«9$«etttts (i.47g. ia«95 %) io 

1 H-NMR (CDC 1 3 ) d : 3. 89 (3H. s) . 4. 00 (3H. s) . 7. 03 (2 
H. d. J=8.9Hz). 7. 29-7. 31 (2H. m). 8.00(2H. d, J=8. 
9H2). 

148d) 6-(4-vx^;U7 5 y ^>!/^;u) 7 5 y -2-(4- 

y K^->:7xiiju)K:^X^5>y!/-ju-4-:fa;u7K>ity 

^%muSc)vmfcit^^ (0.74g) t4-vx5^;urs 
ySaSM (0.54 g)SDMF (10 ml) izf&MLfzo 

vry 'J>KvX5^;u (0.42 mD^O'^Ct? 20 
»DS.. 15»raX)^3'^1ffco Ol^-e. hUx^^U7 5> 
(0.53 ml) i:4-vy^;UTSy tf U v> (0.34 g) ^^ID 

SST*2.5Bm;6^$$'tfy-ro }8«l$iSJES£l6. S 
S«!liw*i:B»x^jU$ttliLT«rUJlft*^lftLf=o »?> 

L. y *y— ;u-^7Pn*;uA-ifKx^ju*xp,siBaL 

®8Sib^1&^llfett«a (0.85 g. ite*71 %) ^ L ' 
r »fco 7ca»«rfit C27 H28 N404 • 0. 2H20 t Lt 

fUTft (%) :a 68.11: H. 6.01: N, 11.77 
Haiiil (%) :C. 68.01; H. 5.96; N, 11.82 30 
iH-NMR(DMS0^d6)<y : 1.14(6H. t. J=6.8Hz). 3.43(4H, 
q. J=6.8Hz). 3.86(3H.s). 3.99(3^ s). 6.73(2H, d. 
J=8.8Hz). 7. 11(2H. d. J=8.6Hz). 7.90(2H. d.J=8.8H 
z). 8.26(2H. br s). 8.40(1H, s). 10.02(1H. s). 12. 
13 (IH, br s). 
[0 2 6 2] ##0111 4 9 

N-^>i;;u-6-(4-:;x^ju7 s y K>-y^;u) 7 5 y -2- 

(4-y h^v37x-;u)-N-y ^ju^>x>r ^yy^— ;u-4- 

149a) 2-(4-y h^->:7xii;u)-6-iiKPK>X>r 5dr 40 
I/— ;u-4-^;u7K>^ 

##«148b) T•^*fc^b^1a (1. 3 g) ^1N*»jb-^ V^}^ 
ixTK^ia (8 ml) *y$ry— ;u (25 ml)-THF (25 ml) 
icaiiL. maT?12B#KA^**1f. *^>lcl2fl#raia3ttL 
y-co JRJK«**-e«»?L. lN«Ht?*laLfco «fffl«5* 
^IXL-C. SiB^b^«3*efe®i* (1.12 g. J1R^90 %) 

iH-NMR(DMS0-d6) 6 :3.87(3H. s). 7. 13(2H. d. J=8. 8H 

2) . 8.33(2H. d. J=8.8Hz). 8.56(1H. d. J=2.2Hz). 8. 

65 (IH, d. J=2.2Hz). 50 



149b) N-^ > V ; u-2- (4- y h ^ v x - ; u) -N- y ^ ; u- 
6-- hPK>X-r jU-4-:t>JU7H:^-»S K 

##ff!|149a)r*#fc^b^4ftl (1.12g) i:N-K>i;;u-N-> 
^^U75> (0.52g)SDMF (10 ml) lz;§^L/co 
*t«>?S;*aic, 0**CT*v7y U >Kvx^;u (0.65 ml) S 

im^s i5»raA>^*iffco -oi^-e. h'Jx5^ju7^> 

(0.75 ml) ^Jrax. S;g'e3B#ra3b^^*iffco 
;l^;'a^*T?*SRL. K^x^jUT'tttii Ly^o 

iltEB*«. JSB%l*v'J*>r;u*^A<7P^ h^^3» 

<-T*affiL. y ^»y-;u-ifffix5^;u;!)xt>MSSSL 

filB^b^t^^ltetfVta (0.97 g, 1K¥65 %) ^ L 

iH-NMR(DMS0-d6) 6 : 2. 8 2 (2H. s) . 3. 
3 2 ( 1 H. s) , 3. 8 9 (3 H. s) . 
4. 44 (O. 7H. brs), 4. 87 (1. 3 
H. b r s) , 7. 1 7-7. 6 6 (7 H. 
m) , 8. O 6-8. 4 1 (4H. m) . 
[0263] 149c) 6-7 5 J -N-^ > -:/;U-2- (4- 

y h^->3yx-ju)-N-y^;uK>X-Y$»-y— ;u-4~:^ 

##0!|149b)T•^#/i:^b^«3 (0. 25 g) 1 10%/^^ v'^Afll 
% (50% wt ; 13 mg)*y ^y— ;u (8 ral)-THF (8 ml)lc 
ttJie. Sa-e7K*»ffl»T24SIMA^ftrSftfea5c$fTo 

1»*->»j*y;b*^A^7Pv h^^^:7-f— -effiSiL. y 
^y-;u-KKx^;u;bNp>sgaLT. sia^b^t^^a 

fe«t«a (0.20 g, 1R^87 %) irUrfifco 

1 H-NMR (CDC 1 3) (5 : 3.08 (3H. s). 3.84(3H. s). 4.79(2 

H. s), 6.68(1H. d. J=1.8Hz). 6. 93-6. 97 (3H. m) . 7.3 

0-7,42(5H. m), 7,94(2H. d. J=8.8Hz). 

149d) N-<> v;U-6- (4-i;x^ JU7 5 y ^ > )\A 7 

5y-2-(4-y h^->:7x-jt.)-w-y^juK>x^5^-y 

— ;u-4-:^;U7H4^-»5 K 

##fi«149c)^?^&fc^b^!|^^ (0.15g) i:4-vx5^;u7 5 
-/^mSK (83 mg) *DMF (1.5 ml) lz?g«Lfco fi^ 
tt-SiSiSC:. v7yU>Kvx5^;u (65 /iDSO'cr?^ 
X. 15«^M;b^#*-tffco oL^-e. K'Jx^;U7 5> (78 
itil) t4-vy5^;U7 5-/ tf'Ji;> (52 mg)^j!lQ^. M 
St?4.5B#ffl. * ^blc50-60*'C-e19^m3£^^**•tffco 

tt:*i>'j*y;U*^A^PV hy^:7-f-T*«iJL. ft 
Kx^jU-^^-t^>;!)xf>SigaLT. jSIB^b^ia^JlSSI 
fet»5|^ (0.15 g. Jte*68 %) itLrl^/co 
jDlR»«ffil C34 Has NsOs • 0. 3H20 i: LT 
ttjjfil (%) : C. 72.01; H. 6.33: N. 12.35 
(%) :a 71.97; H. 6.18: N. 12.41 
^H-NMR(DMS0-d6) 6 : 1. 14(6H. t J=6. 8Hz) . 2.84(2H. 
s). 2.94(1H, s). 3.43(4H. q, J=7.0Hz). 3.87(3H. 
s). 4.46(0.7H. s). 4.86(1.3H. s), 6.73(2H. d.J=8.8 



(77) 
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Hz). 7. 12-7. 66 (8H. m)..7.89(2H. d. J=9.0Hz). 8.10- 
8.31{3H. m). 9.96(1H, br s). 
[0 2 6 4] 



IfO. O 1 mg/m I 'y^? h/<— bM O ^ I 
S^i — 3f(C^y. Nal25 I 1 \ (3 7M 

Bq) jtaS.. O. 0 0 1%H2 02 1 0/i I * 

^a^r. ^;^T*2 o^felSlS^-arfco 0.0 5%tfa 

2 6-2 T^J^r-iSm^Fttfco 



G n R H U-tr -^CDjia^lflS*l& jffl^-r ^ C <>: IC J: 
(1)125 I -iji— -^PUyxDllSl 

3 X 1 0-4 M y J.— ::fpuu>*5S5ft 1 o// i . 

[HPLCftfl^] 

*^A:TSKgel ODS-SOTM (TMIieSfflffllX*fc^ C t * ^"To iUTI^l 

«)CTR (4. 6mm XI O cm) 
: iS!SA (0.0 5%TFA) 
iSiKB (4 0%CH3CN-0. 0 5%T F A) 
0«^ (1 OO^^mA) -3» (1 0 0%5ga^A) - 
7» (5 09«SJ!aA+5 0%}8j«B) ~4 0ij' (1 O 0%S«B) 



iSUiiSS :1ml /m i n 
[0 2 6 5] (2) t HGnRHU-fe^^f— *$*"r-5C 

HO (^^-f^-x/\A7.5»-gpm) $ffl8asii^j^(7)iaM 

EP-A 0678577lc|HKa>^itl::cfeyiaS!Lfct hGn 

RH U-ir:^^— ^iSCHOfflfla ( 1 09fi) ^5mM 
EOT A (X5^U>v;rS>ERK) ^SiMLfz'J^SL 
««^afiifi7K (PBS-EDTA) 10 

0 X GT-5»Faa'j>Lfco mfuko^iy^y hizms^mn'^'E 

h/<*v37T— (1 OmMN a HC03. 5mM 
EDTA. pH7.5) ^lOml 1m?L. tK'J hn>7t^ 
^v:^-f1f— ^ffilxTTt^^i;:^— hUfco 4 00XG-C 
IS^^S'DL. ±/^*liS'0e[C|5iy 1 0 0. 0 00 X 

* 2m I a)T*V-b-f /<*v:7t— (2 5mM T r i s- 
HC U 1 mM EDT A. O. 1 %BS A ('!7vJfil^ST 
;U:?5» . 0.2 5mM PMSF (:7x^;u>^>x 

Ji^yyt—Ji^ ' yji^^'p^ K) . 1 /i g/m I ^^7^^^ 
2 0/i g/m I D-f 100iWg/mi:7 
K>. 0.03% Ti^^b-^ h 'J A : p 
H7. 5 ; iUTI^Ifil) IwSSL. 1 0 0. OOOx gT-l 

RFfflja'OLfco at»1»i:LriHlitt*tLfclSlI»SBt;2 
Om I (7)r*:/-tr^/<*:/:7T— icSSL. ^^aLT. -8 

[0 2 6 6] (3)125 I -iji— 3fD U'J>JS^RaS¥a5 
±ffi (2) T*i@18 L fr t h G n R H U-tr ^^^-T 4 

CHOjfflfl&jgiij«^$r->-tr-</<*v:7T— -^l&RL-c. 2 

0 0// g/m I ^:L. ^ZL— I/ICI 8 8|l I -TO^JS L 

fco Sbl::. 6 0%a>DMSO (v>5^;ux;u7t^^v 

K) lwiS<9»Lfc2mMa)1ftet^b«1ft2 // I 3 8nM 

fco a^js^aS/HS-r^fciftic. 6o%<r>DMso2 

/i I 3 8 nM<Dl25 i -ij^.— ^^p ^ij > 1 0 |i I 



20 



30 



40 



S/lO^-r^tfciftXw, 6 0%CDDMSOIZj§<gL/c 1 O O 
|/Ma>»J JL— :^PU'J>2/f I 3 8 nM<Dl25 I - 

•Jo. — 3^PU'J>1 O/ii I ^^^iiDLfzStCiatl^^lc 
laSSlLfco C*Lt><DJStSSS$2 5"C-C6 O^'JEtCSlt 

^;^^-r;i/^»— (GF-F) Sfflt^rjRit;'S*ffli?l5ia 

125 I -■JiL-:^PL.U>Oj»St.=Stt*11SLfco 
Ol^-e^ PMB= (TB-SB) / (TB-NS 
B) X 1 O O 

(5C*. T B : «:^j8^»tl*.=S14. S B : a«^b&«3* 
j!n)^/i:^$a)tt».%1t. N S B : im«lg$ttdt/'S1t$ 

^•To ) (Cc^y. att<b^ia<7)iK^iias^ (%) (pm 
B) «3Rtofco att<b*i»a)ais*«^b*#T 

JS^mS^S^i^. ^^RaS^A<5 0%<h3fe^a«^b^ 

«S<Z)aiJt (■r3S3b^»PMB = 5 0%^#;t4aiffi. IC 

soft) i I \^uvV^^m^\.f-o ±IB##«q-e 

y»&*ifc I c5ofii^ cai] 

[0 2 6 7] 

[SI] 
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1 7 


0. 


08 


3 3 


0. 


06 


54 


0. 


04 


8 7 


0. 


0 5 


8 8 


0. 


0 4 


92 


0. 


07 



[0268] H 



#««5 4-c?S15fiLfcft-&145l O Otng. ^^7h— X16 
5mg. a— 5^2 5mg. tHU t*— — >ur;ua— ;u 
4mgfec*:l/X7"TU>M^^*^i/';7Almg5ffll^T. « 

[0269] 



( 1 ) 5 4 -CSliS Ltziti 

(2) as • Sa-b;ua-7. (ti) 

(3) D--7>— I ;U 

(4) ««lftSt Kp*'>:^pe;nzjup— ;^ 

(5) ^;u^ 

(6) t KP+v'?pe;Hz;up— X 

(7) rx/^;u7"— A 

(8) y«j^;uu5^>»-*U';;A 

(9) t KP+v3fpe;u;^^;u-tr;up— -^^2 9 1 o 
(1 o) mt^^:y 
(11) ltfe=z:»<b« 



(12) gaftTK^-fS 

-LIB (1) . (3) . (4) . (5) . (6) . (7) teJ: 

U (8) ^fSKTKI^SiS&^UMi^g^L. (2) 

(9) - (1 1) ^^>>fLr. ^<>y«ffl 
taSSiSL. *t>r:: (1 2) i:?S^Lr. II1£«5 4T5 
f»^nfc4b^4Aa> 1 5 O Og^mSk Lfr, ISfli 

ti^SOOmg-roij'aLfco 

[0270] 



30 



5g 
3 3 Og 
2 9g 
2 Og 

2 5g 
5 Og 

3 g 
3 g 

3 Og 
3. 5g 
0. 5g 

1g 



(51) Int. CI. ^ 

A 6 1 K 31/4184 
31/4439 
31/454 
31/5377 
C O 7 D 235/08 
// C O 7 D 401/04 
401/12 
403/04 
403/06 



2 3 5 

2 3 5 

2 0 9 

2 0 9 



F I 

A6 1 K 31/415 
31/44 
31/445 
31/535 
C O 7 D 235/08 
401/04 
401/12 
403/04 
403/06 



(#%) 



6 13 

6 1 3 

6 14 

6 0 6 

2 3 5 

2 3 5 

2 O 9 

2 0 9 
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403/12 


2 0 7 




2 0 9 


405/04 


2 3 5 


405/14 


2 0 9 


409/04 


2 3 5 


409/14 


2 0 9 



(72)«M# mm 

m±*m 4 T a 21 »23-306-§^ 



403/12 2 0 7 

2 0 9 

405/04 2 3 5 

405/14 2 0 9 

409/04 2 3 5 

409/14 2 0 9 

F^— 40063 AA01 AA03 BBOl BB09 CC26 

0076 008 1 0C92 CC94 DD04 
DD06 DD10 DDI 2 DD26 EE01 
4C086 AA01 AA02 BC39 BC50 BC73 
GA02 GA04 GA07 GA08 GA09 
GA12 MAOl MA04 NA14 ZA81 
ZB26 ZC10 ZC11 ZC41 



